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ANTIU (Coumarin) WuanstsznautawmalslaaanilaseaiieialiAe benzo-a-

pyrone WATANTIURNAATuNARA DI ssINT A lunguna tauas s wuld lunagwainuane

'
1% o o

1Tia 11 Hudanedni (Dipteryx odorata) A3 ENTEIFI Waeinnm Liusiu @m‘%ruﬁqm‘émq
Fanmivannuanuidu Fuideqadn Fueunadass Funisdniau fruide HIV Faunns
WA 189A8A AABINITTNLAS qm‘éﬂmﬁummﬂﬁnmmmLmaﬁﬂ@zmnw LAz fuganis
ety TasLEadNz3y WWAW (17) (18) (19) (20) [ﬁTfmﬂ"N-?Jmwvﬂ"uﬁqm?uﬁwﬂuﬁﬁmﬁE
LARAIAIAITIY 3 u@ﬂ@ﬁﬂﬁ”ﬁawu‘imim’éwquﬁuiuiuL@quaqm \T hymecromone

scopoletin - carbochromen warfarin - acenocoumarol phenprocoumon difenacoum

brodifacoum Ui (21)



1979 3 1AT9A3INTB9ANIRYN U ANTIUNHEN TN

G JGERVAERN VAN WAL BNANT
Fan N §1984
. HO L . .
esculetin :@\/1 antiadipoge  Cichorium (22)
HO o” 0 nic intybus LAY
antioxidant Bougainville
neuroprotect a spectabilis
ive Wild
(Nyctaginac
eae)
. OH HO .
dicoumarol anticoagula  sweet clover (23)
Q1)
nt
0y 7 ©
imperatorin (/\/Q\/i anti- Angelica (24)
o)
o T inflammatory dahurica
w)/ antibacterial  LaZAngelica
antifungal archangelic
antiviral a
anticancer (Umbellifera
anticonvulsa e)
nt
HO . . .
anthogenol antibacterial  green fruits ~ (25)

of Aegle

marmelos
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A1979 3 (FiD)

[GENGERN E]‘V]?WI’N WAL LBNANT

=
]

= % a
TAININ ANB

o o, .
grandivittin W{j@(i anticancer  roots of (26)
0
0 0o

anticonvulsa Ferulago

nt campestris
O/,’ . . .
agasyllin %\W m antioxidant  (Apiaceae)
© o oo , .
antibacterial (27)
aegelinol
© 0 0o
osthole
X
o oo
|
chartreusin antibacterial ~ Streptomyce (28)

antitumor s chartreusis
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A1979 3 (FiD)

G 1A79%54 VAN WARITNL lanNans
TN #1984
inophyllum A antiviral giant African  (29)
snail,
Achatina
fulica
inophyllum B
inophyllum C
inophyllum E

inophyllum P




M99 3 (FiD)

af [GESGERN E]V]%VI’N WAL LBNANT

= % a
TAININ ANB

scopoletin mcom antihyperten  fruits of (30)
HO 0 o

sive Tetrapleura
tetraptera
TAUB
(Mimosacea
e)
inophyllum G1 antiviral giant African  (29)
snail,
Achatina

fulica

inophyllum G2

(+)-calanolide A antiviral leaves of (31)
Calophyllum
lanigerum

(-)-calanolide B (Clusiaceae)




A1979 3 (FiD)

13

G JENFRK VAN WAL BNANT
TN RGN
pseudocordatolide C : antiviral Calophyllum  (32)
lanigerum (31)
var.
austrocoriac
calanolide F eum ey
Calophyllum
teysmannii
var.
- inophylloide
(King) P. F.
Stevens
(Clusiaceae)
khellactone D) antihyperten  Phlojodicarp  (33)
o} 0" o . o
sive us sibiricus
OH
OH
fraxin - Om anticancer  Weigela (34)
A oo antiadipoge  florida var.
Ho _©
OH nic glabra
HO ho antioxidant leaves

(Caprifoliace

ae)
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A1979 3 (FiD)

Tn IAT98519 VAN WARSTINL BNENT
TN #1984
visnadine = antihyperten  fruit of Ammi  (35)
o) oo . _
sive vishaga
(o)
O;/O Oéj\
felamidin %(m antibacterial  Ferulago (36)
(0} (6] 0 (o)
0 campestris
. OH 3 K .
esculin > antioxidant fruits of (37)
0
HO/%E m antiadipoge  Actinidia
HO HO o~ Yo
nic deliciosa
(kiwifruit)
LAY
Actinidia
chinensis

1
a e a

anaenusaftuNaziulidnanslseneulasielaa aalau uarausy

= a =< o = o P = Y '
@19NU chromophore Nraula sﬂ\imﬂﬂﬂﬂquqzwwquﬂuﬁniﬂ 1AL RNNUIRYINLNIUIN
ayNUs chalcone-triazole-coumarin #1lxianatsznaudae chromophore 74 3 4iin

=

ANANRENNTUaYALE 1 HnE un1sdudaunadueid 3 9tn Ae Nz3aiatinm (HUCCA-1)
NZITIFU (HepG2) warueziivilan (A549) AaeiAn IC,, Winriu 4.8140.92 8.18+0.76 Uay
7.95+3.04 pM AINAAL (38) LLrﬁiﬁ\ﬂaJﬁmﬂmumiﬁﬂmqw%ﬂmﬁumaﬁgﬂﬁﬁmmmLemzi‘

dszam uazTaluanaunny aedluianasingn
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Lead compound
chalcone-triazole-coumarin hybrid

ICso = 4.81£0.92 mM (HUCCA-1)
8.18+0.76 mM (HepG2)
7.95+3.04 mM (A549)

nwisznay 3 1A9ea3719a1UE chalcone-triazole-coumarin 1

K dl o P 4 o 1 1
AataUIREasaulanazanulaslagaiisaasly AN ARULLUANINANI N

ﬂ@}l‘ﬁ 1 413152n8U chalcone-triazole 2a-2g

@@ﬂLLUUTﬂﬂﬂW?ﬂ§ULﬂ§ﬂuﬁy: WUV B 999118 TA1 A1nAWIS 2, 3dimethoxy
I 3,4-dimethoxy wazld U5y Lﬂﬁlﬂuslumummqq@m?u Wuny R 1Auna9mndu (R= benzene)
qqmu%wﬁ'ﬁmﬂ' LLVluﬁIﬂ]‘aﬂﬁi’Nj (R= substituted benzene) LALIUWUNNIAY (R= naphthalene) A4

nwilsznaun 4

OCH;4
300\‘/\)‘\‘1\ 3Co
@ @ & Hs CO N~
\\<\ 2a-2g \\&OR

Lead compound R = benzene, substituted benzene,
chalcone-coumarin hybrid naphthalene

nnlsznay 4 ayiud chalcone-triazole
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ﬂ'z\iﬂ\l‘ﬁ 2 4197U92nau coumarin-triazole 3a-3i, 4a-4j
aenuuulnemstfuasuludauresalay Lﬂmqmu%u‘ﬁ'ﬁmﬂ' Lmuﬁmﬁm[ﬁmj
R) 16w hydroxy (OH) methoxy (OCH,) chloro (CI) bromo (Br) iodo (I) cyano (CN) acetyl
(COCH,) nitro (NO,) sulphamoy! (SO,NH,) carboxyl (COOH) wazil5i waeulud TUTBINIANITY

a a

Tnedvsatiau Tun R uui Aumish 4 uas 7 Aanwilszna

u

oc:H3

H3CO
\\<\ o 3a-3i
o
Lead compound -N e}
chalcone-triazole-coumarin hybrid N “N \
g&o 4

4a-dj

R = OH, OCHj, Cl, Br, I, CN,
COCHs, NO,, SO,NH,, COOH

nwtlszney 5 ayis coumarin-triazole

NuAdsianadazliluanafuiuuaiia ludlunguansaywis chalcone-triazole
LAY coumarin-triazole ﬁﬁqw%ﬂmﬁumm‘ﬂi:mmﬂﬁﬁmﬂ (neuroprotection) TIA1NITD

i lihlszgndlivmunduanfnenlsada lowassiali]

AN UNEUDIUIRE

'
A o

1. LW@mmmxﬁwﬁuﬁ’ chalcone-triazole WAy coumarin-triazole a1y

dl =2 Qr o s °
2. L‘W‘ﬂﬂﬂ‘]:f']q‘lf]ﬁ‘]j‘ﬂ\‘lﬂulfﬁ@@‘]J?U&’TV]QWV]’]@’]ﬂ
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YAULUAURIIIUIRE

1. duA31viayius chalcone-triazole 2a-2g A4lAINA31S 7 1A

0 o) 0
Hsco:‘/\)‘\‘\ Hscow HsCO N 0
CH H
HyCO NNy HyCO NNy HyCO NNy
2a \Q& 2 && 2c \Q&
o o o

o o o)
H3CO H300 H3CO

. N

HsCO NNy H,CO NN HsCO NNy

2d \Q& 2e \§<\ 2f &&

o O CH, o OCH; Q

o
e ol
HaCO N H
\\<\O

2g

2. fuAseiayWis coumarin-triazole 3a-3i, 4a-4j AalA994379 19 TR

N:N\ N:N\
0._0 O\A/N OH OTOjij/o\/g/N\@ocH3 . O O\/&N\Qm
IU 3a X 3b I;Q/ 3c
Br 0.__0 \ \Q\ \©\
1SS RO
O

m\@m O m\ ra
ot ot st ol ok

OCH;
N
N N, N, o L N,
0/\[ “,N O/\[ ‘N O/\[ ‘N /\EN/N O/\[ ‘N
sol ool N ol ) oL
oo Q 0o Q oo Q oo Q oo
) -0 )
4f CN 49 C=0 4h NO, 4i O”S\ 4 oH
HsC NH; o

%

3. nadauinsaasea1sndanmzild faamaianieaninsalni (NMR, MS,

4. nageunnatlesiumadlszaingninane
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ﬂ' 1 Yo
uanandIazlasu
1. mmmﬁqmmzﬁwﬁuﬁ' chalcone-triazole ka2 coumarin-triazole ‘ﬁﬁm&i%’ﬁﬁ

2. ianInaaeLnnatesiumadilszaimngninans



unin 2

LANAISNLNLITDAINLIIUIRE

v v
o a o o

lunsiseasedl §asuliAnsenarsuazeAdeiifades uaglfinauaniy
Wateselld
1. MadaAnzvianslsznay triazole
2. medaAmzianstlsznan chalcone
3. mﬁ‘zﬁv\iLquﬁl,mzqw’émﬁqmwmmm@ﬂﬁzﬂ@u chalcone-triazole

4. NS Lﬂﬁ"]ZﬁLLZ\]&E]‘V]%‘V]W\i%']ﬂ']w’ll@\mqﬁ‘ﬂﬁ‘tﬂﬂu coumarin-triazole

2.1 ﬂ’]iﬁﬂtﬂ?qxﬁﬂq?ﬂ??ﬁﬂ’ﬂu triazole
Tnaialilag 1,2,3-triazole daiAsnzifliianniAsen 1,3-Dipolar cycloaddition

a

syndnsanstlsznaueladuazuealail Tna 143 1HA0n5eu ﬂﬁﬁ?‘mﬁqﬂﬁuwm%ﬂ wsnine
Husigen kazAnie (39) nudnlianstsenay 1,2,3-triazole iUNARA U dNTENGNg 1,4-
disubstituted-1,2,3-triazole LAy 1,5-disubstituted-1,2,3-triazole Fiad1 Sharpless WATALY
(40) %meﬂﬁﬁ?mﬁy‘imigﬁ copper (Cu(l)) \uAgaL e Gﬂﬂﬂﬁﬁ‘%mﬁd’] Copper-
catalyzed azide-alkyne cycloaddition (CUAAC) %\‘fjﬁﬂ fuluie Click reaction w4113
NARATUINLANTE 1,4-disubstituted-1,2,3-triazole Wil wanannil Fokin LASANLY 41) 18
AUNUI181 1 ruthenium (Ru(l) 1dusa189UJ5e1 (RUAAC) agliinandaiidu 1,5-

disubstituted triazole AYNINLTZNBL 6



RLy" =N+ H-C=C-R?

CuAAC

Heat

RuAAC

R
NER

<
-

R2
1,4-disubstituted-1,2,3-triazole

1 1
RU N RN
\ N \
o
R2
R2
R{
N-N,
SN
~
RZ

1,5-disubstituted-1,2,3-triazole

20

nilsznal 6 NnedaATzsigNIlsznan 1,2,3-triazole a1n @13sznavialamuaziaalag

nalnniaiinlfisean CuAAC (42) (43) Hanalidsiine dunauusn Cu() 5 fin

coordination 'L alkyne 6 Wa 1A M deprotonation b1 W @19Uszne v Tedfieon

copper(l)acetylide 7 a1 azide azii1M1UF381 Avlaseasig 8 iNAn1saT19iusy

sndneansueuuaziulngiau uazifianisinogliansdslnseadne 9 desnaziinyfisen

reductive elimination \AAL triazolide 10 Taaziim protonolysis MENARI U triazole WAL

cu(l) Mmudasalfisanduaunn Anawtsznay 7

N_ 1
N“ N-R

N, 1
N“ N-R

R? 10 [Cu]

[Cu]

[Cul =——= R?

~

[Cu]

H H*

nwisznay 7 nalnnisiadfisen CuAAC
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Ny

Ufjisen cuaac Hienpeauljisanfianunsafialidneg Haainsrmnzianzad

b

]
ol o | =

wazlfisunuaesnaningings Tnavialdagld cu() iWudaiss Searunsaszanldann

v v 1
A o o

Useesnduaee CuSO, vt sodium ascorbate Ufjisentiainisniia lfinviangumugin-

virananngitiacludainazarefiiluninsasarinazaendldn 1 tetrahydrofuran (THF)

waz N,N-dimethylformamide (DMF) atinglsfina acetonitrile (CH,CN) axlaiflaniinun1d

IWITE1H130NA coordinate U Cu(l) 14 wanannildanazatandualaai (halogen) 7 b

v
a [

wuziluns iU isentduiu (44)

2.2 MadaLAs1Easlsznan chalcone
2.21 ﬂﬁﬁ?m Claisen-Schmidt Condensation
U381 Claisen-Schmidt Condensation §nAuwLlne R. L. Claisen and J. G.
Schmidt 1] un1989LAT129 chalcone AU 3138191981 W 1S benzaldehyde kATaYWIE

methy! ketone Tneidiiavisansadudagelljizen Asnmdlsznew 8

(0] H (0]
©)J\ . O)\© base/acid O = O

nwilseney 8 Ujjisen Claisen-Schmidt condensation

nalnnafiaUisenluanazausmisnwilszney 9

Reow ™ P RN 2
fo o o (o @ACHZ*()AH—” "
2 -— > —_—
-H,0
o

nwtlszney 9 nalnnaafinlfjisen Claisen-Schmidt condensation Tuaniaziua

O (OH,
HCOH
S GRN
-OH

-H,0
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nalnnsfindfisenluanaznsauasmsianndsznay 10

OH
.

CHy . H @ACHZ
+
H

.

acetophenone

OH

©)LH
benzaldehyde

o /\(@m OH OH 0 OH,

§ '
H transfer
e U T — O

SH, o} (6H2 o)

elimination _—
—_—— 8 B Y
H H

H,0

%o He 1
d

nwiszney 10 nalnnaiaUfAsen Claisen-Schmidt condensation lugni19znsn

dpsenidluliisemiialidne uarliinandmueiluliunmnngs adulfisend

!
=

Hanngalunsdunmsiayiusmalau TaqiiuldineimuwanioglunmaiaUfizen s
o 1 asa a ' o 1 dgj
faLfisenatinsine Aol
2.2.1.1 Tuanaziua

U758 Claisen-Schmidt daulvey Wiwad udasel fazen wan 1415 un
potassium tert-butoxide (+BuOK) sodium hydroxide (NaOH) YEG potassium hydroxide (KOH) Tu
Favinazae methanol 198 ethanol N nunnTies

Dhar WATAMEINENIUNTAUATIZRAY WIS chalcone 13 3311974 ketone 11 WA

benzaldehyde 12 Tne/l% NaOH waz KOH iuiua Tufaninazans methanol Wa ethanol tngel

Uffsentifiadldnnabenlunanalfisen (45)
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o) H NaOH 0
©)H . O&L\© A methanol l = l
KOH
B ———— e ]
11 12 ethanol 13

nisznau 11 nsduaszviayius chalcone 13 IngldUfjAseN Claisen-Schmidt

Cheng wazAnie §aA1esiayWus chalcone 18 Tnevinilfjisen Claisen-Schmidt
UNd7NIA894 (solid phase synthesis) 751197981 WEU8Y hydroxyacetophenone 14 71 i@ax

U U U benzaldehyde 16 tneild NaOH il usiasel fAzanludaninazane methanol 7

Y a o 6

grunnTias IHNARSWT hydroxy-chalcone 1B1NENTIN 76-97 % (46)

Q a

0]
cr
7 Q- i
HC™ T Doy - @o—;\ cHy _ 16
= dichloromethane = NaOH/methanol

14 15

(6] O
= trifl ti id =
O{j)J\/\Q rifluoro acetic aci HOM
O | _ o | _—
17 76-97% 18

ndseney 12 nsduAszieyiig chalcone 18 Tneld1fjAse Solid phase

Sebti WATAMY T1ENTUNTRAUATIZV YN US chalcone 21 FaeLlfjiFeN Claisen-
Schmidt condensation $¥11314 acetophenone 19 WA ¥ benzaldehyde 20 1neild NaNO, w9 a

LINO,/natural phosphate lusiavinazane methanol Uiseninlingounniiies uazliudnsioed

3

TuiBanniiga (47)

O H NaNO, (0]
——
methanol N =
Ri—r Rz

(LINO3)/ natural
19 20 phosphates 21

methanol

nwdszney 13 nsdainszieyiig chalcone 21 Tneld1fjAse Claisen-Schmidt
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Srivastava 318474N1789LAT1 LR YN US chalcone 24 Aa1nN13NU ATEN
9211919 methyl ketone 23 WA aromatic aldehyde 22 1iua NaOH Tusavinazang ethanol
wazlindsanuanlulasian (microwave) luniaifindfisen wudn WinandmusiulEunun

44 (48)
@ 0 0

H + HyC NaOH/ethanol O Z O
MW 600 w , ~2500MHz

22 23 24

nisznay 14 nsdaAszviaywus chalcone 24 Tngld1fjA3e1 General microwave

assisted synthesis

Rateb WavAnuy e unsdanseialius chalcone 27 tnemnuf)isenlnanisun
(grinding) a131ls¥naw benzaldehyde 26 WAz acetophenone 25 i NaOH g rungiitias Tnela

Visannazang WuIn lRARA R UFNN0U 80% (49)

0} H O
SANRaeE-Honae
grind
25 26 50% 27

ndszney 15 nsdanszieyiig chalcone 27 Tneld1fjAsen Claisen-Schmidt

Patel WavATUE 9NENIWNN9AATIERBLNLE B-trifluoromethylated chalcone 30 Tng

14 Ca(OH), Ba(OH), uaz Sr(OH), ilusaidatlisen lusivinazaaatinelusin (aprotic solvent)
Pgnunivisuiedralunsindmmn (50)

Ca(OH),
o} CF,4 O CF,
., O rt Ba(OH), Z
aprotic solvent
28 29 L SrOH), 30

nisznau 16 nsduaszviayius chalcone 30 ngld1fjAseN Claisen-Schmidt
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[N

Kulkani 1613189110198 91A 912813 UE chalcone 33 Tnein19'id calcium oxide

(Ca0) g uazlindsuanlulasnn nudnfisenansnsanialiinelifiedldsvinazany

Wieansinet Tusunn 57-88% (51)

(0] H (0]
R, X , O XN R CaO R AN =
_n 3 7 . _n
17 P | _ 2 MW 170 P )
31 32

_QQo
57-88% 33

ndszneay 17 nadaiAzviayiis chalcone 33 Tneld1lfji3en Claisen-Schmidt

2.2.1.2 Juan1aznan
nsdaanzieyiusaatauluanioznsm a1unsnnialéinantsld Brensted acid
e Lewis acid fusaialfiendail
Tan WATANEIIENIUNNIRUAINTTBUNUS chalcone 36 3¥1194 aldehyde 35 WAT
ketone 34 Ineld p-toluenesulfonic acid (p-TsOH) Lﬂuﬁ')L‘Nﬂﬁﬁ?mLLmﬁ acetic acid {luAN

avaneNgUNA 70 °C Wi WinARA s BN 70% (52)

0 H 0
0 p-TsOH Z
) acetic acid O O
34 35 0% 36

ndszney 18 nsdaiAszieyiig chalcone 36 Tneld1lfjA3en Claisen-Schmidt

Calloway WATAME T1ENIUNTAILATILIB YRS chalcone 39 Tl aluminum

=S

chioride (AICL) {114 lewis acid Tusinvinazane carbon disulfide THnAAA I W BuNUg s gADS

73% (53)
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A|C|3 N =
N — = Ry R,
carbon disulfide =
73% 39

niszneu 19 nsduaszviayius chalcone 39 Tnelfil]fisen Claisen-Schmidt

Narender uazAMT $1eUAIATIZTRYN IS chalcone 42 Tneli boron trifluoride-

etherate (BF,-E,0) Hlusadtfjisenngamniivies wudnluanlunisindisendiesndn 3

=

0l uaclinAR T B0 4909 75-96% (54)

=
X O X BF3- Et20 1 X X
R 4 | TR . SRR | TR,
= = dioxane = =
ime <
40 41 time < 3hr. 42
75-96%

nwdszneay 20 n9faLAIEviayiig chalcone 42 Tneld1fj 381 Claisen-Schmidt

Kakati k8% Sarma $181U4N1349ATZHRUIUE chalcone 45 Tnein19iL]Azen

melindsnuanluiasen Inad iodine-neutral alumina wluwsawatlfisen wudnliuansiouel

1730 79-95% (55)
0 0 0
H + HC I, - AlCly =
microwave O O
43 44 79-95% 45

niszneu 21 nsduiAszviayiud chalcone 45 Iagld1fji3e solvent free microwave

assisted synthesis

WU LAZADLE 9EUNNTAaATZianstlsenas chalcone 48 Tnalld hydrotalcite 1w

sawdefjisen ludannazans ionic liquid 1w 1,3-dibutyl-2-ethylimidazolium tetrafluoroborate
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9./

([dbmin]BF,) Wmﬂum@mmﬂmﬁmmmmaa 98.5% Aalidenne WaakwalulFunnnies

uazANNTNA LN 1 Il 16 (56)

0} H 0}
, O hydrotalcite Z
[dbmin]BF,4
46 47 343K 48
98.5%

ndszney 22 nsdaiaszieyiig chalcone 48 Tneld1lfjA3e Claisen-Schmidt

Petrov LA¥ATUE 31ENUNNIAIATIZIRUINUE 4-hydroxyl-chalcone 51 Tnelld SOCI,

Tusiannazane ethanol WU WAKARARLENNRIGS 73-96% (57)

(@) H
X SOCI
/@)J\ . O | 1R 2
HO = ethanol HO
49 50 73-96%

ndszney 23 nsdaiAsEieyis chalcone 51 ‘Emﬂ’ﬁﬂgjﬁ?m Claisen-Schmidt

2.2.2 Uf)A521551I14 primary alcohol WAz acetophenone
Tutl 2011 Chen waz Li 11891uN19491AT128 0 RN US chalcone 54 Taerldn19in
dffseuuusailesludunauin e (one-pot synthesis) 951314 primary alcohol 53 WAy
acetophenone 52 taeli CrO, flusiaaand lad G9azaand lad primary alcohol 191U aldehyde
riau ANtiWAAR AU A3EN condensation il acetophenone WU A ATl Funnug 65-
aa a a a - o A Ao qu P~
98% Anidaeiulszd@ninmaesnisdunmsd Tnanisvanaasnszuaunisnn Wansiaa

1Bgvdh Mnanuiasilszudanan (58)

(o] (@]
. OH CI'Og =
58 °C
52 53 65-98% 54

ndszney 24 nsdainseiayius chalcone 54 tneldfjAseNs1919 primary alcohol

AT acetophenone
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2.2.3 Uf)A5eN Friedel-Crafts Acylation
Shotter waTAMY 31891UNNTIAAUATITTBYWUE chalcone 57 AINN13NNLGATEN
3¥11914 aromatic ether 55 WA cinnamoy! chioride 56 Ineild AICL i ufaFel)ATen wudqld

4 v !
randnu g daiudfisetasiideeduntien (59)

(e} (0]
©/OR XJV\@ AICl3
55 56 57

ndseney 25 nsdaiAsnzieyiig chalcone 57 TneldilfjAsen Friedel-Crafts Acylation

2.2.4 Uf)n5e1 Photo-Fries Rearrangement
Tl 2010 Sisa wazAnu IAaunsdaunszianiug chalcone tnelifAsen
Photo-Fries rearrangement alaeuanansilszney phenyl cinnamate 58 uansilsznau hydroxy
aryl ketone 59 W11419 WU R UAZAINAEAEH NAG A VLWL (ortho- 158 para-)lunng

\NaLlAsen (60)

O
R—'\ (0] X Z
NN hiNg R 4
— T
benzene
58 59

nndszney 26 nsdaiAszieyiig chalcone 59 tneld1lfjA3en Photo-Fries

Rearrangement

2.2.5 UfjA5en Olefination
Ramirez WAAME (61) $18UNI8AATIZIIaYRUE chalcone 62 Tng 117 ATeN
Wittig olefination TeUdNg1TUsEnay triphenylbenzoylmethylene phosphorane 61 LA :wﬁuﬁf
benzaldehyde 60 Tneinnsinlandlusianirazany benzene 1Hna wind§A3en 3 4u Gasiaun
Bestmann kazAUE (62) B lasuTiaresianiazansflu THE wudlfnainlgisenanas

Waa 3 0l LazlFi BN nestanA st 70%
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(0] O

o)
PhgP
H K THF, tt, 2 h. =
+ —
70%

60 61 62

ndszney 27 nesdaiaseieyius chalcone 62 tneldUfj3en olefination

% '8

T 2010 Kumar kazAME $1897UN13491AT ¥R B RUS chalcone 65 Tne 1
U7 Julia-Kocienski Olefination $21314 2-(Benzo[d]thiazol-2-ylsulfony)-1-phenylethanone
64 LAz benzaldehyde 63 Ineidl 1,8-Diazabicyclo[5.4.0lundec-7-ene (DBU) il uiud wudn i

LA L NN (63)

o
o 00 o)
Ho, A DBU 7
s THF -78 °C
63 64 65

nwilszney 28 nsduAsnzviayius chalcone 65 e ld1fjA3e Julia-Kocienski

Olefination

2.2.6 Uf)i3en Coupling Tnsldlaneiflunaiselizen
Tl 2003 Eddarir uazAnE $1897UN13491A9NTaYWUE chalcone 70 Tnel4
U Asen Suzuki coupling T981813091 1A 2350 TFUIN (A) WL ATE951d79 cinnamoyl

chloride 67 &% phenylboronic acid 66 WAz 357 2 (B) 1 i3e19:1d19 benzoyl chioride 68

LA phenylvinylboronic acid 69 (64)

(I)H o) o)
T —
66 67 70
B 0] (l)H o

68 69 70

ndszney 29 nedaiAseieyius chalcone 70 tnelUfi3en Suzuki Coupling
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slan Selepe uavAnsy IHaenunIsdanszianiug chalcone 75 Tneldisen
Suzuki-Miyaura coupling Tag/lé Pd(PPh,), sz Cs,CO, liiFiaiaust uas toluene Hlusaninazane
4‘ o v aad aal o aaa 1 . . .
a3 le 2 358 Tausnitlun1anLfsen 951974 arylboronic acids 71 waz cinnamoy!
. Y a o o a ad o aaa ' . .
chloride 72 TR EARATTLFNU 41-51% waz@natilunngm Wﬂ{]ﬂiﬂ’]’a‘:ﬁm N styrylboronic acid

74 uaz benzoyl chiorides 73 IR ARTUTL BN 68-93% (65)

o
B(OH), =
©/ Pd(PPhs), , CsCOs5 O O
anhydrous toluene
[ 41-51% 75
O O
@ V/\© Pd(PPhj), , CsCO; O = O
anhydrous toluene
75

68-93%

ndszneau 30 N9daiATIEYiaYUS chalcone 75 Taeld1fjA3en Suzuki-Miyaura

coupling

Tmﬂﬁqiﬂﬂﬁ‘ﬁ?m Heck coupling reaction aztilunnsdaiasnziansilsenay alkene
A N1 A3819231414 arylboronic acid ¥3@ aryl iodide WA unsaturated ketone L auas
palladium usaideLlfisen 39 Beler uazAnizlfisenunsdanIzieniug chalcone 80 Tae
1417381 Heck reaction 211919819 aryl vinyl ketone 77 k@ aryl iodide 76 wazlizen
carbonylative Heck coupling reaction ¢4 414 aryl halide 78 LLa ¢ styrene 79 LLa ¢ carbon
monoxide § Pd(OAc), uaz Ph.P iludawatlisen triethylamine (TEA) Wiwa Tudnvinazany

CH,CN Wi Winassinuai i Baunnugans 75-96% (66)

©/X \)b Pd Catalyst M Pd Catalyst ©/
Heck carbonylatlve Heck /\©
75-96%
x=B(OH),, | x=B(OH),, |, OR

76 7 80 78 79

nwiszney 31 nedaAsnzvianiiig chalcone 80 TnelHf)isen Heck Coupling uas

carbonylative Heck Coupling
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Masum wazAnse RmuInsdanmzienius chalcone 83 TneldLAsensymdn
benzoyl chioride 81 ka2 potassium styry! trifluoroborate 82 14 PACL(dbpf) 1 WARLalJAzeN

wazld K,CO, s Ufisennelfianinglulasnn nudnlitiumaess@nineiuFannigs
714 56-96% (67)

O

o)
t
o . FaKB._~ PdCl,(d'bpf) _
K,CO3, MW
56-96%
81 82 83

ndseney 32 nsduAsziayiig chalcone 83 Tneldfjisense1dn9a13 benzoyl

chloride La¥ potassium styryl trifluoroborate

Zhou uazAn MeUlATEUNIIdaAIzieRWuE chalcone 86 Tngld1I7AgeN

3YWdN propiophenone 85 Waz aryl carboxylic acid 84 tneld Pd(OAC),/PCy, HlumaaLIizen
wudn Winaasinueilu Banulidgain 69)

(@] (@]
©000H . ©)k/ PA(OAC),/PCy,
84 85 86

ndszney 33 nsdaiAszieyiis chalcone 86 tneldUi3eszndneans

propiophenonela aryl carboxylic acid

Zhang kAzAMEY $1ENNUNIAALATIZYIBYARUE chalcone 89 Tae LU FensEndng
Ol-keto acid 87 kA Y cinnamic acid 88 IasiN silver nitrate (AgNO,) sodium thiosulfate (Na,S,0,)

Ia¥ potassium carbonate (K,CO,) nelfianiazn i vinlunudiaslunisinnlfizen wudn i
HARITTWI B0 44 (69)
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0] ]

©)J\COOH . ©/\/COOH AgN03 l = l

87 88 89

ndszney 34 nsdaiAseieyius chalcone 89 tneliflfjiseNszndneans O-keto acid

LAY cinnamic acid

2.2.7 n1sALAs1zR@1sUsENa cis-chalcone
nadanmzianslsznay cis-chalcone il lufisuiiasannletnueisfina cis-
AuEdastiaaunnilafausulelnmesain rans agndlsfAuieauniIdanszi
a131szney cis-chalcone 92 1nel Yoshizawa uazanue Ing 1917381521914 siloxypropyne 90
LA potassium tert-butoxide (~BUOK) %W:Tﬁ siloxyallene 91 WUasd 58 1R S (intermediate)
mmfuv‘hﬂﬁﬁ?ﬂﬁummﬁiﬁ wn H,S80, Tusannazane 1,2-dimethoxyethane (DME) ﬁﬂmmﬁ -
78 °C wuinieAaf i Runniiges 85% uazilsnmdauaslalomed cistrans geil 99:1

(70)

|k P
LSi O’Si\
£-BUOK (10 mol%) O H,S0, X
P S —— - =
Z THF , 78 °C = O DME , -78 °C o
O " 85% O

90 91 92

O

nndsznay 35 N13AAATIEVRYNUS chalcone 92

2.3 NMSAWATISRUATONENINTINWLR9R15152naY chalcone-triazole
Guantai kazAuE 1HdvAT1zia19a1ius chalcone - triazole 95 Taa 141 fseN

CUAAC 321974 acetylenic chalcone 93 WAz 4-azido-7-chloro-quinoline 94 WA BYRUTN

& 2 1
dunszilfiuanagmifuaeniatGelneans 95a HilszAnsnnhnign Inelgnesiiui

N1AN38 (Plasmodium falciparum) @18WUE D10 A12WUE DA2 WALAIWUE W2 FiagiAn

IC, WINTIL 0.04 0.07 Waz 0.09 UM ATNAIAL UAZIND1NA1T 95a NmAdaunnaduds B-

v
o

hematin wudn 1A naeudsna (1IC,, = 1.6 uM) (71)



O N3
H;CO ™ H;CO X
O G GO, e ™
= ~ .
O N Cl  sodium ascorbate, e}

\ DMF, 65 °C, 24 h N
N 93 04 N 95

O OCHs

Hsco
0 OCH;
N,
| N
N

=N

95a

nwdsznay 36 NsdLATIEYIRYNLS chalcone - triazole 95

Kamal uazpnz 1Adans1zaiansiig chalcone - triazole 99 Tneild1fjfsen CuAAC

o 1

Y1419 chalcone-azide 96 wAaz alkyne 97 AMnuuUieTsAndunylulng iWunsjeriiu

fiagl SnCl,*2H,0 wazynUfjisan deprotective-cyclization A28 HgCl,-CaCO, BURUEN

- v
a o s % ! o

Fupmzildinlunedauqradudasaduziie nudrans 99a fulszAninmlunisduds
Lmzﬁ’mﬁqmﬂﬁqm Tmﬂﬁqm‘ﬁf fusaaduz S 6 700 e uzSalen (HOP62 Gurav Was
A549) NIBUAMUN (Zr-75-1 4az MCF-7) 82134189190 (DWD WAz KB) Nzi3esaNgnuuin
(PC-3) wz15795911 (A2780) wazuzi3etlinungn (SiHa) faaAn IC,, Ny 0.12-2.03 uM

(72)
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\(\/)N3 \ SEt)2
R4 ‘ g OCHj; H5;CO

n=1->5

96 CuS0,4*5H,0, 97

sodium ascorbate,
t-BuOH/H,0 (1:1), rt

CH(SE),
NO

o@\\{“
o NesiaCal
R* OCH3

98 | i. snCl, *2H,0, MeOH,
reflux, 2h

ii. HgCIz-CaCO3,
CH3CN-H,0(4:1), rt, 12h

nwilszney 37 nsdaiAsnzie s chalcone - triazole 99

Singh kazamy tAdeiAsziayWus B-lactam-chalcone 102 Tne g1 ise
CUAAC 7¢1774 acetylenic chalcone 100 Lay 3-azido-2-azetidinone 101 NUIN217 102a
ﬁﬂizﬁm%mwiumﬁﬁuﬂgqLeﬁ@ﬁmﬁqmnﬁqm ‘Emﬁqm’%rﬂ“u foaduzd vio 4 9iin Ae uzd
Uan (A549) NziFesaNgNUaIN (PC-3) HziiaLlnlannaa1 (THP-1) uazuziean (Caco-2)

AREIAN IC,, WiNML <1.0 67.1 <1.0 WaY 6.37 pM MINAAL (73)
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0 2 0
H3CO X A . N0  sodium ascorbate, H5CO A R
| R CuSO4+5H,0,
(0] (6]
| Ns EtOH/H,0, rt
N
\Q N\
100 101 N 102

102a

nwdsznay 38 N13dNATIEVRUNUS chalcone - triazole 102

o -8

Pingaew uazAme LHdainsnziianwus chalcone - triazole 105 Tne 141l5jAzen
click reaction 92111914 azidochalcone 103 WAy coumarin-alkyne 104 W111%19 105a fl
dsz@nsnnlunistudugaduziaunnign Inelansdudugadnzida 4 18n Aa Nzideie
& @ o = @ @

1410 (HUCCA-1) NEIT9AL (HepG2) neidvdan (A549) Lay uziidnlaanau1q (MOLT-3)
A8 IC,, MM 2.36  0.14 4.26 + 0.29 18.06 + 1.07 AT 0.53 + 0.08 UM ATNAAL
LAZaN? 105b NanakIwmenIanEe (P. falciparum) WARNGR Aq8AT IC,, WAL 1.60 UM

(38)
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o}

O ///\O
A X X X TN x S A
H3CO_| | —N3 + CUSO4'5H20, - H3CO_| | N =
= = o o sodium ascorbate, = Z
t-BUOH/H,0, rt o) 0
103 104 105 1
o~
OCH; ©O N=N OCH; ©O
H3CON\/)\\O H3CO
o
o= H;CO N‘N"N Q
o} =\

o

ntlsenay 39 NsdalAsnLianiis chalcone - triazole 105

105a 105b

Zhao uarAme MHANATIZHA98UWUE chalcone - triazole 108 Tne 14 1lfjf3en

CUAAC 7511914 4-propargyloxy chalcone 106 wag azido-matrine 107 Wu91419 108a N

L v v
o o

ﬂizam%mwslumiﬂ“ugqmmﬁ‘m:&qﬁ%m Tnadgnadudaaduziai 4 alin Ae wzidelen
(A549) uzi39tlnuAgn (Hela) Hz1396L (Bel-7402) WazNzi3ufinuy (MCF-7) Aogipn IC,,
WNAu 5.01 + 0.59 7.31 £ 0.64 5.60 £ 0.37 WAZ 6.25 + 0.53 pM ATNAIAL Lazigaalng
29U (NIH3T3) AagAn IC,, 39.21 £ 4.31 uM (74)

R2
N=N R! Q
N/ —
\\\/O R \)\\O
\ CuS0,5H,0, H 0
sodium ascorbate, <H
g THF/H,0 (1:1), 1t
106 108
OH
\/)\\ —
o)
(0]
108a

nndszney 40 N13duAsIziaYWUS chalcone - triazole 108

o o

Chinthala uazAe 1H49ATITA138YWUE chalcone - triazole 110 A1N1RLN

v %
L o 6 < o o

auRuin lAnnagey ansduduaaduzid uazanadudaenlad o-Glucosidase wudnans

1
o @ I

a a Aa o = Qrv :; I [~3 3 a A
110a uﬂa?mmﬁmwslummumLsﬁ@ammqum I@HNQVIﬁﬂUH\?LGﬁ@@NZLNWQ 5 1UR AR

Re

NZITUAIUN (MCF-7) uzi39sangnusuan (DU-145) Nzidaiilafiollszaimn (IMR-32) uzi3
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Uan (A549) LAz 396 (Hep-G2) AaeiA IC,, 1AL 17.11 29.88 17.34 69.88 ua<
69.90 UM ATNAIAL wenaINUEINUT1a13 110b 110c 110d Honsduduenlad a-

Glucosidase fn81A IC,, AL 67.77 74.94 taz 102.10 pM (75)

o _Z

R-N,

Cul, THF ;
12 hrs. RT

110c 110d

nwtlszney 41 nsdainsnyiayWius chalcone - triazole 110

Yadav wazansz lA&9iAsviiansay Wi chalcone - triazole 113 Tneldiisen

9219 4-O-propargylated chalcone 111 WAz benzyl bromide 112 WAz sodium azide Tag

'
o =

= e o 1 aaa :/l 1% ; = 1
mumﬁﬂ@ﬂLﬂmmeﬂumLidﬂ{]mm mnuummmimmmmmuqmvmmmw WL

1
yaa

413 113a HlszAnsnanlunistudaaadudalinngn nafgnadudunaduziie 4 a8
AD NLLTIFE1UN (MCF-7) Nedafuaau (MIA-Pa-Ca-2) Nzidailan (A549) LavNzi3asy
(HepG2) finelAn IC,, WAL 54 11 uaz 9 uM ANA1AU Lasilaanuiduissatiadiin@tian

(76)
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0} (0]
= copper nanoparticles; =
O O sodium azide; water 70°C O O R2
1 1
R 0 R2/—Br R O/Y\,NJ
N=N
111 112 113
(0]
O
H3CO 0N

113a N=N

nndszney 42 n13duAsIiayiug chalcone - triazole 113
FlaxT Yadav wazAny 1H312971n1949AT12 LL@zmeﬁ(ﬁu&q@%wmmmMuﬁ
chalcone - triazole 115 Tne/ 141U jAse1n19d0As 1 esiuuLLA-ARYW Kashmiri Lal (77) wudn
a1 1152 Wuansialsyangnmanan lnaansnsndudadeuuniiBeaiaunsuuanlfun s.
epidermidis (MTCC 6880) B. subtilis (MTCC 44441) §a8iA1 MIC winfiu 0.0032 kay
0.0063 pmol/mL wuANFesiawnsnaulduwn £. coli (MTCC 16521) P. aeruginosa (MTCC
424) AagA1 MIC Winfiu 0.0032 kA 0.0063 pmol/mL Lazidas 2 aialEud A, niger

(MTCC8189) C. albicans (MTCC 227) AagiA1 MIC i1y 0.0032 waz 0.0032 umol/mL

(78)
R2
N-N
J’ Method A N
copper nanoparticles;
O ) sodium azide; water 70°C o 0

g e~ 7T
R1 Method B R1
O copper nanoparticles; O
water; 70°C

114 R2-N, 115

N-N/\Q\F

N _~

0 0

OAA®

O,N ‘|
115a

nwtlszney 43 nsdaiAsnyia s chalcone - triazole 115
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2.4 MIRAATITALATANENNITINNaBsaNsLsznaL coumarin-triazole
Shakeel-u-Rehman wazauy lHduasziayius coumarin - triazole 118 Tnel4

U])iTe1 CUAAC 21914 aromatic azide 117 A% 6-(prop-2-ynyloxy)-2H-chromen-2-one

116 mmfuﬁﬁmaﬁi@ﬁmmmqu‘éﬁug@Leﬁm'mﬁ‘q 5 1A Aa NI3IsaNgnuNIn (PC-3)

121598114 (HCT-116 waz Colo-205) Nedadinaanuna (HL-60) wazuziialan (A549)

dd‘
V]

WU @17 118a WAy 118b Nﬂ?V@VIﬁﬂ’]WsLuﬂ’]?EIUENLSﬁ@@N Fanziiatlan (A549)

AaEIAN IC,, WML 10.2 + 0.12 WAz 12.6 + 0.82 uM RNNAIAL (79)

N=
R-N3 SN

R-N
M7 A0 SN
CUSO45H20
(OXEN0) O” ~0

sodium ascorbate

-BUOH/H,O(1:1), r
116 30 mii-1h. 118
N=N
Aoy Qs
CN
118a 118b 00

nwtlseney 44 nsdaiAsnzia s coumarin - triazole 118

Shaikh uazAms LA49LAT1THRYWUE coumarin - triazole 121 Tae 11 jAsen
CUAAC 7211114 ethyl 2-oxo-7-(prop-2-yn-1-yloxy)-2H-chromene-3-carboxylate 119 Ua g
benzyl azide 120 aMntiuinansn i marevgvatudaides 5 9ia Aa Candida albicans
(NCIM3471) Fusarium oxysporum (NCIM1332) Aspergillus  flavus (NCIM539)
Aspergillus niger (NCIM1196) a ¥ Cryptococcus neoformans (NCIM576) hasnm4da il

0%

OVBHUIa UL ATATT WLINA1999 4 9 A| 121b 121¢ 121d way 121e HgnBdudy

N

Candida albicans (NCIM3471) §iagidn MIC 511 25 pg/ml luanizfans 121a Hgns

o

fUENBYYABATY FiEIAn IC,, WINAL 15.20 UM (80)
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BUOHIH,0(31) 0(3:1),
urt 24-36h, o~ 0 O/\N(/:’:,N
R2
119 120 121
o)
SRS
0”0 o

N

NO,

gses!
0”0 0> F N
"D
121e

nmiszney 45 nedaiAsnzielWius coumarin - triazole 121

Saeedi wazAME LHdvATIziaunus coumarin - triazole 124 Tne 41l jAsen
CUAAC 781774 2-0x0-N-(prop-2-yn-1-yl)-2H-chromene-3-carboxamide 122 LLas organic
azide 123 WU 31419 124a § gnadutaie w4 57 acetylcholinesterase (AChE) 1@ ¥

butylcholinesterase (BChE) Mnandasiunisiinlsada bmiwes 1mmmmmmﬂm IC,, Wi

15.42 + 0.53 Uaz 96.13 + 0.37 M AINAAL (81)
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(0] (0]
N NN ArCH,N; 123 X ”/\[N“N
0~ 0 CuSQy, sodium B} O” 0 N
X ascorbate, 24 h X A)
122 o 124
N
X N g
H/\E N
0o N
OCHj,
124a Cl

Awtlszney 46 nedalAsnTie IS coumarin - triazole 124

Jalili-Baleh warmniy lAdaiAseiarsa i us coumarin - triazole 127 Tne'ld
2211914 bromoalkane sodium azide 125 Wa % N-propargylamide 126 WL41813 127a 3
se@nsninlunisdudaaulssd AChE uaz BChE lHANgaRatIAT IC,, Wil 16.4 + 1.3

WAz 49.37 + 4.2 UM AINAIAL uazueNaINians 127a faAnanwlunisdudeyyadasy

AnelAn FRAP WiNfu 87.5 + 0.4 mM (82)

R o
R2 S
X /
Brho 0 Yo
125 NaNj3, CuSO,4 126

sodium ascorbate
t-BuOH/H,0,
70°C, 24-48h

nwtlszney 47 nsdaiAsnyie s coumarin - triazole 127



42

Jalili-Baleh uazmniz lHdaiAs1viansayiug coumarin - triazole 131, 132 Inal4
U AT819721919 N-(prop-2-yn-1-yl)pentanamide 129 Wa ¥ bromoalkane 128, 130 LA
sodium azide W91 @13 131a Uaz 132a ﬁqw’%rﬂ“u Taewlas] AChE Kawein 1C,, Wiy 12.6
WAL 7.3 uM LL@zqw§€u§\1L@u16ﬁﬁ BChE #981A1 IC, W71 86.7 WAE 68.6 UM ATNAIAL
LATLENANTIANS 1322 ﬂ“qﬁﬁﬂﬂﬂﬂwiuﬂﬁiﬁugqméw%m:E-ﬁqwh FRAP N1l 85.46 +
0.73 mM (83)

O
o, Br O, Br
1 o] 1
X X + H/\\\
R—: P + H\ O 5-S

0o s-S o o
NaNj3, NEt
NaNg, NEts, 3 35
128 t-BUOH/H,0, 129 130 t:BuOH/H,0, 129
70°C, 30min 70°C, 30min

s, s
/Sj\/\/YO {Sj\/\/YO

HN

HN
21 N / N

OMN—N

OO
/
&

(@]
<

=

=z

oo 132
S S,
{sj\/\/YO /Sj\/\/\fo
HN HN
Z N 7N
O. N-N 0. N-N
T O T
I y
0 X0 131a oo  132a

OCH;

nntlseney 48 nsdaiAsnzia Wi coumarin - triazole 131, 132

Najafi wazanz tHdaunsziayius tacrine-coumarin 135 1HiFunnuaesn@nsined

0%

48-68% WUI1417 1352 UAT 135b Nam nadudaialasd AChE Kaadn IC, 1N 0.027 +

s

0.009 Az 0.095 + 0.014 pM wazgnatiudsianlnl BChE faeiA IC,, Wil 0.104 +0.018

Waz 0.006 + 0.002 uM ANNANAL (84)
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N N o) 0.__0 N=
:[::I:T;I::] AR Cul, H,O/t-BuOH, I
= > N (0]
NEts, 12-24h,48-68% HVN 0
R

NH X Nay _Nn_\ )
s Y o g
133 134 135
N= ] N& )
N TN o) P N P\ o) P
Cl Shp o
N / NN Ny y
135a CHa 135b

nwtlsenay 49 nsdaiAsnzia s coumarin - triazole 135

Rastegari bazAMe 1Hd91A31219a199UWWE coumarin - triazole 138 W41 @19
138a Hnsdueaieulasl AChE (IC,, = 1.80 + 0.09 uM) tAae19an1zianza Ll e

\wreiiieuny BChE (IC,,>100 uM) (85)

” /O /\© ArCH,N; 137 ‘8‘ /O/\©
jond. SO
H
CUSO4 5H0, 24h 5\ [0} 0~ -0
//\O N/\>_/

Z i
136 N 138

138a

nwtlszney 50 NedalAsITRe WIS coumarin - triazole 138
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8ALNUNI5IRE

3.1 IATReNaussasIANT L lun1sAae
3.1.1 \AsRINaNLY

3.1.1.1 Nuclear Magnetic Resonance Spectrometer (Bruker Avance 300)

3.1.1.2 Mass Spectrometer (Finnigan MAT 90 & Thermofinnican LCQ Advantage)

3.1.1.3 Rotary Evaporator (Buchi Rotavapor R-114)

3.1.1.4 Fourier Transform Infrared Spectrophotometer (Perkin Elmer FT-IR
spectrum Bx)

3.1.2 A15LAN

3.1.2.1 3,4 —dimethoxyl benzaldehyde (analytical grade; Sigma-Aldrich)

3.1.2.2 4-aminoacetophenone (analytical grade; Sigma-Aldrich)

3.1.2.3 potassium hydroxide (analytical grade; Carlo Erba Reagents)

3.1.2.4 ethanol (analytical grade; RCI Labscan)

3.1.2.5 hydrochloric acid (analytical grade; carlo erba)

3.1.2.6 ethyl acetate (analytical grade; carlo erba)

3.1.2.7 sodium sulfate anhydrous (analytical grade; Carlo Erba Reagents)

3.1.2.8 acetone (analytical grade; carlo erba)

3.1.2.9 hexane (analytical grade; J.T.Baker)

3.1.2.10 sodium nitrite (analytical grade; carlo erba)

3.1.2.11 sodium azide (analytical grade; carlo erba)

3.1.2.12 acetic acid (analytical grade; carlo erba)

3.1.2.13 dichloromethane (analytical grade; carlo erba)

3.1.2.14 copper sulfate (analytical grade; carlo erba)

3.1.2.15 sodium ascorbic acid (analytical grade; acros organic)

3.1.2.16 tert-butyl alcohol (analytical grade; sigma-aldrich)

3.1.2.17 p-cresol (analytical grade; acros organic)

3.1.2.18 2-naphthol (analytical grade; may&baker)

3.1.2.19 sulphanilamide (analytical grade; Sigma-Aldrich)
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3.1.2.20 methanol (analytical grade; carlo erba)

3.1.2.21 methyl salicylate (analytical grade; UNILAB)

3.1.2.22 phenol (analytical grade; carlo erba)

3.1.2.23 o-cresol (analytical grade; acros organic)

3.1.2.24 potassium carbonate (analytical grade; unilab)
3.1.2.25 propargyl bromide (analytical grade; acros organic)
3.1.2.26 7-hydroxycoumarin (analytical grade; fluka)

3.1.2.27 4-hydroxycoumarin (analytical grade; acros organic)
3.1.2.28 4-nitroaniline (analytical grade; acros organic)
3.1.2.29 4-aminophenol (analytical grade; Sigma-Aldrich)
3.1.2.30 4-iodoaniline (analytical grade; Sigma-Aldrich)
3.1.2.31 4-aminobenzonitrile (analytical grade; Sigma-Aldrich)
3.1.2.32 p-anisidine (analytical grade; Sigma-Aldrich)

3.1.2.33 4-chloroaniline (analytical grade; acros organic)
3.1.2.34 4-aminobenzoic acid (analytical grade; acros organic)
3.1.2.35 4-bromoaniline (analytical grade; acros organic)
3.1.2.36 concentrated sulfuric acid (analytical grade; carlo erba)
3.1.2.37 acetic acid (analytical grade; carlo erba)

3.1.2.38 silica gel 60 (70 - 230 mesh ASTM)
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3.2 m’ifﬁmﬂ:ﬁa‘@ﬁ’ué chalcone-triazole 2a-2g

(o}

HyCO
s )b\ 40%KOH, EtOH HGCO NaNO,, HCI/CH{COOH, HsCO O S O
H3CO NH,  (85%) HsCO NH, NaNs H,CO N

2 142
(T7%)

= TOR

HsCO 143a- 1439 acom
H300 CuSO4 5H,0, HsCO
sodium ascorbate, 2a-2g
t-BuOH/H,0, rt

(73-92%) OR

(0]
0T 00 OO
a b c o d o_e | f [¢]
nwtlseney 51 nsdalAsnzieius chalcone-triazole

3.2.1 NN9RALATITNAS (E)-1-(4-aminophenyl)-3-(3,4-dimethoxyphenyl)prop-2-
en-1-one 141
@19(E)-1-(4-aminophenyl)-3-(3 4-dimethoxyphenyl)prop-2-en-1-one 141 A4LATIZH
Ing/l415j 381 Claisen-Schmidt condensation 331919813 3,4- dimethoxybenzaldehyde 139 LAy

@19 4-aminoacetophenone 140 FNANNTT

0 0 0
HyCO
3 Ij)LH . H3CJ\©\ 40%KOH, EtOH, rt H3CO
HaCO NH, 85% H;CO NH,
139 140 141

araned19 4-aminoacetophenone 14 0 (5 mmol) b 8 £ @ 19 34

dimethoxybenzaldehyde 139 (5 mmol) gl ethanol 15 mL AaIven 40% KOH 10 mL e R

Q u

5 °C waznauans lingnmniiasuasiannuisenfos TLC WelfjAsendugn Uiuaniaglil

a

H1Nane Ag 2M HCl antiuanafag ethyl acetate (3 x 30 mL) 991t ethyl acetate 819422110

25 mL) sumeiaNazaneean inas Witsqvs lae i matinpedannd tasunlanaw vinansliiudia
Fatiwiin uazubesazesdns o qenaNmiad Agatilassasrananiiaasansinelddays

neannaalni IR, NMR tag HRMS
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3.2.2 NNSAWATITNANS (E)-1-(4-azidophenyl)-3-(3,4- dimethoxyphenyl)prop-2-
en-1-one 142
AaAT1z a7 (E)-1-(4-azidophenyl)-3-(3,4- dimethoxyphenyl)prop-2-en-1-one 142
Ine/lf1lA3en diazotization 224813 (£)-1-(4-aminophenyl)-3-(3,4-dimethoxypheny)prop-2-en-1-

one 141 AYANN1T

HyCO HaCO
O NaNO,, HCI/CH,;COOH, O
H,CO NH, NaNs, rt H,CO N;

77%

U419 (E)-1-(4-aminophenyl)-3-(3,4-dimethoxyphenyl)prop-2-en-1-one 141 (3
mmol) azane’i HCI'CHscOOH (3:3mL) ﬁqmmﬁ 0 °C tRN&138LAaNe sodium nitrite (9 mmol)
i (5 mL) NuN qmuﬂﬁ 0 °C Wlunan 15 W17 HNg17a2a"8 sodium azide (9 mmol) Ewa’]
mL) nuigaumgAdieduna 30 mmmmmumimmﬂgmmmﬂ TLC Lmﬂgmmtm@mmmm
Li?mﬁy’] (20 mL) mﬂuumﬂmmfm ethyl acetate (3 x 20 mL) mmu ethyl acetate m\‘lmf;lu’] (20
mL) Li?lmw@mmm%”u anh. Na,SO, N984 sZmeIA1azANLIe8N ﬁﬂmﬂﬁﬁ@mﬁmﬂ%m@ﬂ
nedin] Tsanlans il Mnanstifutte Sadwiin uasmsesazreswansoust ANAN AT WAL
Trssasamaniizesasioe lidayansaninealnd IR, NMR waz HRMS

3.2.3 NN19RALATIZI alkyne 143a-143i 9 FhM
anUATasznd1sey W usNuaanse hydroxy coumarin 144 U propargy!

bromide tneild K,CO, g
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Br
= OR
R-OH =
144 reflux, Ko;COs3  1434-143i
55-91%
“°© ”OCL BONSS
@( H3C

OCH3 e
0
co X 0 o
f g h i

muma?@gﬁuﬁ'ﬂum 144 (2 mmol) ae K,CO, (4 mmol) 1 acetone (15 mL) AN
propargyl bromide (2.4 mmol) nAuLay reflux a1TuaN LT UIaN 24 fﬁqiuq (AANINNIT
naLffzensae TLC) ﬁﬂﬁlﬁuﬁqmmﬁﬁm anntfuaringae ethyl acetate (3 x 20 mL) i
ethyl acetate &vdaenia (20 mL) GHGER PPN anh. Na,SO, N989 vmefaTnazanEeentii
mﬂﬁu?zgwéimﬂﬁmﬂﬁﬂmﬂﬁuﬁTmm‘l:mnmﬂ Faiuiin uasuiesazead aint 90
waanwad Ngaulassaisaniiaesansineldfiayananininsaind NMR

3.2.4 M9AUATIZRAYWUS chalcone-triazole 2a-2g
funseieniug 1,2,3-tiazole a7 1iAsaELf 387 dipolar cycloaddition $e1dna

wlas 142 RlFanndie 3.3.1 uazealad 143a-143g 7 1iin Asdang

0 = TOR
HSCON ‘\O 143a-143g 3CO
H.CO N CUSO4'5H20,
3 142 ®  sodium ascorbate, 2a-29
t-BuOH/H,O, rt \\&
73-92% OR

azaneelas 142 (0.2 mmol) Laz alkyne 143a-143g (0.22 mmol) Tu tBuOH:H,O
(3:3mL) AN copper sulfate (0.22 mmol) Wae sodium ascorbate (0.5 mmol) muﬁgmu@jﬁﬁm
e 292l wazAARINNIAAUT3ERae TLC Lﬁlﬂﬂﬁﬁ?mm%mugﬂﬁ FLNEIFIN
ATANEAAN L LN (10 mL) arniuaindae dichloromethane (3 x 20 mL) LT
dichloromethane & 19898110 (20 mL) Lﬁumi@mmm%”u anh. Na,SO, N84 ZIMEAINIazaNe

aen NasWisgvalnelimetinpedinllpsnlans W vinasliiudia datmiin uasun3esazaes
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HARAUTT qauaaNad Ngaillassairmnaeiiaesansinelifeyaneanininealnd IR, NMR

e HRMS

3.3 NM9AILATITNAYNUS coumarin-triazole 3a-3i, 4a-4j

R
o5 ° o F M O5° O\/g/N\Q\R
145a-145i
2 - X

CuS0,4+5H,0, i
143h sodium ascorbate, 3a3i
t-BuOH/H,0, rt

60-98%
R
O o~ ()R
\/\\ N /\(\/N

3 N:N
_—
0~ ~0 o~ ~0

CUSO4'5H20,
143i sodium ascorbate, 4a-4j
t-BuOH/H,0, rt
69-98%

nwilszney 52 nsdaiAsnzie Wi coumarin-triazole

3.3.1 N15RILASTIZRR5UsENaL azide 10 TRA

3.3.1.1 Madamnziansilszney azide 145a-145h 8 Tiln HLITseN diazotization

N

JANNNT

NH, N,
/©/ NaNO,, HCI/CHaCOOH, /©/
R NaNg, rt R

146a-h 65-95% 145a-145h

/©/NH2 /©/NH2 O/NHZ /©/NH2 D/NHZ/Q/NHZ
R HO HsCO cl Br [
146 a b ¢ d €
/©/NH2 NH2 /©/NH2
NC H3Cj‘© O.N

=

111 aniline 146 (3 mmol) aza1el HCI:CH,COOH (3:3 mL) Ngaunqi 0 °C

WNANTAZANE sodium nitrite (9 mmol) Tusn (5 mL) muﬁ@qm‘mﬁ 0 °C Wuan 15w

\ANA19araNY sodium azide (9 mmol) Tutin (5 mL) naunguuuyavieaiunan 30 w9
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(AAm1uNI9NALgTFENA% TLC) Lﬁ@ﬂﬁﬁ?‘mm%mmtﬁ Fatin (20 mL) antiugrngag
ethyl acetate (3 x 20 mL) 3t ethyl acetate Fradnetin (20 mL) Lﬁum?@mmm%”u anh.
Na,SO, N784 T¥UFINIATAEann ﬁﬁmﬂﬁﬁqmﬁmﬂ%mﬂﬁmﬂ@ﬁuﬁ‘Emmimmﬂ ik
asliiutie Fauiin uazwberazaeendnio AANABHINAY NEAUTATIETMLAN T8
anslaeldfayanianlninsaind IR uaz NMR

3.3.1.2 MadaAseiansLsvney azide 145i tiutliisen diazotization AagNNNg

NH2 N3
/©/ NaNO,, HCl D/
O°S NaNs, rt O‘\S

S
N S
N

0 4 ye ;
HN - = 146i 74% HoN —© 145

a

111 sulphanilamide 146i (3 mmol) aza1elu 2M HCI (5 mL) guuqd 0 °C

u

a

WANANTAZANE sodium nitrite (9 mmol) Tuwn (5 mL) muﬂ@qmuﬂm 0 °C Wluan 15 w1

u

1
=

WANANTaZAN8 sodium azide (9 mmol) luwn (5 mL) muﬁqmmﬁﬁ@uflumm 15 W9 LHa

u

v
o

UfFseaTaguysal Hiain (20 mL) arniduainiag ethyl acetate (3 x 20 mL) saudu
ethyl acetate &198081in (20 mL) ANA199AAILTU anh. Na,SO, nses szmefanazant
GLN ﬁﬂmiﬁlﬁu?zgm%fimﬂi%lmﬂﬁmmﬁmﬁTmm‘immﬁ\l sinansliuthe Fainin uazu-ses
AZIBNHARATL Apviaaniial Wgadlassasnamsiaaasansiaslidayanvailninsaind
IR tlae NMR

3.3.1.3 M3daAsiansLsvneyl azide 145 tuLlfizen diazotization A9ENNNT

NH, N3
/©/ NaNO,, HpSO, /©/
O\\C NaNg, rt O‘\C

OH 146j 95% OH 145j

11 sodium nitrite (15 mmol) ) azana 111 (3 mL) Naaunal 0 °C LA

Q k1l

A198<a1¢ 4-aminobenzoic acid 146j (14 mmol) Tudn 3 mL) way conc.H,SO, (3 mL)

a

naunanungd 0 °C lunan 15 uil linasazaie sodium azide (18 mmol) 1uwin (3 mL)

a

a

naunguugi 0 °C e 10 wiil Welisenaiaanysnl nsesszimasariiazaiuean

U
Y o a 1% =X

N4 1ALUTENEALNIANKAN N1A19 WIS Fetinildn LarunsearaaInani Ul qn

Q

vaaNnad Ngaulaseairanaaiaasansiaeldfeyanieaninineaind IR uaz NMR
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3.3.2 mﬁﬁlﬂmiﬁzﬁagﬁué coumarin-triazole 3a-3i, 4a-4j
famseiayWus 1,2,3riazole v14 19 1l AR 281§ 3811 dipolar cycloaddition

sepnaelas 145a-145) N lEanndia 3.3.1 uazealaid 143h, 143i Aagung

N=N
P . N
0._0 o = R CuSO45H,0, 0._0 o) =~
m/ \/ + /©/ sodium ascorbate,_ w VK/ R
X N t-BUOH/H,0, rt X
] i 60-98% 3a-3i
143h 145a-145i °
= R
N r  CuSO.5H,0, OX\,N/@/
A . sodium ascorbate, 2 =N
t-BUOH/H,0, rt
(o)) Ny 0”0
69-98%
143i 145a-145j 4a-4j

AaraNe e bT A 145 (0.99 mmol) i & ¢ alkyne 143h, 143i (0.99 mmol) Tu
tBuOH:H,O (6:6 mL) AN copper sulfate (0.99 mmol) wag sodium ascorbate (2.50 mmol) muﬁl
g fifieaduna 2 49l uazianiunad UfFEse TLC Lﬁﬂﬂﬁﬁ%ﬁl,m%mmmtﬁ
SR INIATALADN mmfmﬁm@ﬁqa dichloromethane (3 x 30 mL) ?qu%u dichloromethane
Enadnein (25 mL) LﬁN@’]i@@ﬂ'ﬂN%yu anh. Na,S0, N984 SxMEIAINazAILIaan ﬁﬁmﬂﬁu?zgvﬁ;
Tnaldmatdanadudlansunlnnea® waansldiudia darmin
LaruN3eATIBNHARI U aanaanmad Ngatlassairmiaeivesansiaelddayang

alnnaalni IR, NMR way HRMS

3.4 Msvegaugnadasnuaalssamgnyinans

N19ANEIEMNIIN1778ARNEY (cell viability) 1891 Ta8132d7N SH-SY5Y (86) TA %

cell viability Tne13% MTT assay laeiaeias SH-SY5Y 111 96-well plates AU UNQNAY

|
cal ¥

100,000 AR incubate WU 24 11 LEIAUANAIFIATZANARIN1ITMARDL NOUIAN
hydrogen peroxide 3 T3 W&17 incubate UNU 24 TH UAIAINWULAN MTT ugquaz 10
TuTas@mg incubate 4 11 LAx 0.04 N HCI 11 isopropanol Tuusazugy wguay 100

TuTA9Ams incubate W1 10 WIN UAIAAINIIRANAULEIN 570 W1 Twmg
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HANITNA[RAY

4.1 M9AWATIZNAYNUS chalcone-triazole 2a-2g
4.1.1 n15RAATITNENS (E)-1-(4-aminophenyl)-3-(3,4-dimethoxyphenyl)prop-2-
en-1-one 141
@9 (E)-1-(4-aminophenyl)-3-(3 4-dimethoxyphenyl)prop-2-en-1-one 141 d9tAT1&H
Ineil1f) 381 Claisen-Schmidt condensation 331919@13 3,4-dimethoxybenzaldehyde 139 LAy

#n3 4-aminoacetophenone 140 AYANNNI

O (0] O
H;CO
3 D)J\H : HSC)K©\ 40%KOH, EtOH, rt‘ H3CO
H;CO NH H5CO NH
3 2 85% 3 141 2
139 140

aaa

nalnnasifinJA%a1 Claisen-Schmidt condensation 1 na 1915 luuny 2
nwiszney 9

4.1.2 NTRWASITHANS (E)-1-(4-azidophenyl)-3-(3,4-dimethoxyphenyl)prop-2-
en-1-one 142

A9IA912 419 (E)-1-(4-azidophenyl)-3-(3,4-dimethoxyphenyl)prop-2-en-1-one 142

H1uLlf)iseN diazotization 129417 (E)-1-(4-aminophenyl)-3-(3 4-dimethoxyphenyl)prop-2-en-1-
one 141 ANANNNT

o) o)
H,CO

H,CO
O x O NaNO,, HCI/CH;COOH,  ° O X O
H3CO NH, NaNs, rt

141 H;CO 142 N3

77%
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4.1.3 N19RILATILY alkyne 143a-143g 7 Fim

annuUfisenszndnseiuiiues 144 i propargyl bromide Tneild K,CO, s

Br
=/ OR
ROH — > =/

144 1eflux, KoCO3 434 1434
55-91%

R-OH= HO HO HO HO
CH3 Q(H H3C
a b c 0 d
(@)
HO H HO
¢ H
(0]
H;CO
OCH; e f g

4.1.4 M3RUATISRAYAWUS chalcone-triazole 2a-2g
fuAseiayiig 1,2,3-triazole 14 7 Tidamaefji3en dipolar cycloaddition 331914

auWus azide 142 Nlfianndia 4.2.2 uaz alkyne 143a-143g 7 1in AsannIs

0 /\OR 0
H3CO 1436-1439 H3CO
H,CO N; CuS0,5H,0, H3CO NNy
sodium ascorbate, —
142 t-BUOH/H,0, rt 2a-2g \\&
73-92% OR

QRGN

nalnnisfindfjizen CuaaC Tanansliluumi 2 nwdlszneu 7
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4.2 mifﬁmﬂ:ﬁa‘@ﬁ’ué coumarin-triazole 3a-3i, 4a-4j
4.2.1 n1389AT1EI alkyne-coumarin
% s asna 1 [ B o .
mLm"]mmnﬂgﬂa?ma‘vwmméwuﬁ hydroxy coumarin 144 N1 propargyl bromide

el K,CO, ilunig

Br
R-OH - =
144 "eflux, KoCOs - 1431143
69-70%

OH
(@] O OH
144 NN o o
h i

4.2.2 nsdaAzidnsilszneu azide 10 116

famszianstsvneyl azide 145a-145h 10 1iin BuLli3eN diazotization A9gNNNg

NH, N3
Q NaNO,, HCI/CHCOOH, O
R NaNg, rt R

146a-h 65-95% 145a-145h

/©/NH2_ /O/NHz /©/NH2 /©/NH2 QNHzONHZ
R HO H,CO cl Br |
146 a b c d e
/©/NH2 NH2 /©/NH2
NC HSCp O,N
f O g h

NH, N3
/©/ NaNO, HCI /©/
O\\,S NaNg, rt CN

HoN- ™ 146i 74% HN  © 445

NH, N3
/©/ NaNO,, H S0, /©/
O\\C NaNs, rt O°C

OH 146 95% OH 145j
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4.2.3 ma\zﬁvmmﬂzﬁméﬁuﬁ coumarin-triazole 3a-3i, 4a-4j
fumseiayWus 1,2,3-riazole 119 19 1l AR 281§ 3811 dipolar cycloaddition

seminan e 145a-145) Niande 4.2.2 uazdalel 143h, 143 Faaunng

N=N
P N
0._0O o.__*# R CuSOs5H,0, o0 0 M,
w/ ~7 + /©/ sodium ascorbate, w VK/ R
A N t-BuOH/H,0, rt A
; - 60-98% 3a-3i
143h 145a-145i 0

0N CUS0,4+5H,0, O/Y\,NOR

X + B sodium ascorbate,_ B N=N
o0 N t-BuOH/H,0, rt oo
. ’ 69-96% _
143i 145a-145j 4a-4j

4.3 dayandilninsalatluasasndaunszila

4.3.1 (E)-1-(4-aminophenyl)-3-(3,4-dimethoxyphenyl)prop-2-en-1-one 141

2 1 2
H3CO ‘ 6 6 ‘ NH,

5' 141 5

A9LAT129 AN 34 -dimethoxybenzaldehyde 139 (0.8309 g, 5 mmol) La ¥ 4-
aminoacetophenone 140 (0.6758 g, 5 mmol) HA AsT 0w H A Nt wue i@
WIaed (1.2041g, 4.2 mmol) $e8asaedtan e 85%

m.p. 119-120 °C

IR (ATR) cm" : 3456, 3360, 3232, 1628, 1598, 1510

"HNMR (300 MHz, CDCL) : & (ppm)

3.90, 3.93 (2s, 6H, 2 x OCH,), 6.70 (d, J = 8.2 Hz, 2H, C3, C5), 6.87 (d, J = 8.3 Hz,
1H, C5"),7.13 (d, J=1.6 Hz, 1H, C2), 7.19 (dd, J = 8.3, 1.7 Hz, 1H, C6"), 7.38 (d,
J =15.5 Hz, 1H, CH=CHCO), 7.71 (d, J = 15.5 Hz, 1H, CH=CHCO), 7.91 (d, J =
8.2 Hz, 2H, C2, C6)
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"C NMR (300 MHz, CDCL,) : & (ppm)

56.0, 110.1, 111.1, 114.2, 120.0, 122.8, 128.3, 129.0, 131.0, 1434, 149.2, 151.1,
188.2

HRMS-TOF: m/z [M + H]" 284.1293 (Anuansd 3 C, H, NO,: 284.1281)

4.3.2 (E)-1-(4-azidophenyl)-3-(3,4-dimethoxyphenyl)prop-2-en-1-one 142

0
2' 2

H,CO X 3

HsCO a2 6 Na
AN Elala (E)-1-(4-aminophenyl)-3-(3,4-dimethoxyphenyl)prop-2-en-1-one 141
(0.8500 g, 3 mmol) HaRA T N ANz uaawied wans (0.7146 g, 2.3 mmol)
SAEATINNARNTS 77%
m.p. 120-121°C
IR (ATR) cm’: 2124, 1655, 1598, 1510
'H NMR (300 MHz, CDCL,) : & (ppm)
3.92,3.93 (2s,6H,2 x OCH,), 6.88 (d, J =8.3 Hz, 1H, C5'), 7.11 (d, J = 8.6 Hz, 2H,
C3,C5),713(d, J=1.5Hz 1H,C2),7.24 (dd, J/=8.3, 1.5 Hz, 1H, C6"), 7.35 (d, J
=15.6 Hz, 1H, CH=CHCO), 7.75 (d, J = 15.6 Hz, 1H, CH=CHCO), 8.02 (d, J = 8.6
Hz, 2H, C2, C6)
"*C NMR (300 MHz, CDCL,) : & (ppm)
56.0, 110.2, 111.2, 119.0, 119.5, 123.2, 127.8, 130.4, 135.1, 144.5, 145.1, 149.3,
151.5, 188.8
HRMS-TOF: m/z [M + H]* 310.1191 (A1wanudwiu C, H..N,0,: 310.1186)
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4.3.3 uaalmid 143a-i 9 10A

4.3.3.1 (prop-2-yn-1-yloxy)benzene 143a (87)

O/\
143a

A91A31291an phenol (0.1882 g, 2 mmol) Wae propargy! bromide (0.2855
g, 2.4 mmol) HARAMAHANHzITNIsUNARIUARIEa Y (0.2405 g, 1.8
mmol) $euaZINARNIUT 60%
'H NMR (300 MHz, CDCL,) : & (ppm)
2.51(t, J = 3.0 Hz, 1H, HC=C), 4.68 (d, J = 3.0 Hz, 2H, CH,0), 6.53,
6.54 (2s, 2H, ArH), 6.96-7.01 (m, 3H, ArH), 7.24-7.32 (m, 2H, ArH)
"C NMR (75 MHz, CDCL,) : & (ppm)
b5.7,75.4,78.6,114.8,114.9, 121.6, 122.9, 129.5, 157.6

4.3.3.2 1-methyl-4-(prop-2-yn-1-yloxy)benzene 143b (87)

o
/

CHs
143b

d9tAgnziiann p-cresol (0.2163 g, 2 mmol) WA & propargy! bromide
(0.2855 g, 2.4 mmol) HaRFMANan U uLeUna I uaas LA
(0.1024 g, 0.9 mmol) 3eUAZVBIHNARSTUT 64%

"H NMR (300 MHz, CDCL,) : & (ppm)

2.29 (s, 2H, CH,), 2.49 (t, J = 8.0 Hz, 1H, HC=C), 4.56 (d, J = 3.0 Hz,
2H, CH,0), 6.87 (d, J = 8.5 Hz, 2H, ArH), 7.09 (d, J = 8.4 Hz, 2H, ArH)
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"C NMR (75 MHz, CDCL,) : & (ppm)
20.5,55.9, 75.3, 78.8, 114.8, 129.9, 130.9, 137.5, 139.2, 155.5
4.3.3.3 4-(prop-2-yn-1-yloxy)benzaldehyde 143c (88)

\/OQH

143¢c O

A9LA9123aN 4-hydroxybenzaldehyde (0.2442 g, 2 mmol) Wae propargy!
bromide (0.2855 g, 2.4 mmol) HaRA i Hanw s iduaesuniaduna
(0.2915 g, 1.8 mmol) 3RLAUVBIHNARATUT 91%
m.p. 79-80°C (77-78°C)
"H NMR (300 MHz, CDCL,) : & (ppm)
2.55 (s, 1H, HC=C), 4.75 (s, 2H, CH,0O), 7.05-7.08 (m, 2H, ArH), 7.81-
7.86 (m, 2H, ArH), 9.88 (s, 1H, CHO)
"C NMR (75 MHz, CDCL,) : & (ppm)
56.0, 76.4, 77.5,115.2, 130.6, 131.9, 162.4, 190.8

4.3.3.4 1-methyl-2-(prop-2-yn-1-yloxy)benzene 143d (89)

\\\/O
H3Cj©

143d

d9iAsnziiann o-cresol (0.2163 g, 2 mmol) WA & propargyl bromide

a o e

(0.2855 g, 2.4 mmol) NARATRANHusIdureaman liNE (0.2398 g, 1.6

mmol) $esazaednanist 82%
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'H NMR (300 MHz, CDCL) : & (ppm)
2.24 (s, 3H, CH,), 2.45 (s, 1H, HC=C), 4.70 (s, 2H, CH,0), 6.88-6.95 (m,
2H, ArH), 7.14-7.24 (m, 2H, ArH)
"C NMR (75 MHz, CDCL,) : & (ppm)
55.9,75.2,79.0, 111.7,121.3, 126.7, 127.3, 130.9, 155.
4.3.3.5 methyl 2-(prop-2-yn-1-yloxy)benzoate 143e (90)

d91A 7129 ann methyl 2-hydroxybenzoate (0.3043 g, 2 mmol) L& &

a % 6

propargyl bromide (0.2855 g, 2.4 mmol) NARA T RAN LW R9mA0
181 (0.3043 g, 1.6 mmol) 3euazaIINARAUT 80%

"H NMR (300 MHz, CDCL,) : & (ppm)

2.51 (s, 1H, HC=C), 3.87 (s, 3H, CH,0), 4.77 (s, 2H, CH,0), 7.02 (t, J =
7.6 Hz, 1H, ArH), 7.11 (d, J = 8.4 Hz, 1H, ArH), 7.43-7.49 (m, 1H, ArH),
7.78-7.81 (m, 1H, ArH)

"C NMR (75 MHz, CDCL,) : & (ppm)

52.1,56.9,76.0, 78.2, 114., 121.2, 121.4, 131.8, 133.3, 157.0, 166.5

4.3.3.6 4-methoxy-3-(prop-2-yn-1-yloxy)benzaldehyde 143f (91)

o]

\\\/OD)LH
H3CO

143f
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d9LtAT1ziann 3-hydroxy-4-methoxybenzaldehyde (0.3043 g, 2 mmol)

a o

wa e propargyl bromide (0.2855 g, 2.4 mmol) NaRT N an sz iilu
2894998217 (0.3233 g, 1.7 mmol)  $eaaz1eaNan Ul 85%

m.p. 66-67 °C (66-67 °C)

"H NMR (300 MHz, CDCL,) : & (ppm)

2.52 (s, 1H, HC=C), 3.94 (s, 3H, CH,0), 4.80 (s, 2H, CH,0), 6.99 (d, J =
8.0 Hz, 1H, ArH), 7.48-7.51 (m, 2H, ArH), 9.84 (s, 1H, CHO)

C NMR (75 MHz, CDCL,) : & (ppm)

56.2,56.7, 76.5, 77.7, 111.0, 112.0, 127.33, 129.9, 147.3, 155.0, 190.7

4.3.3.7 2-(prop-2-yn-1-yloxy)naphthalene 143g (92)

O/

143g

d91Ag12iAN 2-naphthol (0.2883 g, 2 mmol) LLa e propargyl bromide
(0.2855 g, 2.4 mmol) HARAUT ANz ureuiadana (0.2004 g, 1.1
mmol) $esazaedNanist 55%

m.p. 53-54 °C

"H NMR (300 MHz, CDCL,) : & (ppm)

2.56 (t, J= 3.0 Hz, 1H, HC=C), 4.81 (d, J = 3.0 Hz, 2H, CH,0), 7.18-
7.25 (m, 2H, ArH), 7.34-7.48 (m, 2H, ArH), 7.75-7.79 (m, 3H, ArH)

"C NMR (75 MHz, CDCL,) : & (ppm)
55.9,75.7,78.5,107.5,111.4,118.7, 124.0, 126.5, 126.9, 127.7, 129.6,
129.3, 134.3, 155.5



61

4.3.3.8 7-(prop-2-ynyloxy)-2H-chromen-2-one 143h (93)

-~
(@) (@) O
T

143h

d9tAg1eiiann 7-hydroxycoumarin (0.3243 g, 2 mmol) Wa e propargyl
bromide (0.2855 g, 2.4 mmol) Han AN ansuziduaesudadann
(0.2763 g, 1.4 mmol) 3eLAZVBIHARATUT 69%
m.p. 105-107 °C (118-119 °C)
'H NMR (300 MHz, CDCL) : & (ppm)
2.56 (s, TH, HC=C), 4.74 (s, 2H, CH,0), 6.26 (d, J = 9.5 Hz, 1H, ArH),
6.87-6.91 (m, 2H, ArH), 7.38 (d, J = 8.4 Hz, 1H, ArH), 7.63 (d, J = 9.5
Hz, 1H, ArH)
"C NMR (75 MHz, CDCL,) : & (ppm)
56.2,76.5,77.4,102.2, 113.1, 113.2, 113.7, 128.8, 143.2, 155.7, 160.5,
161.0

4.3.3.9 4-(prop-2-ynyloxy)-2H-chromen-2-one 143i (94)

d9lAg1eiiann 4-hydroxycoumarin (0.3243 g, 2 mmol) Wa e propargyl
bromide (0.2855 g, 2.4 mmol) AR A N ansuziduaasudadunn
(0.2803 g, 1.4 mmol) 3eUAZVBIHARSTUT 70%

m.p. 145-147 °C (103-107 °C)
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'H NMR (300 MHz, CDCL) : & (ppm)

2.66 (s, 1H, HC=C), 4.86 (s, 2H, CH,0), 5.81 (s, 1H, ArH), 7.24-7.32 (m,
2H, ArH), 7.54 (t, J = 7.3 Hz, 1H, ArH), 7.81 (d, J = 7.9 Hz, 1H, ArH)

"C NMR (75 MHz, CDCL,) : & (ppm)

56.8, 75.7, 77.9, 91.7, 115.4, 116.8, 123.1, 124.0, 132.6, 153.4, 162.5,
164.3

4.3.4 azide 145a-145j 10 11in

4.3.4.1 4-azidophenol 145a (95)

damsnziann 4-hydroxylaniline (0.3274 g, 3 mmol) NARA AT NAN B
Fugeamnainiinduinnadi (0.2635 g, 2.0 mmol) $e8az1aINARNAI
65%

IR (ATR) cm’': 3205 2111 1568 1505 1231 827

"H NMR (300 MHz, CDCL,) : & (ppm)

6.84 (d, J = 8.8 Hz, 2H, ArH), 6.97 (d, J = 8.8 Hz, 2H, ArH), 9.56 (br.s,
1H, OH)

"C NMR (75 MHz, CDCL,) : 8 (ppm)

116.6, 120.2, 133.2 153.0

4.3.4.2 1-azido-4-methoxybenzene 145b (96)

o
H,CO

145b



dumsnzifann 4-methoxyaniline (0.3695 g, 3 mmol) HART LN AN LY
Wuaeaunaanilndwasageu (0.3133 g, 2.1 mmol) $08aza89NARNT LN
70%
IR (ATR) cm’: 2114 1598 1509 1250 1032 833
"H NMR (300 MHz, CDCL,) : & (ppm)
3.80 (s, 3H, CH,0), 6.89 (d, J = 9.1 Hz, 2H, ArH), 6.97 (d, J = 9.0 Hz,
2H, ArH)
"C NMR (75 MHz, CDCL,) : & (ppm)
55.6, 115.2, 120.0, 132.4,157.0
4.3.4.3 1-azido-4-chlorobenzene 145c (96)

&9wa3nziiann 4-chloroaniline (0.3827 g, 3 mmol) NARST U RAN 1oLzl
1RUNAIVUARLMADIBDY (0.4004 g, 2.6 mmol) FRUATIDINARAUT 85%
IR (ATR) cm’: 2111 1675 1496 1093 832

"H NMR (300 MHz, CDCL,) : & (ppm)

6.97 (d, J = 8.9 Hz, 2H, ArH), 7.65 (d, J = 8.5 Hz, 2H, ArH)

"C NMR (75 MHz, CDCL,) : & (ppm)

120.3 129.8 130.2 138.7

4.3.4.4 1-azido-4-bromobenzene 145d (97)

&aA31ziann 4-bromoaniline (0.5161 g, 3 mmol) HARA T NAN= sz

YBUNAIAMADY (0.4159 g, 2.1 mmol)  FRLATUBIHARADLTT 70%
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IR (ATR) cm™: 2124 1584 1481 818
"H NMR (300 MHz, CDCL,) : & (ppm)
6.91 (d, J = 9.0 Hz, 2H, ArH), 7.47 (d, J = 9.0 Hz, 2H, ArH)
"C NMR (75 MHz, CDCL,) : & (ppm)
117.8 120.7, 132.8, 139.3
4.3.4.5 1-azido-4-iodobenzene 145e (98)

Fams1ziann 4-iodoaniline (0.6571 g, 3 mmol) HARTUI HAN UL
VRUNAILARMADS (0.6101 g, 2.5 mmol) Feeazuadnan ol 83%
IR (ATR) cm™: 2120 1610 1287 1131 825
"H NMR (300 MHz, CDCL,) : & (ppm)
6.79 (d, J = 8.7 Hz, 2H, ArH), 7.65 (d, J = 8.7 Hz, 2H, ArH)
"C NMR (75 MHz, CDCL,) : & (ppm)
88.2, 121.0, 138.7, 140.0
4.3.4.6 4-azidobenzonitrile 145f (96)

a o ol

A9AT12MAN 4-aminobenzonitrile (0.3544 g, 3 mmol) NARS U NANT LY
Wreaudedmsn (0.4065 g, 2.8 mmol) 3e8aza8dNARA T 94%

m.p. 59-61 °C (59-61 °C)

IR (ATR) cm’: 2228 2119 1604 1492 1295 853

"H NMR (300 MHz, CDCL,) : & (ppm)

7.11(d, J =8.51 Hz, 2H, ArH), 7.65 (d, J = 8.52 Hz, 2H, ArH)



65

"C NMR (75 MHz, CDCL,) : & (ppm)
108.4 118.3 119.7 133.8 144.9

4.3.4.7 1-(4-azidophenyl)ethanone 145g (96)

N3
H3C
O 145¢g

AuAsziiann 1-(4-aminophenyl)ethanone (0.4055 g, 3 mmol) NARA DTN
zﬁ“ﬂwmmﬂmjmlﬁﬁmamﬁlﬁma@'@u (0.4110 g, 2.6 mmol) 5eaaz284
NARATUT 85%

m.p. 42-44 °C (42-44 °C)

IR (ATR) cm™': 2102 1662 1599 1278 1179 824

'H NMR (300 MHz, CDCL) : & (ppm)

2.56 (s, 3H, CH,), 7.07 (d, J = 9.0 Hz, 2H, ArH), 7.95 (d, J = 9.0 Hz, 2H,
ArH),

"C NMR (75 MHz, CDCL,) : & (ppm)

26.5,119.0, 130.3, 133.9, 144.9, 196.5

4.3.4.8 1-azido-4-nitrobenzene 145h (96)

o
O,N

145h

dum3nzsfann 4-nitroaniline (0.4144 g, 3 mmol) NARFU ANz
gaudediinmnagen (0.4683 g, 2.9 mmol) 3RUATURINARAUN 95%
m.p. 71-72 °C (71-72 °C)

IR (ATR) cm: 2126 1605 1514 1351 1290 846

'H NMR (300 MHz, CDCL,) : & (ppm)

7.13-7.16 (m, 2H, ArH), 8.25 (d, J = 8.91 Hz, 2H, ArH)
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"C NMR (75 MHz, CDCL,) : & (ppm)
119.4, 125.6, 144.7, 146.9
4.3.4.9 4-azidobenzenesulfonamide 145i (99, 100)

[ %

f9lAT1EANN 4-aminobenzenesulfonamide (0.5166 g, 3 mmol) HARATUH
Haneaizifuaeswdad@ana (0.4400 g, 2.2 mmol) $E8ATURINARA DL
74%
m.p. 120-121 °C (120-121°C)
"H NMR (300 MHz, DMSO-d,) : & (ppm)
7.28 (d, J = 8.61 Hz, 2H, ArH), 7.37 (s, 2H, NH,), 7.81 (d, J = 8.65 Hz,
2H, ArH)
C NMR (75 MHz, DMSO-d.) : & (ppm)
120.0, 128.1, 141.0, 1434

4.3.4.10 4-azidobenzoic acid 145j (100)

jos
Osg

OH 145j

F9ims1ziann 4-aminobenzoic acid (0.4114 g, 3 mmol) N AR Aol 91 X
aneuziilureandsdana (0.4649 g, 2.8 mmol) 3e8azuR9NARI T 95%
m.p. 188-191 °C (188-190°C)

IR (KBr) cm’' ;34452106 1677 1603 1425 1282 1178 940 858 767

'"H NMR (300 MHz, DMSO-d,) : & (ppm)

7.21(d, J = 8.49 Hz, 2H, ArH), 7.95 (d, J = 8.50 Hz, 2H, ArH), 12.98
br.s, 1H, COOH)
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"C NMR (75 MHz, DMSO-d,) : O (ppm)
119.7,127.8, 131.7, 144.5, 167.0
4.3.5 chalcone-triazole 2a-g
4.3.5.1 (E)-3-(3,4-dimethoxyphenyl)-1-(4-(4-(phenoxymethyl)-1H-1,2,3-

triazol-1-yl)phenyl)prop-2-en-1-one 2a
HsCO O X
HCO ‘ NN

A91AT1iann azide 142 (0.0619 g, 0.2 mmol) ka alkyne 143a (0.0291
g, 0.22 mmol) nanAusiNaneasiluresuwdsduansaan (0.0689 g, 0.2
mmol) fesazaaINanist 78%

m.p. 173-174°C

IR (ATR) cm’ 1656 1584 1513

'H NMR (300 MHz, DMSO-d,) : O (ppm)

3.83, 3.88 (2s, 6H, 2 x OCH,), 5.27 (s, 2H, CH,0), 6.98 (t, J = 7.3 Hz,
1H, ArH), 7.04 (d, J = 8.4 Hz, 1H, C-5°), 7.09 (d, J = 8.3 Hz, 2H, ArH),
7.33(t, J=7.9Hz, 2H, ArH), 7.44 (d, J = 8.2 Hz, 1H, C-6"), 7.58 (s, 1H,
C-2°),7.76 (d, J = 15.5 Hz, 1H, CH=CHCO), 7.90 (d, J = 15.5 Hz, 1H,
CH=CHCO), 8.14 (d, J = 8.6 Hz, 2H, C-3, C-5), 8.38 (d, J = 8.6 Hz, 2H,
C-2, C-6), 9.14 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : & (ppm)

56.1, 56.3, 61.4, 111.5, 112.1, 115.2, 119.8, 120.4, 121.5, 123.5, 124.7,
127.9, 130.0, 130.8, 138.0, 139.8, 144.8, 145.6, 149.5, 152.0, 158.4,
188.3

HRMS-TOF: m/z [M + Na]" 464.1581 (Au3nsd1iu C,,H,,N,NaO,:
464.1569)
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4.3.5.2 (E)-3-(3,4-dimethoxyphenyl)-1-(4-(4-((p-tolyloxy)methyl)-1H-1,2,3-

triazol-1-yl)phenyl)prop-2-en-1-one 2b)

o)
HsCO X
T
_N
H,CO NI
2b =
o

A9LAg129ia1n azide 142 (0.0619 g, 0.2 mmol) as alkyne 143b (0.0322
g, 0.22 mmol) nandusiNaneusidureswds@imansgan (0.0839 g, 0.2
mmol) 3eAZURNARNAUT 92%

m.p. 178-179°C

IR (ATR) cm’' : 1654 1604 1583 1510

"H NMR (300 MHz, DMSO-d.) : & (ppm)

2.24 (s, 3H, CH,), 3.83, 3.87 (2s, 6H, 2 x OCH,), 5.22 (s, 2H, CH,0),
6.97 (d, J = 8.4 Hz, 2H, ArH), 7.05 (d, J = 8.3 Hz, 1H, C-5"), 7.12 (d, J =
8.5 Hz, 2H, ArH), 7.44 (d, J=8.4 Hz, 1H, C-6"), 7.58 (s, 1H, C-2"), 7.75
(d, J =15.4 Hz, 1H, CH=CHCO), 7.90 (d, J = 15.5 Hz, 1H, CH=CHCO),
8.14 (d, J = 8.5 Hz, 2H, C-3, C-5), 8.38 (d, J = 8.6 Hz, 2H, C-2, C-6),
9.12 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

20.5, 56.1, 56.3, 61.5, 111.5, 112.1, 115.1, 119.8, 120.4, 123.4, 124.7,
127.9, 130.2, 130.4, 130.8, 139.8, 144.9, 145.6, 149.5, 152.0, 156.3,
188.3

HRMS-TOF: m/z [M + Na]" 478.1737 (AMu3nsd1iu C, H,.N,NaO,:
478.1726)
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4.3.5.3 2-((3-(4-((4-ethylphenoxy)methyl)-1H-1,2,3-triazol-1-

yl)phenyl)sulfonyl)-6,7-dimethoxy-1,2,3,4-tetrahydroisoquinoline 2c

(o]
H,CO A o
S G
H5;CO N~ °N
2c \§<\
e}

d91A91ziiann azide 142 (0.0619 g, 0.2 mmol) Lag alkyne 143c (0.0352
g, 0.22 mmol) naRAuTNaneusidureswds@iansgeu (0.0771 g, 0.2
mmol) $e8AZIBINARIT 82%

m.p. 149-150 °C

IR (ATR) cm™ : 1688 1655 1602 1581 1509

'H NMR (300 MHz, DMSO-d,) : & (ppm)

3.82, 3.87 (2s, 6H, 2 x OCH,), 5.41 (s, 2H, CH,0), 7.03 (d, J = 8.4 Hz,
1H, C-57), 7.29 (d, J = 8.7 Hz, 2H, ArH), 7.42 (dd, J = 8.4, 1.7 Hz, 1H, C-
6'), 7.56 (d, J= 1.7 Hz, 1H, C-2), 7.75 (d, J = 15.5 Hz, 1H,

CH=CHCO), 7.88 (d, J = 15.5 Hz, 1H, CH=CHCO), 7.89 (d, J = 8.8 Hz,
2H, ArH), 8.13 (d, J = 8.7 Hz, 2H, C-3, C-5), 8.37 (d, J = 8.7 Hz, 2H, C-2,
C-6), 9.14 (s, TH, CHN), 9.88 (s, 1H, CHO)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

56.1, 56.3, 61.8, 111.4, 112.1, 115.7, 119.8, 120.5, 123.8, 124.7, 127.9,
130.5, 130.8, 132.3, 138.1, 139.8, 144.1, 145.7, 149.5, 152.0, 163.3,
188.4, 191.9

HRMS-TOF: m/z [M + Na]™ 492.1523 (AMuanud@uiu C,,H,.N,NaO,:
492.1523)
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4.3.5.4 (E)-3-(3,4-dimethoxyphenyl)-1-(4-(4-((o-tolyloxy)methyl)-1H-1,2,3-

triazol-1-yl)phenyl)prop-2-en-1-one 2d
H,CO X
H4CO ‘ ‘ NN

d9img1eviann azide 142 (0.0619 g, 0.2 mmol) AT alkyne 143d (0.0322
g, 0.22 mmol) waRfNanEuzidueaLdedwaeseau (0.0793 g, 0.2
mmol) $esazaednanist 87%

m.p. 159-160 °C

IR (ATR) cm’ 1654 1590 1519

"H NMR (300 MHz, DMSO-d,) : & (ppm)

2.16 (s, 3H, CH,), 3.82, 3.86 (2s, 6H, 2 x OCH,), 5.26 (s, 2H, CH,0),
6.82-6.92 (m, 1H, ArH), 7.03 (d, J = 8.3 Hz, 1H, C-5"), 7.13-7.20 (m, 3H,
ArH), 7.42 (dd, J=8.4, 1.7 Hz, 1H, C-6"), 7.56 (d, J = 1.7 Hz, 1H, C-2"),
7.75(d, J =15.5 Hz, 1H, CH=CHCO), 7.88 (d, J = 15.5 Hz, 1H,
CH=CHCO), 8.14 (d, J = 8.7 Hz, 2H, C-3, C-5), 8.36 (d, J = 8.6 Hz, 2H,
C-2, C-6), 9.10 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : & (ppm)

16.5, 56.1, 56.3, 61.7, 111.5, 112.1, 112.4, 119.9, 120.4, 121.3, 123.3,
124.6, 126.5, 127.4,127.9, 130.8, 131.0, 138.0, 139.8, 145.1, 145.6,
149.5, 152.0, 156.6, 188.4

HRMS-TOF: m/z [M + Na]" 478.1737 (AMuand@uiu C,,H,.N,NaO,:
478.1724)
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4.3.5.5 (E)-methyl-2-((1-(4-(3-(3,4-dimethoxyphenyl)acryloyl)phenyl)-1H-

1,2,3-triazol-4-yl)methoxy)benzoate 2e

HaCO x
HCO ‘ ‘ NN

\\N
2e \§<\
% OCH;
o

A9A3129iaN azide 142 (0.0619 g, 0.2 mmol) as alkyne 143e (0.0418
g, 0.22 mmol) nanAuRNaneusiiuaaaLd@wansdal (0.0730 g, 0.1
mmol) $98aZARINARNAUT 73%

m.p. 163-164 °C

IR (ATR) cm™ : 1719 1661 1593 1520

'H NMR (300 MHz, DMSO-d,) : 6 (ppm)

3.76 (s, 3H, COOCH,), 3.82, 3.87 (2s, 6H, 2 x OCH,), 5.35 (s, 2H,
CH,0), 7.00-7.11 (m, 1H, C-5), 7.00-7.61 (m, 1H, ArH), 7.37-7.47 (m,
2H, C-6", ArH), 7.53-7.61 (m, 2H, C-2°, ArH), 7.67 (dd, J = 7.7, 1.7 Hz,
1H, ArH), 7.77 (d, J = 15.5 Hz, 1TH, CH=CHCO), 7.89 (d, J = 15.5 Hz,
1H, CH=CHCO), 8.13 (d, J = 8.8 Hz, 2H, C-3, C-5), 8.38 (d, J = 8.8 Hz,
2H, C-2, C-6), 9.06 (s, 1H, CHN)

C NMR (75 MHz, DMSO-d,) : & (ppm)

52.4,56.1,56.2, 62.6, 111.4, 112.1, 115.0, 119.8, 120.4, 121.4, 123.4,
124.7,127.9, 130.8, 131.2, 134.0, 138.0, 139.8, 144.6, 145.7, 149.5,
152.0, 157.3, 166.5, 188.4

HRMS-TOF: m/z [M + Na]' 522.1636 (AMu3nsd1iu C,,H,.N,NaO,:
522.1632)
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4.3.5.6 (E)-3-((1-(4-(3-(3,4-dimethoxyphenyl)acryloyl)phenyl)-1H-1,2,3-

triazol-4-yl)methoxy)-4-methoxybenzaldehyde 2f

HaCO N
HCO ‘ ‘ NN

AAg1ziiann azide 142 (0.0619 g, 0.2 mmol) waz alkyne 143f (0.0418 g,
0.22 mmol) HanAuTFHaneuzidurewis@wasasan (0.0830 g, 0.2
mmol) $esazaeInaniost 83%

m.p. 151-152°C

IR (ATR) cm™" : 1683 1658 1593 1511

'H NMR (300 MHz, DMSO-d,) : 6 (ppm)

3.83, 3.87 (2s, 9H, 3 x OCH,), 5.34 (s, 2H, CH,0), 7.04 (d, J = 8.4 Hz,
1H, C-57), 7.22 (d, J = 8.3 Hz, 1H, ArH), 7.43 (d, J = 7.3 Hz, 1H, C-6"),
7.57 (s, 1H, C-2°), 7.61 (d, J = 8.3 Hz, 1H, ArH), 7.67 (s, 1H, ArH), 7.74
(d, J = 15.4 Hz, 1H, CH=CHCO), 7.89 (d, J = 15.4 Hz, 1H, CH=CHCO),
8.14 (d, J = 8.6 Hz, 2H, C-3, C-5), 8.37 (d, J = 8.6 Hz, 2H, C-2, C-6),
9.12 (s, 1H, CHN), 9.87 (s, 1H, CHO)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

56.1, 56.3, 56.4, 62.1, 111.5, 112.1, 112.2, 112.4, 119.9, 120.4, 123.8,
124.6, 126.9, 127.9, 130.1, 130.8, 138.1, 139.8, 144.3, 145.6, 148.3,
149.5, 152.0, 155.0, 188.4, 191.8

HRMS-TOF: m/z [M + Na] " 522.1640 (A1uanud1miu C,H,.N,NaO, :
522.1641)
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4.3.5.7 (E)-3-(3,4-dimethoxyphenyl)-1-(4-(4-((naphthalen-2-yloxy)methyl)-

1H-1,2,3-triazol-1-yl)phenyl)prop-2-en-1-one 2g

(6]
H3CO
HaCO NN O
29 \QQ\
(0]

A9A3129ian azide 142 (0.0619 g, 0.2 mmol) ag alkyne 143g (0.0401
g, 0.22 mmol) naRAuTi Naneusidureswdadvasaaa (0.0876 g, 0.2
mmol) $98AZARINARNAUT 89%

m.p. 190-191°C

IR (ATR) cm™ : 1654 1601 1512

'H NMR (300 MHz, DMSO-d,) : O (ppm)

3.83,3.88 (2s, 6H, 2 x OCH,), 5.40 (s, 2H, CH,0), 7.05 (d, J = 8.4 Hz,
1H, C-57), 7.25 (dd, J = 8.9, 2.4 Hz, 1H, ArH), 7.34-7.60 (m, 5H, C-2", C-
6°, ArH), 7.75 (d, J = 15.5 Hz, 1H, CH=CHCO), 7.80-7.95 (m, 4H, ArH,
CH=CHCO), 8.15 (d, J = 8.7 Hz, 2H, C-3, C-5), 8.39 (d, J = 8.6 Hz, 2H,
C-2, C-6), 9.20 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

56.1, 56.3, 61.6, 107.8, 111.5, 112.1, 119.1, 119.8, 120.4, 123.6, 124.3,
124.7,127.0, 127.3, 127.9, 128.0, 129.2, 129.9, 130.8, 134.7, 138.0,
139.9, 144.7, 145.6, 149.5, 152.0, 156.3, 188.3

HRMS-TOF: m/z [M + Na]" 514.1737 (AMu3nsd1iu C, H,.N,NaO,:
514.1720)



74

4.3.6 coumarin-triazole 3a-3i, 4a-4j
4.3.6.1 7-((1-(4-hydroxyphenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-

2-one 3a
N=N,
0O O\A/N\Q\OH
T\;@/ 3a

detmgnziiann azide 145a (0.1338 g, 0.99 mmol) La ¢ alkyne 143h
(0.1982 g, 0.99 mmol) LR AN ute e dtinana iy (0.2158
g, 0.64 mmol) 5easURINARATUT 65%

m.p. 210-213°C

IR (ATR) cm': 33511714 1615 1521 1231 1124 830

'"H NMR (300 MHz, DMSO-d,) : & (ppm)

5.32 (s, 2H, CH,0), 6.29 (d, J = 9.5 Hz, 1H, C-3), 7.03 (dd, J = 2.3, 8.6
Hz, 1H, C-6), 7.17 (d, J = 2.2 Hz, 1H, C-8), 7.64 (d, J = 8.7 Hz, 1H, C-5),
6.92 (d, J = 8.8 Hz, 2H, ArH), 7.65 (d, J = 8.8 Hz, 2H, ArH), 7.99 (d, J =
9.5 Hz, 1H, C-4), 8.79 (s, 1H, CHN), 10.01 (s, 1H, OH)

C NMR (75 MHz, DMSO-d,) : & (ppm)

62.1,102.1,113.1, 113.2, 113.4, 116.5, 122.6, 123.5, 129.1, 130.0,
143.2, 144.8, 155.8, 158.3, 160.8, 161.6
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4.3.6.2 7-((1-(4-methoxyphenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-

2-one 3b
N=N,
0O O\A/NOocm
|GG
A9Ag12¥ian azide 145b (0.1477g, 0.99 mmol) kaz alkyne 143h (0.1982
g, 0.99 mmol) AafTd e dinnaden (0.3390 g, 0.97
mmol) fesazaeINaniost 98%
m.p. 181-182°C
IR (ATR) cm’ : 1722 1607 1519 1124 1044 1028 837
"H NMR (300 MHz, DMSO-d,) : & (ppm)
3.81 (s, 3H, OCH,), 5.33 (s, 2H, CH,0), 6.29 (d, J = 9.49 Hz, 1H, C-3),
7.04 (dd, J=2.2,8.6 Hz, 1H, C-6), 7.13 (d, J = 9.0 Hz, 2H, ArH), 7.17
(d, J=2.2Hz, 1H, C-8), 7.64 (d, J = 8.7 Hz, 1H, C-5), 7.79 (d, J = 8.9
Hz, 2H, ArH), 7.98 (d, J = 9.5 Hz, 1H, C-4), 8.85 (s, 1H, CHN)
C NMR (75 MHz, DMSO-d,) : O (ppm)
56.1, 62.3, 102.3, 113.2, 113.4, 115.5, 122.5, 123.5, 130.0, 130.5, 143.5,
144.7, 155.8, 160.0, 160.7, 161.6
4.3.6.3 7-((1-(4-chlorophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-2-
one 3c

N=N,
0.0 o\/g/"‘@m
\T\j@/ 3c
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d9iAenziiann azide 145¢ (0.1515 g, 0.99 mmol) L@ ¢ alkyne 143h
(0.1982 g, 0.99 mmol) HARFT A NAn e ziduwaeandadan (0.3187 g,
0.90 mmol) Feaazuedanis 91%
m.p. 192-193 °C
IR (ATR) cm’ 11710 1615 1506 1121 827
'H NMR (300 MHz, DMSO-d,) : O (ppm)
5.36 (s, 2H, CH,0), 6.30 (d, J = 9.5 Hz, 1H, C-3), 7.05 (dd, J = 2.3, 8.6
Hz, 1H, C-6), 7.18 (d, J = 2.1 Hz, 1H, C-8), 7.68 (d, J = 7.8 Hz, 3H, C-5,
ArH), 7.95 (d, J = 8.8 Hz, 2H, ArH), 7.99 (d, J = 9.6 Hz, 1H, C-4), 9.01 (s,
1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
62.1,102.1, 113.2, 113.3, 113.4, 122.4, 123.7, 130.0, 130.4, 133.6,
135.8, 143.8, 144.7, 155.8, 160.7, 161.5

4.3.6.4 7-((1-(4-bromophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-2-

one 3d
N=N
X 3d

d9tms1eiiann azide 145d (0.1960 g, 0.99 mmol) L@ ¢ alkyne 143h
(0.1982 g, 0.99 mmol) NARAFRAN T Urewd @A (0.2681 g,
0.67 mmol) SauazInINANAUT 68%

m.p. 198-200 °C

IR (ATR) cm’ 1711 1610 1496 1124 831

"H NMR (300 MHz, DMSO-d,) : & (ppm)

5.35 (s, 2H, CH,0), 6.29 (d, J = 9.5 Hz, 1H, C-3), 7.03 (dd, J = 8.6, 2.1
Hz, 1H, C-6), 7.17 (d, J = 2.2 Hz, 1H, C-8), 7.64 (d, J = 8.6 Hz, 1H, C-5),
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7.80 (d, J = 8.7 Hz, 2H, ArH), 7.87 (d, J = 8.7 Hz, 2H, ArH), 7.98 (d, J =
9.5 Hz, 1H, C-4), 8.99 (s, 1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
62.0, 102.1, 113.2, 113.4, 122.0, 122.7, 123.7, 130.1, 133.3, 136.2,
143.8, 144.8, 155.8, 160.8, 161.5

4.3.6.5 7-((1-(4-iodophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-2-

one 3e
N=N
0._O O\A/N\Q\I
I\/\Q/ 3e

d9Asnziiann azide 145e (0.2426 g, 0.99 mmol) Lk a ¢ alkyne 143h
(0.1982 g, 0.99 mmol) AR NAN Uz IduIauds@IADY (0.4011 g,
0.90 mmol) $atazUaINAnA s 91%

m.p. 224-225°C

IR (ATR) cm' 1721 1606 1495 1229 1123 1044 824

'H NMR (300 MHz, DMSO-d,) : & (ppm)

5.35 (s, 2H, CH,0), 6.30 (d, J = 9.6 Hz, 1H, C-3), 7.04 (d, J = 8.5 Hz,

1H, C-6), 7.18 (s, 1H, C-8), 7.64 (d, J = 8.4 Hz, 1H, C-5), 7.72(d, J=7.4
Hz, 2H, ArH), 7.96 (d, J = 8.1 Hz, 2H, ArH), 7.98 (d, J = 9.8 Hz, 1H, C-4),
8.99 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

62.0, 94.9, 102.1, 113.2, 113.4, 122.6, 123.6, 130.1, 136.6, 139.1, 143.8,
144.8, 155.8, 160.7, 161.5
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4.3.6.6 4-(4-(((2-oxo-2H-chromen-7-yl)oxy)methyl)-1H-1,2,3-triazol-1-

yl)benzonitrile 3f
N=N
0.0 OWNOCN
|GG

f9iATIziann azide 145f (0.1427 g, 0.99 mmol) WA alkyne 143h (0.1982
g, 0.99 mmol) uaRFuARA Nz uresndedwaadin (0.3341 g, 0.97
mmol) 598aZIAINARAUT 98%
m.p. 194-195°C
IR (ATR) cm’ 2223 1708 1607 1509 1346 1132 833
"H NMR (300 MHz, DMSO-d,) : & (ppm)
5.37 (s, 2H, CH,0), 6.29 (d, J = 9.5 Hz, 1H, C-3), 7.08 (dd, J = 2.3, 8.7
Hz, 1H, C-6), 7.17 (d, J = 2.1 Hz, 1H, C-8), 7.64 (d, J = 8.7 Hz, 1H, C-5),
7.98 (d, J=9.4 Hz, 1H, C-4), 8.08 (d, J = 8.7 Hz, 2H, ArH), 8.14 (d, J =
8.9 Hz, 2H, ArH), 9.09 (s, 1H, CHN)
"C NMR (75 MHz, DMSO-d,) : & (ppm)
61.9, 102.1, 111.7, 113.2, 113.4, 118.5, 121.2, 123.9, 130.1, 134.8,
139.9, 144.2, 144.8, 155.2, 160.8, 161.4

4.3.6.7 7-((1-(4-acetylphenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-2-

one 39g

N=N 0
oo o (O
CHg
AN 3g
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A9t s1eiiann azide 145g (0.1595 g, 0.99 mmol) L@ ¢ alkyne 143h
(0.1982 g, 0.99 mmol) HARAMFANANHUzITuIawIA AT L8 Y
(0.3470 g, 0.96 mmol) Fe8ALIBINARNATUT 97%
m.p. 215-217 °C
IR (ATR) cm’ ;1726 1688 1623 1605 1136 1027 834
"H NMR (300 MHz, DMSO-d,) : & (ppm)
2.63 (s, 3H, CH,), 5.37 (s, 2H, CH,0), 6.30 (d, J = 9.4 Hz, 1H, C-3), 7.05
(d, J=8.0Hz, 1H, C-6), 7.19 (s, 1H, C-8), 7.65 (d, J = 8.2 Hz, 1H, C-5),
7.98-8.15 (m, 5H, C-4, ArH), 9.12 (s, 1H, CHN)
C NMR (75 MHz, DMSO-d,) : & (ppm)
27.3,62.0,102.1,113.2, 113.3, 113.4, 120.4, 123.8, 130.1, 130.6, 137.0,
139.9, 144.0, 144.8, 155.2, 160.7, 161.5, 197.5

4.3.6.8 7-((1-(4-nitrophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-2-

one 3h
N=N
NgEe) O\/§/NONO2
S S

A9t s1eann azide 145h (0.1625 g, 0.99 mmol) L@ ¢ alkyne 143h
(0.1982 g, 0.99 mmol) HaARAUTHANEzNIewTeAIARIEeY (0.2164
g, 0.59 mmol) 38aTURINARAUT 60%

m.p. 213-215°C

IR (ATR) cm': 1730 1623 1522 1291 1135 1045 830

"H NMR (300 MHz, DMSO-d,) : 8 (ppm)

5.39 (s, 2H, CH,0), 6.31 (d, J = 9.5 Hz, 1H, C-3), 7.05 (dd, J = 2.4, 8.6
Hz, 1H, C-6), 7.19 (d, J = 2.2 Hz, 1H, C-8), 7.66 (d, J = 8.6 Hz, 1H, C-5),
8.00 (d, J =9.5Hz, 1H, C-4), 8.23 (d, J = 9.1 Hz, 2H, ArH), 8.46 (d, J =
9.1 Hz, 2H, ArH), 9.19 (s, 1H, CHN)
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"C NMR (75 MHz, DMSO-d,) : O (ppm)
62.0, 102.2, 113.3, 113.4, 121.3, 124.1, 126.1, 130.1, 141.2, 144.3,
144.7,147.3, 155.8, 160.7, 161.4

4.3.6.9 4-(4-(((2-oxo-2H-chromen-7-yl)oxy)methyl)-1H-1,2,3-triazol-1-

yl)benzenesulfonamide 3i

N=N, 0
00 o\/&NOs’i
gy e
X 3i

A9AT12Yan azide 145i (0.1962 g, 0.99 mmol) waz alkyne 143h (0.1982
g, 0.99 mmol) HARAMT Nan i uresLiedwaesdaqaa (0.3865 g,
0.97 mmol) 59aaLIAHARTTUTN 98%

m.p. 209-210 °C

IR (ATR) cm’ : 3461 3311 1706 1607 1234 1163 834

"H NMR (300 MHz, DMSO-d,) : & (ppm)

5.38 (s, 2H, CH,0), 6.30 (d, J = 9.3 Hz, 1H, C-3), 7.06 (dd, J = 1.9, 8.6
Hz, 1H, C-6), 7.19 (d, J = 1.5 Hz, 1H, C-8), 7.53 (s, 2H, NH,), 7.66 (d, J
= 8.6 Hz, 1H, C-5), 8.00 (d, J = 9.3 Hz, 1H, C-4), 8.01 (d, J = 8.4 Hz, 2H,
ArH), 8.14 (d, J = 8.6 Hz, 2H, ArH), 9.19 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : 6 (ppm)

62.0, 102.1, 113.2, 113.3, 113.4, 121.0, 123.9, 123.9, 128.0, 130.1,
144.0, 144.5, 144.7, 155.8, 160.7, 161.5
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4.3.6.10 4-((1-(4-hydroxyphenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-

chromen-2-one 4a
N
O/\[ \\IN
@ﬁi N
o )
4a OH

f9LATIZiANn azide 145a (0.1338 g, 0.99 mmol) LAy alkyne 143i (0.1982
g, 0.99 mmol) ARSI AN usiutesuiadinaageu (0.2291 g, 0.68
mmol) 5988 IINARNIUT 69%
m.p. 233-234 °C
IR (ATR) cm’ 3316 1714 1661 1616 1370 1234 1108 951 833
'H NMR (300 MHz, DMSO-d,) : O (ppm)
5.48 (s, 2H, CH,0), 6.18 (s, 1H, C-3), 6.94 (d, J = 8.7 Hz, 2H, ArH), 7.33
(t, J=7.5Hz, 1H, C-6), 7.40 (d, J = 8.3 Hz, 1H, C-8), 7.65 (t, J = 7.9 Hz,
1H, C-7), 7.68 (d, J = 8.6 Hz, 2H, ArH), 7.80 (d, J = 7.7 Hz, 1H, C-5),
8.88 (s, 1H, CHN), 10.03 (s, 1H, OH)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
63.3, 91.8, 115.5, 116.6, 116.9, 122.6, 123.5, 123.8, 124.7, 129.1, 133.3,
142.4, 153.2, 158.4, 162.1, 164.9

4.3.6.11 4-((1-(4-methoxyphenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2 H-

chromen-2-one 4b
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AumIEiann azide 145b (0.1477 g, 0.99 mmol) Waz alkyne 143i (0.1982
g, 0.99 mmol) LARA e an ezl uresuiediinna (0.2387 g, 0.68
mmol) 598aZ1AINARAUT 69%
m.p. 184-185°C
IR (ATR) cm’ 11708 1616 1518 1232 927 777
'H NMR (300 MHz, DMSO-d,) : O (ppm)
3.82 (s, 3H, OCH,), 5.48 (s, 2H, CH,0), 6.17 (s, 1H, C-3), 7.14 (d, J =
8.8 Hz, 2H, ArH), 7.33 (t, J = 7.7 Hz, 1H, C-6), 7.39 (d, J = 8.3 Hz, 1H,
C-8),7.65(t, J=7.5Hz, 1H, C-7), 7.77-7.84 (m, 3H, C-5, ArH), 8.93 (s,
1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
56.0, 63.2,91.8, 115.4, 115.5, 116.9, 122.5, 123.5, 123.8, 124.7, 130.3,
133.3, 142.4, 153.2, 159.9, 162.1, 164.9

4.3.6.12 4-((1-(4-chlorophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-

2-one 4c
N
O/\[ \\,N
CrL
o
4c cl

A9A31=iann azide 145¢ (0.1515 g, 0.99 mmol) WAz alkyne 143i (0.1982
g, 0.99 mmol) HARATTRAN LT ureTwdadane (0.3152 g, 0.89 mmol)
S0UAZIDINARATUT 90%

m.p. 209-210 °C

IR (ATR) cm™" : 1714 1703 1621 1501 1243 937 836
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'H NMR (300 MHz, DMSO-d,) : O (ppm)

5.52 (s, 2H, CH,0), 6.19 (s, 1H, C-3), 7.34 (t, J = 7.7 Hz, 1H, C-6), 7.41

(d, J=8.3Hz, 1H, C-8), 7.64 (t, J = 8.5 Hz, 1H, C-7), 7.69 (d, J = 8.7 Hz,

2H, ArH), 7.82 (d, J = 7.9 Hz, 1H, C-5), 7.99 (d, J = 8.8 Hz, 2H, ArH),

9.10 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

63.2,92.0, 115.5, 116.9, 122.5, 123.5, 123.9, 124.7, 130.4, 133.3, 133.7,

135.8, 142.9, 153.3, 162.0, 164.8

4.3.6.13 4-((1-(4-bromophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-

2-one 4d

N
O/\E N
@ﬁi |
o O
4d Br

AaAsziiann azide 145d (0.1960 g, 0.99 mmol) Lkaz alkyne 143i (0.1982
g, 0.99 mmol) LARATTRAN LT UreILdad@ a9 (0.3508 g, 0.88 mmol)
SRUATAAINARTUN 89%

m.p. 203-205 °C

IR (ATR) cm' 11717 1703 1621 1498 1243 936 833

'H NMR (300 MHz, DMSO-d,) : O (ppm)

5.51 (s, 2H, CH,0), 6.18 (s, 1H, C-3), 7.34 (t, J = 7.7 Hz, 1H, C-6), 7.40
(d, J=8.3Hz, 1H, C-8), 7.65 (t, J = 8.4 Hz, 1H, C-7), 7.81 (d, J = 8.7 Hz,
3H, C-5, ArH), 7.91 (d, J = 8.7 Hz, 2H, ArH), 9.08 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

63.2,91.9, 115.5, 116.9, 122.1, 122.7, 123.5, 123.9, 124.7, 133.3, 133.4,
136.2, 142.9, 153.2, 162.0, 164.8
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4.3.6.14 4-((1-(4-iodophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-2-

one 4e
N
O/\[ \,N
@fi “
o ()
4e |

f9LATIziaNn azide 145e (0.2426 g, 0.99 mmol) LA alkyne 143i (0.1982
g, 0.99 mmol) HaRFugT NanwavidureIude@mang (0.3835 g, 0.86
mmol) 5988 IRINARNIUT 87%
m.p. 215-216 °C
IR (ATR) cm’ 1722 1621 1498 1399 1246 1105 934 824
'H NMR (300 MHz, DMSO-d,) : O (ppm)
5.50 (s, 2H, CH,0), 6.17 (s, 1H, C-3), 7.33 (t, J = 7.7 Hz, 1H, C-6), 7.39
(d, J=8.3Hz, 1H, C-8), 7.65 (t, J = 8.3 Hz, 1H, C-7), 7.75 (d, J = 8.7 Hz,
2H, ArH), 7.97 (d, J = 8.7 Hz, 2H, ArH), 7.80 (d, J = 8.0 Hz, 1H, C-5),
9.05 (s, 1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
63.2, 91.9, 95.0, 115.5, 116.9, 122.7, 123.5, 123.8, 124.7, 133.4, 136.6,
139.1, 142.9, 153.2, 162.1, 164.8

4.3.6.15 4-(4-(((2-oxo-2H-chromen-4-yl)oxy)methyl)-1H-1,2,3-triazol-1-

yl)benzonitrile 4f

4f CN
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A9AT1zAaNN azide 145f (0.1427 g, 0.99 mmol) ag alkyne 143i (0.1982
g, 0.99 mmol) HARAUTTRAN T ureswdadane (0.3341 g, 0.97 mmol)
SRUAZIDINAAATUT 98%
m.p. 248-249 °C
IR (ATR) cm’ 2238 1718 1624 1609 1400 1246 1105 936 835
'H NMR (300 MHz, DMSO-d,) : O (ppm)
5.54 (s, 2H, CH,0), 6.20 (s, 1H, C-3), 7.35 (t, J = 7.8 Hz, 1H, C-6), 7.41
(d, J=8.1Hz, 1H, C-8), 7.66 (t, J = 7.8 Hz, 1H, C-7), 7.83 (d, J = 7.9 Hz,
1H, C-5), 8.12 (d, J = 8.8 Hz, 2H, ArH), 8.20 (d, J = 8.8 Hz, 2H, ArH),
9.23 (s, 1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
63.2, 92.0, 111.8, 115.5, 116.9, 118.5, 121.2, 123.5, 124.1, 124.7, 133.4,
134.8, 139.9, 143.3, 153.3, 162.0, 164.8

4.3.6.16 4-((1-(4-acetylphenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-

2-one 4g
N
O/\[ \\IN
Son
oo )
49 ,CEO
H5C

f9LATIZANN azide 145g (0.1595 g, 0.99 mmol) LAy alkyne 143i (0.1982
g, 0.99 mmol) HaRATRAN ez sd@wassgels (0.3398 g, 0.94
mmol) 5988 IRINARAUT 95%

m.p. 207-208 °C

IR (ATR) cm’ 11713 1682 1603 1233 928 851
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'H NMR (300 MHz, DMSO-d,) : O (ppm)
2.64 (s, 3H, CH,), 5.54 (s, 2H, CH,0), 6.20 (s, 1H, C-3), 7.34 (t, J = 7.7
Hz, 1H, C-6), 7.41 (d, J = 8.3 Hz, 1H, C-8), 7.66 (t, J = 8.3 Hz, 1H, C-7),
7.83(d, J=7.8Hz, 1H, C-5),8.12 (d, J = 8.7 Hz, 2H, ArH), 8.18 (d, J =
8.7 Hz, 2H, ArH), 9.22 (s, 1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
27.2,63.2,92.0, 115.6, 116.9, 120.6, 123.5, 124.0, 124.6, 130.5, 133.3,
137.2,140.0, 143.1, 153.3, 161.9, 164.8, 197.3

4.3.6.17 4-((1-(4-nitrophenyl)-1H-1,2,3-triazol-4-yl)methoxy)-2H-chromen-2-

one 4h
N
O/\E \\/N
CrL
o )
4h NO,

f9LAg=1ian azide 145h (0.1625 g, 0.99 mmol) WAz alkyne 143i (0.1982
g, 0.99 mmol) nansuRNanEuziureui@vansgen (0.3318 g, 0.91
mmol) 5988z INARAUTN 92%

m.p. 225-226 °C

IR (ATR) cm’ 11709 1690 1526 1342 1251 1110 947 861

"H NMR (300 MHz, DMSO-d,) : & (ppm)

5.55 (s, 2H, CH,0), 6.20 (s, 1H, C-3), 7.35 (t, J = 7.8 Hz, 1H, C-6), 7.41
(d, J=8.4Hz, 1H, C-8), 7.66 (t, J = 8.3 Hz, 1H, C-7), 7.83 (d, J = 7.9 Hz,
1H, C-5), 8.26 (d, J = 8.3 Hz, 2H, ArH), 8.47 (d, J = 8.2 Hz, 2H, ArH),
9.28 (s, 1H, CHN)

"C NMR (75 MHz, DMSO-d,) : O (ppm)

63.2,92.0, 115.5, 116.9, 121.4, 123.5, 124.3, 124.7, 126.0, 133.4, 141.2,
143.4, 147 .4, 153.3, 162.0, 164.8
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4.3.6.18 4-(4-(((2-ox0-2H-chromen-4-yl)oxy)methyl)-1H-1,2,3-triazol-1-

yl)benzenesulfonamide 4i

N
O/\E N
@f\l )
o O
4i o’/S\//O
NH

2

#91A91298ann azide 145i (0.1962 g, 0.99 mmol) Waz alkyne 143i (0.1982
g, 0.99 mmol) HARA T HAN Uz Nl ied I Tea8a1 (0.3707 g, 0.93
mmol) 5288 IBINARIUT 94%
m.p. 230-232 °C
IR (ATR) cm’' : 3459, 3285, 1688, 1603, 1167, 1252, 842
'"H NMR (300 MHz, DMSO-d,) : O (ppm)
5.54 (s, 2H, CH,0), 6.20 (s, 1H, C-3), 7.34 (t, J = 7.4 Hz, 1H, C-6), 7.41
(d, J=8.3Hz, 1H, C-8), 7.55 (s, 2H, NH,), 7.66 (t, J = 6.8 Hz, 1H, C-7),
7.82(d,J=7.4Hz 1H, C-5),8.03 (d, J = 8.0 Hz, 2H, ArH), 8.17 (d, J =
7.9 Hz, 2H, ArH), 9.17 (s, 1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
63.2,92.0, 115.5, 116.9, 121.0, 123.5, 124.1, 124.7, 128.0, 133.3, 138.9,
143.1, 144.5, 153.2, 162.0, 164.8

4.3.6.19 4-(4-(((2-ox0-2H-chromen-4-yl)oxy)methyl)-1H-1,2,3-triazol-1-

yl)benzoic acid 4j

OH



88
fdnwuziureadsdinnasey tunnansfad azide 145} (0.1615 g,
0.99 mmol) Wa ¢ alkyne 143i (0.1982 g, 0.99 mmol) UTu 10U & W?ﬁ1ﬁ
(0.3453 g, 0.95 mmol) 588a=UBIHNARSATUT 96%
m.p. 248-250 °C
IR (ATR) cm’ : 3442, 1691, 1623, 1606, 1242, 1110, 767
"H NMR (300 MHz, DMSO-d,) : & (ppm)
5.53 (s, 2H, CH,0), 6.19 (s, 1H, C-3), 7.34 (t, J = 7.7 Hz, 1H, C-6), 7.40
(d, J=8.2Hz, 1H, C-8), 7.65 (t, J=8.1 Hz, 1H, C-7), 7.83 (d, J = 7.8 Hz,
1H, C-5), 8.09 (d, J = 8.7 Hz, 2H, ArH), 8.15 (d, J = 8.8 Hz, 2H, ArH),
9.19 (s, 1H, CHN)
"C NMR (75 MHz, DMSO-d,) : O (ppm)
63.2,91.9, 115.5, 116.9, 120.5, 123.5, 124.0, 124.7, 131.3, 131.6, 133.3,
139.9, 143.1, 153.2, 162.0, 164.8, 166.8
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4.4 msnagaugviattasiuitadlszamgniinans

NM9ANHFANBNINTBIBYNUS chalcone-triazole 2a-2g AINNIINITHULTAR
1lszanfing 400 pM Hydrogen peroxide (H,0,) finanaidiadin 0.1-100 uM lunaunu 24
FTu9 LATAIATARAIINTTAA AN ADTAREARNNT MTT assay WiNaN1INARALAS

ANUszneu 53 way 54

125 125 125
100 100 100
z§ s 5
EET EET FETS
3; # £3 £3
3 =% =% #
2% 3:v 2%
25 25 25
0 0 0
H0,800uM « # -« 4 . 4 o 4 . 4 . HO400 M -« # - 4+ - 4 . 4 . 4 . o+ H0400uM - 4« 4 - 4 . 4 . 4 . 4
Click307(«M) 0 0 0404 1 1 5 5 10 10 100100 Ciick310 (M) 0 0 0101 1 1 5 5 10 10 100100 Cick313(4M) 0 0 0101 1 1 5 5 10 10 100100
125 2g 125 2f
100 100
2% 23
=E7S =E 75
85 85
e # 2 #
3350 33 s0
o o
25 25
0 0
Ho0p4000M - # « & . 4 . 4 .+ . 4 FO;400UM « + = & o 4 . 4 . 4 . 4
Click314(uM) 0 0 0404 1 1 5 5 10 10 100100 Click316(«M) © 0 0404 1 1 5 5 10 10 100100

nntsenay 53 ULARNERIINIIIBARILIBUTARLTEAIN AINNITNTLHAUAEDUNUE
chalcone-triazole 2e (click 307), 2d (click 310), 2b (click 313), 2g (click 314) waz 2f
(click 316) uwaz 400 uM Hydrogen peroxide (H,0,)



125 2c 125- 2a
#
1004{— #
100 #
- * >3 % o
5 2'c
g-‘g 75 . ZE| |«
g =3 © O
s 8 >3
z o 3 S 504
3= S
25 25
ol 0
Hy0,400uM =+ = + . + .+ . 4+ . * Hy0,400uM - + - + - + - + - + - +
Click308 (uM) 0 0 0104 1 1 5 5 10 10 100100 Click309 (uM) 0 0 01014 1 1 5 5 10 10 100100
Without
H0;
With H,0,

NUsznay 54 LARNERIINITBARMILTBNTARUTTAIN AINNNINITFHUAIEBYAUS
chalcone-triazole 2c (click 308) Laz 2a (click 309) Lkaz 400 uM Hydrogen peroxide
(H,0,)
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unin 5

a5l andsrana waztalEuaLUE

nsAniiunnsdarsziayiug chalcone-triazole 2a-g Wax coumarin-triazole

3a-i bLaT 4a-

5.1 NSRIATIEUBYNUE chalcone-triazole 2a-g

N1949LAT1ENBYWUS chalcone-triazole 2a-g Gl‘mfﬂ’mﬂﬁﬁ?m Claisen-Schmidt
condensation ¥ 1 17 19 & 1 7 3,4-dimethoxybenzaldehyde 139 W & ¢ @ 1 7 4-
aminoacetophenone 140 Tdiduansdssnaey (E)-1-(4 -aminophenyl)-3 -(3 ,4 -
dimethoxyphenyl)prop-2-en-1-one 141 mmfuﬁ’]ﬂﬁﬁ?ﬂ’] diazotization ANNAILNIINN
UWenfiu NaN, azlfiansilsznay (£)-1-(4-azidophenyl)-3-(3,4-dimethoxyphenyl)prop-2-
en-1-one 142 ludaua89N19FTeNaYRUS alkyne TUAFN) 143 wizanliainy Jisen
alkylation $¥13198 YR UTNUaa 144 U propargyl bromide Iaald K,CO, 1luiia waz
ﬁ]gumuzgmﬁmﬁﬁﬂﬁ‘ﬁ?m CUAAC 32119148 UT azidochalcone 142 uaransdsznay
alkyne 144a-g 19a1Wus chalcone-triazole 2a-g H5881azIINARATUI LWL 73-92 % A
nndsenay 55 aNUANINNEANLAS TR aTNARN U9 1994191321 amine 141 azide

142 alkyne 143 LL@Z@QW‘LA% chalcone-triazole WARMSLA9IS 4-6

0]

o 0
HyCO
3 ]@)‘\H " H3CJ\©\ 40%KOH, EtOH 3C°w NaNO,, HCIICHCOOH, 3CO
H4CO NH,  (85%) H,CO NH, NaNa rt H,CO 142 N3

139 140 2
(77%)

0 2z oR o
HsCO O X O 143a-143g H;CO. O A O
- .
CuS0,5H,0 -N
HsCO N 4°5H,0, HyCO NN
s 142 3 sodium ascorbate, 3 2a-2g — N
t-BUOH/H,0, rt \\&
OR

(73-92%)

QR Ry Do D

Awdsznay 55 nsdaAsEriayug chalcone-triazole 2a-g



ANTN 4 ANTANINNIENINTR9a19LzNaL amine 141 WAL azide 142

92

1A994574

ANMOUEAT  AANABNIMAY (°C)  FRHAY
NABIAN
0
HsCO S YRILIN 119-120 85
al A |
O O AAa9aaL
HsCO 141 NH,
O NG 120-121 77
AVARIBAU

H,CO .
HsCO ‘ ‘ N;

142




ANTN 5 AaNLTRNINNIEnTNIasa19Lszna L alkyne 143a-g

93

Tasaaing ANHUTANT  AANABNNAT (°C)  FRHAT
NARA DI
X 0
\© URINA - 60
al A 1
AARIaaL
143a
NV
\\/o YAILNAN - 64
aal
(l i 1ang
143b
\/0 YRS 79-80 91
\@(H d119
143¢c O
A OD URINAN - 82
1aal
HaC 1ana
143d
X 0o YBILAAD - 80
op 1and
OCH,4
143e
O <
S YR 66-67 85
AN
\/OD)J\H -
2717
HsCO
143f
/// PRI 53-54 55
=
A917




A9 6 ANLRNNNBNINIBIBYWUS chalcone-triazole 2a-g

94

TAT9A319 ANWUE  AAUABNIMAY  FREAY
a3 (°C) NARSIDN
o) -
H,;CO X UABILLUN 173-174 78
O O N Avang
HsCO N
2a = A014
o)
o)
NO\O
CHy =
HyCO N STaNISIN 178-179 92
b \Q& Auaag
o
AU
o
HsCO N o
O O N H SRNIN 149-150 82
HsCO NNy
§C = Auaag
o
f891
o)
H5CO X
O O N NG 159-160 87
HsCO NNy
2d g& Auaag
il A81
o)
HsCO N
O O N SNIGN 163-164 73
HsCO NNy
2e g& Auaeg
o
OCH -
o 3 DU
0 «
PRI 151-152 83

H3CO NN
al A
O O N VRN
H,CO NN
A \Q& A1
o




M99 6 (FiB)
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Tasaaing ANMOLE  AANABNIAY  FRHAY

a3 (°C) NARSIDN
0 =

H,CO “ AR 190-191 89
= A
O O N amang

HyCO NNy O

2g = AU

<
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5.2 m’ifﬁmﬂ:ﬁa‘@ﬁ’ué coumarin-triazole 3a-i WAL 4a-j

n1sdaLAsEiayWus coumarin-triazole 3a-i WA 4a- ‘Emémmﬂﬁﬁ?m
alkylation ?zﬁdﬁﬂﬂuﬁuﬁ( hydroxy coumarin 144 il propargyl bromide el K,CO, Wl
wa laduans 4-(prop-2-ynyloxy)-2H-chromen-2-one 143h Las 7-(prop-2-ynyloxy)-2H-
chromen-2-one 143i ludquaeasaslsznay azide 145a-145) tza N bAani JAzen

o

diazotization 18421 WUE aniline MuAIEN1IN1LUNATENAL NaN, slu%umuzgmﬁwm
U381 CUAAC 3¢9 alkyne 143h LAz 143i WATYWUS azide 145a-145) lHiayius
coumarin-triazole 3a-i WA 4aj N5 ALNANA U LUT29 60-98% LAY 69-98% £ 3
Andsznay 56 aNURANINNENINLAZIRLATHARNI T 1898191 52naL azide 145 alkyne

143 UazayWus coumarin-triazole wanalumse 7-8

SO
145a 145i A
N =T NS
reflux, K,CO3 CuSO *5H,0, 3a-3i
144 143h sodium ascorbate, a

0,
70% t-BuOH/H,0, rt

60-98%

R
OV\N@/R
N:N/
O reflux, KgCOg o}

T CuSO.5H0, _
69% 143i sodium ascorbate, 4a-4j
t-BUOH/H,0, rt

69-98%

ndsznay 56 N9AATIERYAUS coumarin-triazole 3a-i AT 4a-j



ANTN 7 ANTANINNIENTNURIANT azide 145a-j LAz alkyne 143

97

IP994519 ANWIUZANT  AAuAeNInal (°C)  Feuay
NARA DI
N3 YBIUUAINTIA
3 i 65
al o U
HO Ay
145a
/©/N3 YRIUAINLIA - 70
= = 1
H,CO Avaasaau
145b
/©/N3 YRIUNAINLIA - 85
= = 1
cl Avaasaau
145¢
/©/N3 YDA ' 70
= =
Br Aaag
145d
D/N3 YRIUAINLIA - 83
= =
| VRGN
145e
©N3 SRNIGN 59-61 94
a a
NC GIRERY
145¢
N3 YR
HsC Anaag 42-44 85
O 145g » ,
YA
N3 SRNIGN 71-72 95
O,N Aumnasal

145h




AN 7 (BD)

98

1A994574

ANHIUTANT  ANABNINAL (°C)  TRHAY
NARATUT
ONS SNGIN 120-121 74
OiS¢O A1
HoN ™ 145§
O“s SRNIRN 188-191 95
O*q 3119
OH 145]
/ 20T 145-147 70
o) 0__0 d119
|0Of
143h
o\ Yaud 105-107 69
d119
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A178 8 mﬂﬁmqmﬂmwmmmﬁuﬁ coumarin-triazole 3a-i LAY 4a-j

Tasaaing ANHUTANT  AAuaRNMAY (°C)  Feay

:N &
O\T\O/\Q/O \/'L,NOOH SlGNIGIN 210-213 65
A

3a ALty

NN SRR 181-182 98
0.0 o) N
199G oo, .
X 3b AUNAADDU

N:N <3 _
0.0 O\/’\/NQQ YR 192-193 91
1/\@ 3¢ A1

N:N < _
0.0 O\A/N\Q\Br SNISIN 198-200 68
1)@ 3d Aaag

N:N < 1
0. 0 O\/&N‘Qﬂ ADILLN 224-225 91
KJ@ 3e Aaag

N:N YRIU 194-195 98
N

a A 4
3f ALNARILTN

N:N o o -
07\;();©/0\/§/N\©\( URILLUN 215-217 97
A

3g CHs I AN
ARU
N:N YRIU 213-215 60
040 O\/’\,N‘Q\No2
KJ@ 3h Anansaau

N:N 0 YRIU 209-210 98
<N 3
OT\O/\CEOVb O
NS

= N =
3i GV RN

ARU




AT 8 (FD)

TA394519 ANWUTANT  AANABNWAL (°C)  TRHAY
NABIALN
N .
O/\{NN SRNISN 233-234 69
AN 1%
= o 1
[Iolo AUPIARDY
4a
OH
o/\EN N NG 184-185 69
N N P
AUPNA
070
4b
OCHs
N [~1
) N ARILLU 209-210 90
oo A719
4c
cl
N [~1
o) N SIRNISIN 203-205 89
@ﬁg “ :
0o Q A2
4d
Br
N [~1
o) N S RNISIN 215-216 87
AVADY
oo
4e
|
oNENN SN N 248-249 98
oo A719
af
CN
N <1
0 N SIRNKIN 207-208 95
\/\EN a = 1
AVABIRDY
oo
49 ¢
HsC
O/\ENN NN 225-226 92
A N = A 1
oo AVABIRDU
4h




M99 8 (Fid)
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GENGERN ANHUTANT  AANABNINAY (°C)  FeEaT
HARITW
OXNN STRNIRIN 230-232 94
A N a A 1
Adengau
0o
4i g0
'.S
O™ NH,
N .
O N vaaudls 248-250 9
oo armagen
4 )oH




102

5.3 N153LASISNGRTIATIRG1S

5.3.1 ayus 2a-g

2a R= ﬁ@
a
»
b
2c R=
H

2e R=

O\ e
2f R= 0
o
(0]
| f
2g R=
g

fiaya IR spectra 1B4BYWUS 2a-g WLIAINNTRANARLASIBIUY ANFLBNA (C=0)
uEnTgag 1650-1670 o’ WaNANTIANS 2¢ 2 A 2f TiAnsganauuaamyasueiia
(C=0) uuwiia i 1688 cm’ 1719 cm” 1683 cm” MRS
938 'H NMR spectra 14 DMSO-d;, 18981116 2a-g WAAIAIAIIW 9 WLINBUHUE
2a-g Hdtyunnulismauanss tiazole (CHN) Hanwauziiy singlet litae & 9.06-9.20 ppm wax
wudtynyroulilsmeuneans] CH,0 Hanwuziilu singlet fidae § 5.22-5.41 ppm Tugqua89my
CH,0 wudtyaunnuTilsmaud anwauziilu singlet Tutag O 3.82-3.88 ppm s CH=CHCO uaz
CH=CHCO wudryryrnultsmauludas 8 7.74-7.77 ppm waz & 7.80-7.95 ppm mua1AL &
Anwnuzitlu doublet {1A1 coupling constant (J) Uszans 15.5 Hz uanalifiindniuse Al aaum
eetudluuuy trans Tudauaensezlsnnsn 99 A aznudrynyuidenen Aaumis 2 uaz 6 8
ansouzitlu doublet lutdae & 8.36-8.39 ppm dtyyntulismau Auvils 3 waz 5 Aanmouiily
doublet lutiag 6 8.13-8.15 ppm 2z launin 21 B azwudtynoullsmau Auvide 2° uaz 6° Ty
129 6 7.34-7.61 pom Aty sy ldaman 5 Fanwaiziily doublet ludae & 7.03-7.05 ppm
u@nmnﬁ’lmﬁqummmgmuﬁ (R) a7 2a wudtyrnunnuldsnauaasasaslsnnmn 7 6698 ppm

aneruiili triplet (J= 7.3 Hz, 1H) wazAn & 7.33 ppm Ranuausiily tiplet (J= 7.9 Hz, 2H) uae
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A1 6 7.09 ppm Hanmauziilu doublet (J= 8.3 Hz, 2H) @19 2b wudty ey lilsmauangas
aromatic # 6 697 ppm dansuzili doublet (J= 8.4 Hz, 2H) uazAn & 7.12 ppm Aansuzidi
doublet (J= 8.5 Hz, 2H) wazdnyry1nslilsnaunasuy CH317'1' & 2.24 ppm Hansuzidu singlet
ans 2c nudryaunnillsmenmesnceslandin 71 8 7.29 ppm fldnmouiiu doublet (J= 8.7 Hz, 2H)
uazen O 7.89 ppm Hanmnuziili doublet (J= 8.8 Hz, 2H) uazdrynnnlilssanaasiy CHO ié
9.88 ppm Aaneniziilu singlet @15 2d wudtyryroulilsmauaasisaslaungn ludae 6 6.82-6.92
ppm WAy 7.13-7.20 Aanmnuzilu multiplet (4H) uazdtynnillsmauaasmsy CHS‘ﬁ' & 2.16 ppm
fanuouzitlu singlet @17 2e wudtyoyndldsnauanasazisunmn 7 87.007.117.37-7.47 uay
7.53-7.61 ppm Ranweauzidly multiplet (3H) & 7.67 Aanmauzidlu doublet of doublet (J= 7.7, 1.7
Hz, 1H) uazdryryrauldsnauanany COOCHﬁI 0 3.76 ppm Wanmuziilu singlet @19 2f Wil
dryoynulismavaasaslsunsn 76722 ppm Aaneauzidli doublet (J= 8.3 Hz, 1H) wazen O
7.61 ppm Ransnuzitlu doublet (J= 8.3 Hz, 1H) uazAn & 7.67 ppm Nanwauziilu singlet (1H)
wazdrynunaulilanenaeauy CHO # & 9.87 ppm Flanmnulu singlet uazdryonulilsnanans
Wy OCH31'71' 0 3.87 Haneouziilu singlet uazans 2g wudtyonoullsnenaadng naphthalene 76
7.25 ppm Hansauiili doublet of doublet (J= 8.9, 2.4 Hz, 1H) & 7.34-7.60 ppm Ransrauzidlu
multiplet (3H) waz & 7.80-7.95 ppm Janmnuzidi multiplet (3H)

#9234 “C NMR spectra 11 DMSO-d, #8984 N U 2a-g WAAIAIAITIE 10 WL
auuE 2a-g WWidnyaunaianfuenuedvs] CH,0 79 6 56.1-56.4 ppm uazArynUNUANTLIRUABY
3 CH,O Suiit 6 614626 ppm AnyaunaAnliaulass C=0 Suiida 6 188.3-188.4 ppm
Tugauaeagazlasnndn doynyiuaiuau Sufignq & 107.8-166.5 ppm u@mmﬁﬁu@'qummug
W# (R) 83 2b WUATYUNUANTLRULRAMY CH, uil 6205 ppm @17 2¢ WUATYIUNUATLIAU
2991s] CHO 3uit 51919 ppm @19 2d WUATY QU IANTUBUTIBIUY CH, 3l 6165 ppm @13
2e WUAT Ry AT UEUIBNUY COCH, il 6 524 ppm UATANT 2f WUATYE AN TLaUIBIUY

CH, 1un 6 56.1 uazdtyaunnuAiUauaasmy CHO 1un & 191.8 ppm



F11979 9 'H NMR 2898 uis 2a-g tuiinlu DMSO-d,

AL

o (ppm) (mult., J(Hz), no of proton)

2a

2b

OCH,x2
CH,0
CH=CHCO
CH=CHCO
CHN

26

35

o

.

.

R: ArH

CH,
CHO
COOCH,
OCH,

3.83, 3.88 (2s, 6H)
5.27 (s, 2H)

7.76 (d, J = 15.5 Hz, 1H)
7.90 (d, J = 15.5 Hz, 1H)
9.14 (s, 1H)

8.38 (d, J = 8.6 Hz, 2H)
8.14 (d, J = 8.6 Hz, 2H)
7.58 (s, 1H)

7.04 (d, J = 8.4 Hz,1H)
744 (d, J=8.2Hz, 1H)
6.98 (t, J = 7.3 Hz, 1H),
7.09 (d, J = 8.3 Hz, 2H),
7.33(t, J=7.9Hz, 2H)

3.83, 3.87 (2s, 6H)
5.22 (s, 2H)
7.75(d, J = 15.4 Hz, 1H)
7.90 (d, J = 15.5 Hz, 1H)
9.12 (s, 1H)

8.38 (d, J = 8.6 Hz, 2H)
8.14 (d, J = 8.5 Hz, 2H)
7.58 (s, 1H)
7.05(d, J = 8.3 Hz, 1H)
7.44(d, J=8.4Hz, 1H)
6.97 (d, J = 8.4 Hz, 2H),
7.12(d, J = 8.5 Hz, 2H)

2.24 (s, 3H)




M99 9 (Fid)
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RIS O (ppm) (mult., J(Hz), no of proton)
2c 2d

OCH,x2 3.82, 3.87 (2s, 6H) 3.82, 3.86 (2s, 6H)
CH,O 5.41 (s, 2H) 5.26 (s, 2H)
CH=CHCO 7.75(d, J=15.5Hz, 1H) 7.75(d, J = 15.5 Hz, 1H)
CH=CHCO 7.88 (d, J = 15.5 Hz, 1H) 7.88 (d, J=15.5Hz, 1H)
CHN 9.14 (s, 1H) 9.10 (s, 1H)
2,6 8.37 (d, J = 8.7 Hz, 2H) 8.36 (d, J = 8.6 Hz, 2H)
3,5 8.13 (d, J = 8.7 Hz, 2H) 8.14 (d, J = 8.7 Hz, 2H)
2 7.56 (d, J =1.7 Hz, 1H) 7.56 (d, J = 1.7 Hz, 1H)
5 7.03(d, J=8.4 Hz, 1H) 7.03 (d, J = 8.3 Hz, 1H)
6 7.42 (dd, J=8.4, 1.7 Hz, 1H) 7.42 (dd, J=8.4, 1.7 Hz, 1H)
R: ArH 7.29 (d, J=8.7 Hz, 2H), 6.82-6.92 (m, 1H),

7.89 (d, J = 8.8 Hz, 2H) 7.13-7.20 (m, 3H)
CH, ] 2.16 (s, 3H)
CHO 9.88 (s, 1H) -
COOCH, i i

OCH,
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M99 9 (Fid)

RIS O (ppm) (mult., J(Hz), no of proton)
2e 2f
OCH,x2 3.82, 3.87 (2s, 6H) 3.83, 3.87 (2s, 6H)
CH,0 5.35 (s, 2H) 5.34 (s, 2H)
CH=CHCO 7.77 (d, J = 15.5 Hz, 1H), 7.74 (d, J = 15.4 Hz, 1H)
CH=CHCO 7.89 (d, J=15.5Hz, 1H) 7.89 (d, J = 15.4 Hz, 1H)
CHN 9.06 (s, 1H) 9.12 (s, 1H)
2,6 8.38 (d, J = 8.8 Hz, 2H) 8.37 (d, J = 8.6 Hz, 2H)
3,5 8.13 (d, J = 8.8 Hz, 2H) 8.14 (d, J = 8.6 Hz, 2H)
2 7.53-7.61 (m, 1H) 7.57 (s, 1H)
5 7.00-7.11 (m, 1H) 7.04 (d, J=8.4 Hz, 1H)
6 7.37-7.47 (m, 1H) 7.43 (d, J=7.3Hz, 1H)
R: ArH 7.00-7.11 (m, 1H), 7.22(d, J=8.3 Hz, 1H),
7.37-7.47 (m, 1H), 7.61(d, J = 8.3 Hz, 1H),
7.53-7.61 (m, 1H), 7.67 (s, 1H)

7.67 (dd, J = 7.7, 1.7 Hz, 1H)
CH, - -
CHO - 9.87 (s, 1H)
COOCH, 3.76 (s, 3H) -
OCH, - 3.87 (s, 3H)




M99 9 (Fid)
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ZRIRTIN: O (ppm) (mult., J(HZ), no of proton)
29

OCH,x2 3.83, 3.88 (2s, 6H)

CH,0 5.40 (s, 2H)

CH=CHCO 7.75(d, J=15.5Hz, 1H)

CH=CHCO 7.80-7.95 (m, 1H)

CHN 9.20 (s, 1H)

2,6 8.39 (d, J = 8.6 Hz, 2H)

3,5 8.15(d, J = 8.7 Hz, 2H)

2 7.34-7.60 (m, 1H)

5 7.05(d, J = 8.4 Hz, 1H)

6 7.34-7.60 (m, 1H)

R: ArH 7.25(dd, J = 8.9, 2.4 Hz, 1H),
7.34-7.60 (m, 3H)
7.80-7.95 (m, 3H)

CH, .

CHO -

COOCH, .

OCH,
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F11979 10 "°C NMR 22404 2a-g 1iuiinlu DMSO-dj

AL O (ppm)
2a 2b 2c 2d
OCH,*2 56.1, 56.3 56.1, 56.3 56.1, 56.3 56.1, 56.3
CH,O 61.4 61.5 61.8 61.7
C=0 188.3 188.3 188.4 188.4
Ar-C 111.5, 1121, 111.5, 1121, 1114, 1121, 111.5, 1121,
115.2, 119.8, 115.1, 119.8, 115.7, 119.8, 112.4, 119.9,
120.4, 121.5, 120.4, 123.4, 120.5, 123.8, 120.4,121.3,
123.5, 124.7, 124.7,127.9, 124.7,127.9, 123.3, 124.6,
127.9, 130.0, 130.2, 130.4, 130.5, 130.8, 126.5, 127 .4,
130.8, 138.0, 130.8, 139.8, 132.3, 1381, 127.9, 130.8,
139.8, 144.8, 144.9, 145.6, 139.8, 144 .1, 131.0, 138.0,
145.6, 149.5, 149.5, 152.0, 145.7, 149.5, 139.8, 1451,
152.0, 158.4 156.3 152.0, 163.3 145.6, 149.5,
152.0, 156.6
CH, / 20.5 - 16.5
CHO - - 191.9 -
COOCH, . L - .
COOCH, - - - .

OCH, - - - -
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AL O (ppm)
2e 2f 29
OCH,*2 56.1, 56.2 56.1, 56.3 56.1, 56.3
CH,0 62.6 62.1 61.6
C=0 188.4 188.4 188.3
Ar-C 111.4, 1121, 111.5, 1121, 107.8, 111.5,
115.0, 119.8, 112.2,112.4, 112.1, 1191,
120.4, 121.4, 119.9, 120.4, 119.8, 120.4,
123.4,124.7, 123.8, 124.6, 123.6, 124.3,
127.9, 130.8, 126.9, 127.9, 124.7,127.0,
131.2, 134.0, 130.1, 130.8, 127.3,127.9,
138.0, 139.8, 138.1, 139.8, 128.0, 129.2,
144.6, 145.7, 144.3, 145.6, 129.9, 130.8,
149.5, 152.0, 148.3, 149.5, 134.7, 138.0,
157.3, 152.0, 155.0 139.9, 144.7,
145.6, 149.5,
152.0, 156.3
CH, i i i
CHO - 191.8 -
COOCH, 166.5 - -
COOCH, 52.4 . i
OCH - 56.4 -
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5.3.1 auWUS 3a-i

R 2 , 3a:R=0H; 3b:R=O0CH,
\©\ 3c:R=Cl; 3d: R=Br
5' N’N

' 3e:R=1; 3f: R=CN

39 : R=COCH, ;3h:R=NO,

3i: R= SO,NH,

a3 IR specta 184RUNWUS 3a- WUAIN19RANRURANBIME I TuA1TUTia
(C=0) wuutin ludag 1688-1730 cm’” wananiians 3a TiAnnsganauLasaamylansanda
(OH) wLLElm 71 3351 om” @3 3f liiAnnag Anaunasaay kot (CN) vt 71 2203 e’
a3 3g A3 AnAuLasIIE A TUBNA (C=0) LLEA #1726 cm” uazans 3i WiAnng
ponAuuasant Al (5=0) uuLifla 71 1163 om” wazus] NH, 7l 3311 uaz 3461 cm’

#n3ya 'H NMR spectra 14 DMSO-d, 194094 NUE 3a- LAAIAIAITIE 11 WL
AUt 3ai NA oY WTlsmeuneng tiazole (CHN) Hanmaiziily singlet Tuadas 6 8.79-9.19
ppm uaznwLdtynnulilnauanuy CH,O HanmuziElu singlet 709 & 5.32-5.39 ppm Tugdau
219999 coumarin aznuUAtyty1oulianais Anunuds 34 5 uay 6 Nansuziili doublet Tudag &
6.29-6.36 7.96-8.15 7.64-7.71 WAz 7.03-7.10 ppm ANAA U tazdrynyinildsnaununie 8
Tutag & 7.17-7.25 ppm Aryeunaulilsnauannsezlsunmn Aums 2' 3 5 uaz 6 Tugae & 6.92-
8.46 ppm Aanuziil doublet 2 Aoyt meuﬂﬂmﬂﬂy‘l,umummmgLmuﬁ' (R) 413 3a Wil
Aoynunnulismananaiy OH Jufl 6 10.01 ppm Hanauzilu singlet @19 3o wudtyayrulilanau
29443 OCH, iui 6 381 ppm Hanwnzilu singlet 413 3g wudtynynulilsseuaess] COCH,

2

AN & 2.63 ppm Hanwosztlu singlet @19 3i wudtynynihlsseuaesys] NH, 3ui 6 7.53 ppm
a o .
Nanmnili singlet

#83a “C NMR spectra 11 DMSO-d; 18481 WUf 3ari WAAIAIAII 12 WU
auwus 3a- 1Aty A FuauBeMy CH,O Iuidas & 61.9-62.3 ppm uardtyyiiAiuay
20y C=0 TNt 6 161.4-161.6 ppm Tudauaesazlsnsin dyanaaniueu Aundas &
94.9-160.8 ppm wazuananilugauaasviaunui (R) 413 3f nudtyninniuauaesis) CN U

1 6 118.5 ppm Uazans 3g wudtyrynsnFuanesiy CH, 1un & 27.3 ppm



511979 11 'H NMR 2@9a1ius 3a-i uiinlu DMSO-d,
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RIS & (ppm) (mult., J(Hz), no of proton)
3a 3b 3c
CH,O 5.32 (s, 2H) 5.33 (s, 2H) 5.36 (s, 2H)
CHN 8.79 (s, 1H) 8.85 (s, 1H) 9.01 (s, 1H)
3 6.29 6.29 6.30
(d, J=9.5Hz, 1H) (d,J=9.5Hz, 1H) (d, J=9.5Hz, 1H)
4 7.99 7.98 7.99
(d, J=9.5Hz, 1H) (d,J=9.5Hz 1H) (d, J=9.6 Hz, 1H)
5 7.64 7.64 7.68
(d, J=8.7 Hz, 1H) (d,J=87Hz 1H) (d,J=7.8Hz 1H)
6 7.03 7.04 7.05
(dd, J=2.3,86 Hz, (dd,J=2.2,8.6Hz (dd, J=2.3,8.6
1H) 1H) Hz, 1H)
8 7147 (d,J=22Hz, 717(d,J=22Hz, 7.18(d,J=2.1Hz,
1H) 1H) 1H)
2,3,5,6 6.92 713 7.68
(d, J = 8.8 Hz, 2H) (d,J=9.0Hz, 2H) (d,J=7.8Hz 2H)
7.65 7.79 7.95
(d, J = 8.8 Hz, 2H) (d,J=8.9Hz,2H) (d,J=8.8Hz 2H)
OH 10.01 (s, 1H) - -
OCH, - 3.81 (s, 3H) -
COCH, i i i

NH,
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ZRIRTIN, & (ppm) (mult., J(Hz), no of proton)
3d 3e 3f
CH,O 5.35 (s, 2H) 5.35 (s, 2H) 5.37 (s, 2H)
CHN 8.99 (s, 1H) 8.99 (s, 1H) 9.09 (s, 1H)
3 6.29 6.30 6.29
(d, J=9.5Hz, 1H) (d,J=95Hz 1H) (d, J=9.5Hz, 1H)
4 7.98 7.98 7.98
(d, J=9.5Hz, 1H) (d,J=9.8Hz 1H) (d, J=9.4Hz, 1H)
5 7.64 7.64 7.64
(d, J=8.6Hz, 1H) (d,J=8.4Hz, 1H) (d,J=8.7Hz 1H)
6 7.03 7.04 7.03
(dd,J=2.1,86Hz, (d,J=8.5Hz 1H) (dd, J=2.3,8.7
1H) Hz, 1H)
8 717 (d, J = 2.2 Hz, 7.18 (s, 1H) 717 (d,J=21
1H) Hz, 1H)
2,3,5,6 7.80 7.72 8.08
(d, J = 8.7 Hz, 2H) (d,J=7.4Hz 2H) (d,J=8.7Hz, 2H)
7.87 7.96 8.14
(d, J = 8.7 Hz, 2H) (d,J=8.1Hz 2H) (d,J=8.9Hz 2H)
OH - - -
OCH, i i i
COCH, i i i

NH
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RIS & (ppm) (mult., J(Hz), no of proton)
39 3h 3i
CH,O 5.37 (s, 2H) 5.39 (s, 2H) 5.38 (s, 2H)
CHN 9.12 (s, 1H) 9.19 (s, 1H) 9.19 (s, 1H)
3 6.30 6.31 6.30
(d, J=9.4 Hz, 1H) (d,J=95Hz 1H) (d, J=9.3Hz, 1H)
4 7.98-8.15 8.00 8.00
(m, 1H) (d,J=9.5Hz 1H) (d, J=9.3 Hz, 1H)
5 7.65 7.66 7.66
(d, J=8.2Hz, 1H) (d,J=86Hz, 1H) (d,J=8.6Hz 1H)
6 7.05 7.05 7.06
(d,J=8.0Hz, 1H) (dd, J=2.4, 8.6 Hz, (dd, J=1.5,8.6
1H) Hz, 1H)
8 7.19 (s, 1H) 719 719
(d,J=22Hz 1H) (d,J=1.5Hz 1H)
2,3,5,6 7.98-8.15 8.23 8.01
(m, 4H) (d,J=9.1Hz 2H) (d, J=8.4Hz, 2H)
8.46 8.14
(d,J=9.1Hz 2H) (d,J=8.6Hz 2H)
OH i i i
OCH, i i ;
COCH, 2.63 (s, 3H) i .

NH,

7.53 (s, 2H)
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511979 12 "°C NMR 20494 3a-i 1iufinli DMSO-d,

AL O (ppm)
3a 3b 3c

CH,O 62.1 62.3 62.1

C=0 161.6 161.6 161.5

Ar-C 102.1, 1131, 102.3, 113.2, 102.1, 113.2,
113.2, 113.4, 113.4, 115.5, 113.3, 113.4,
116.5, 122.6, 122.5,123.5, 122.4,123.7,
123.5, 129.1, 130.0, 130.5, 130.0, 130.4,
130.0, 143.2, 143.5, 144.7, 133.6, 135.8,
144.8, 155.8, 155.8, 160.0, 143.8, 144.7,
158.3, 160.8 160.7 155.8, 160.7

R

OCH, - 56.1 .

CN - - -

C=0 - - -

CH, . . -
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AL O (ppm)
3d 3e 3f
CH,O 62.0 62.0 61.9
C=0 161.5 161.5 161.4
Ar-C 102.1, 113.2, 94.9, 102.1, 102.1, 111.7,
113.4, 122.0, 113.2, 113.4, 113.2, 113.4,
122.7,123.7, 122.6, 123.6, 118.5, 121.2,
130.1, 133.3, 130.1, 136.6, 123.9, 130.1,
136.2, 143.8, 139.1, 143.8, 134.8, 139.9,
144.8, 155.8, 144.8, 155.8, 144.2, 144.8,
160.8 160.7 155.2, 160.8
R
OCH, . . i
CN - - 118.5
Cc=0 7 = -

CH,
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AL O (ppm)
39 3h 3i

CH,O 62.0 62.0 62.0

C=0 161.5 161.4 161.5

Ar-C 102.1, 113.2, 102.2, 113.3, 102.1, 113.2,
113.3, 113.4, 113.4, 121.3, 113.3, 113.4,
120.4, 123.8, 124.1,126.1, 121.0, 123.9,
130.1, 130.6, 130.1, 141.2, 123.9, 128.0,
137.0, 139.9, 144.3, 144.7, 130.1, 144.0,
144.0, 144.8, 147.3, 155.8, 144.5,144.7,
155.2, 160.7 160.7 155.8, 160.7

R

OCH, . . i

CN - - -

C=0 197.5 2 -

CH, 27.3 - i
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5.3.1 auWus 4a-j
R . 4a:R=0H; 4b:R=0CH
2 o 3
;©\N’N 4c :R=Cl; 4d : R=Br

4e:R=1; 4f : R=CN
49 : R=COCH, ; 4h: R=NO,

4i:R=SO,NH,; 4j:R=CO,H

v

a3 IR specta 1B4BUWUS 4a WUAIN1IRANARURANIBIME T FuA1TUaTia
(C=0) wuvtin ludng 1688-1722 cm’” wananTians 4a TiAnnsganauLasaamylansanda
(OH) uuEa 7 3316 om” @ns 4f A meaanduuasavslrentu (ON) uuyin 7 2238 om'
a3 4g WiFnmegeanauuasssjpiuetia (C=0) wuuiia 7 1713 cm’ a9 4i WiFmsganau
uamaydalnun g (S=0) uwuutin 7 1167 cm” UATIY NH, 71 3285 ua 3459 o’ uazans 4i
WANIANAULAsIENVEANTLANEAN (C=0) WItn 71623 cm” uax OH 7t 3442 cm’”

4838 'H NMR spectra 114 DMSO-d, 78481 WUT 4aj WARIAIAIT19 13 WL
auiis 4a Wisnpdtyannillmensesms) HC=C fiagaq & 2.45-2.56 ppm uswLdtyEIR
1lsmauangas tiazole (CHN) Hanu sty singlet Tudas & 8.88-9.28 ppm uazwudtynyn
Tismanmaany CH,0 Hansmuzilu singlet 24 & 5.35-5.55 ppm T899 coumarin Az
&rynyroulilaman Aumids 3 Fansnuziilu singlet doublet lugae & 6.17-6.20 dryryrculilsmau
AL 8 HAnEuziil doublet Tutag & 7.39-7.41 dryryrcultlamau Anumids 6 Aansouziilu
triplet lutas & 7.33-7.35 &eyayrnulismen Ausmia 5 uae 7 3ufidas 8 7.79-7.83 uaz 7.64-7.66
ANATAL drynyinultlaneusesasasTannsin Aaunie 235" uaz 6" Tutag 6 6.92-8.46 ppm &
anensziilu doublet 2 Aty Yo LLa:u@ﬂmn?ﬁummmmgme‘fi (R) @19 4a wuA Yty
Tismauaasmiy OH 3 61003 ppm Hansuzilu singlet @13 4b wudtyoyrnslilsmauansiy)
OCH, ufi 6382 ppm Hanmnuziilu singlet @13 4g wudtynynililsnanansuiy COCH, il 6
2.64 ppm AAnszLY singlet 419 4i wudtyyuldsnaunasis] NH, 37 8 7.55 ppm &
ANHOLITIN singlet

fn3ya "°C NMR spectra 114 DMSO-d, 79984 WU 4a LAAIAIAITIG 14 WL

auus 4a ATy uAnFLeuaaeUY CH,O AUt 6 62.0-63.2 ppm uazdtynyiAiuau
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20y C=0 TNt O 161.5-164.9 ppm Tudauansazlsnndn diyanaaniueu aundas &
91.8-162.1 ppm wazana Nt uduuemyunui (R) &9 4f nudtyryrounniuanaesmis CN

1 6 118.5 ppm @19 4g WUATYTYIUANTLAUABINE C=0 TuN & 197.3 ppm wardnyy

ANFLAUBEIUY CH, Tuh & 27.2 ppm uazans 4j wudtyryinianfuauandng COOH 1u7
166.8 ppm
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RN O (ppm) (mult., J(Hz), no of proton)
4a 4b 4c 4d

CH,O 5.48 (s, 2H) 5.48 (s, 2H) 5.52 (s, 2H) 5.51 (s, 2H)
CHN 8.88 (s, 1H) 8.93 (s, 1H) 9.10 (s, 1H) 9.08 (s, 1H)
3 6.18 (s, 1H) 6.17 (s,1H) 6.19 (s, 1H) 6.18 (s, 1H)
5 7.80 7.77-7.84 7.82 7.81

(d, J=7.7Hz, 1H) (m, 1H) (d, J=7.9Hz, 1H) (d, J=8.7 Hz,1H)
6 7.33 7.33 7.34 7.34

(t, J=7.5Hz, 1H) (t, J=7.7 Hz, 1H) (t, J=7.7 Hz, 1H) (t, J=7.7 Hz, 1H)
7 7.65 7.65 7.64 7.65

(t, J=7.9Hz, 1H) (t, J=7.5Hz, 1H) (t, J=8.5Hz, 1H) (t, J=8.4 Hz, 1H)
8 7.40 7.39 7.41 7.40

(d, J=8.3Hz, 1H) (d, J=8.3Hz, 1H) (d,J=8.3Hz 1H) (d,J=8.3Hz 1H)
2,3, 6.94 7.14 7.69 7.81
5', 6 (d, J = 8.7 Hz, 2H) (d, J = 8.8 Hz, 2H) (d,J=8.7Hz,2H) (d,J=8.7Hz, 2H)

7.68 7.77-7.84 7.99 7.91

(d, J = 8.6 Hz, 2H) (m, 2H) (d,J=8.8Hz,2H) (d,J=8.7Hz, 2H)
OH 10.03 (s, 1H) - - -
OCH, - 3.82 (s, 3H) - -
COCH, - - - -




A9 13 (F|)

120

RNV IN O (ppm) (mult., J(Hz), no of proton)
4e 4f 49 4h
CH,O 5.35 (s, 2H) 5.54 (s, 2H) 5.54 (s, 2H) 5.55 (s, 2H)
CHN 8.99 (s, 1H) 9.23 (s, 1H) 9.22 (s, 1H) 9.28 (s, 1H)
3 6.17 (s, 1H) 6.20 (s, 1H) 6.20 (s, 1H) 6.20 (s, 1H)
5 7.80 7.83 7.83 7.83
(d, J=8.0 Hz, 1H) (d, J=7.9Hz, 1H) (d,J=7.8Hz, 1H) (d,J=7.9Hz, 1H)
6 7.33 7.35 7.34 7.35
(t, J=7.7 Hz, 1H) (t, J=7.8Hz, 1H) (t, J=7.7 Hz, 1H) (t, J=7.8Hz, 1H)
7 7.65 7.66 7.66 7.66
(t, J=8.3Hz, 1H) (t, J=7.8Hz, 1H) (t, J=8.3Hz, 1H) (t, J=8.3Hz, 1H)
8 7.39 7.41 7.41 7.41
(d, J=8.3 Hz, 1H) (d, J=8.1Hz, 1H) (d,J=8.3Hz, 1H) (d, J=8.4 Hz, 1H)
2 ,3,, 7.75 8.12 8.12 8.26
5', 6 (d, J = 8.7 Hz, 2H) (d, J =8.8 Hz, 2H) (d,J=8.7Hz,2H) (d, J=8.3Hz, 2H)
7.97 8.20 8.18 8.47
(d, J = 8.7 Hz, 2H) (d, J = 8.8 Hz, 2H) (d,J=8.7Hz,2H) (d,J=8.2Hz, 2H)
OH - - - -
OCH, - - . -
COCH, - - 2.64 (s, 3H) -

NH,
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ZRIRYIN: O (ppm) (mult., J(Hz), no of proton)
4i 4
CH,0 5.53 (s, 2H) 5.54 (s, 2H)
CHN 9.19 (s, 1H) 9.17 (s, 1H)
3 6.19 (s, 1H) 6.20 (s, 1H)
5 7.83(d, J=7.8Hz, 1H) 7.82(d, J=7.4Hz, 1H)
6 7.34 (t, J=7.7 Hz, 1H) 7.34 (t, J=7.4Hz, 1H)
7 7.65 (t, J=8.1 Hz, 1H) 7.66 (t, J = 6.8 Hz, 1H)
8 7.40 (d, J =8.2 Hz, 1H) 7.41(d, J=8.3 Hz, 1H)
2°,3,5,6 8.09 (d, J = 8.7 Hz, 2H) 8.03 (d, J = 8.0 Hz, 2H)
8.15(d, J = 8.8 Hz, 2H) 8.17 (d, J = 7.9 Hz, 2H)
OH = -
OCH, i ]
COCH, i i
NH 7.55 (s, 2H) -
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F1979 14 "°C NMR 20994 Us 4a-j 1iufinly DMSO-d,

AL O (ppm)
4a 4b 4c 4d

CH,O 63.3 63.2 63.2 63.2

C=0 164.9 164.9 164.8 164.8

Ar-C 91.8, 115.5, 91.8, 115.4, 92.0, 115.5, 91.9, 115.5,
116.6, 116.9, 115.5, 116.9, 116.9, 122.5, 116.9, 122.1,
122.6, 123.5, 122.5, 123.5, 123.5, 123.9, 122.7,123.5,
123.8, 124.7, 123.8, 124.7, 124.7, 130.4, 123.9, 124.7,
129.1, 133.3, 130.3, 133.3, 133.3, 133.7, 133.3, 133.4,
142.4, 153.2, 142.4, 153.2, 135.8, 142.9, 136.2, 142.9,
158.4, 162.1 159.9, 162.1 153.3, 162.0 153.2,162.0

R

OCH, . 56.0 . .

CN - - - -

Cc=0 - - - -

CH, . . , -

COOH - ] . -
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AL O (ppm)
4e 4f 4g 4h

CH,O 63.2 63.2 63.2 63.2

C=0 164.8 164.8 164.8 164.8

Ar-C 91.9, 95.0, 92.0, 111.8, 92.0, 115.6, 92.0, 115.5,
115.5, 116.9, 115.5, 116.9, 116.9, 120.6, 116.9, 121.4,
122.7, 123.5, 118.5, 121.2, 123.5,124.0, 123.5,124.3,
123.8, 124.7, 123.5, 124 1, 124.6, 130.5, 124.7, 126.0,
133.4, 136.6, 124.7,133.4, 133.3, 137.2, 133.4, 141.2,
139.1, 142.9, 134.8, 139.9, 140.0, 143.1, 143.4, 147 4,
153.2, 162.1 143.3, 153.3, 153.3, 161.9 153.3, 162.0

162.0

R

OCH, : 1 . i

CN - 118.5 - -

C=0 - - 197.3 -

CH, ' - 27.2 i

COOH
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AN 14 (FiB)

ZRIIREIN 6 (ppm)
4i 4j

CH,O 63.2 63.2

C=0 164.8 164.8

Ar-C 92.0, 115.5, 91.9, 115.5,
116.9, 120.0, 116.9, 120.5,
123.5, 124 1, 123.5, 124.0,
124.7,128.0, 124.7,131.3,
133.3, 138.9, 131.6, 133.3,
143.1, 144 5, 139.9, 143.1,
153.2, 162.0 153.2, 162.0

OCH, - -

c=0 - -

COOH - 166.8




125

5.4 nsvagaugnatasniugaslszamgnyinans

n1eAnuszANBnTnua98yWUS chalcone-triazole 2a-2g AINNNINTEHUITAR
Uszaniog 400 pM H,0, Nmaudindiv 0.1-100 uM 1uaiuiu 24 d2Tus Lazmsaadn
o Y aa 1 dl v k% 1
EM9IINTIRAREVBAUTANFILTINT MTT assay WUY NAMNENTURG] 419 2b UAT 2g
Tdnaltinapnuduneresadlszan luansiaaudindu 100 uM a13dseneu 2a 2¢
2d 2e uaz 2f MIHsRI NN TadanAdRE e NTEd1ATUNNADRA (p-value < 0.05)
dl = o 1 o 1 < all v %
WanBauwsuniungumadilszamanuan adnelsfinig Naonudindu 1 uM ansilsenau
2b 2d 2e 2f uaz 2g llaunsnineRsINTTaAANere ARl AN luaniziansdsenay

2a uay 2c M lfsRINI 1A era AR NI vaE 1 NuE A1 ATYnIania (p-value < 0.05)

WalFaunauiunguagilszamnnszsusion H,0,

ADLAUDLUL

1. AR YRS coumarin-triazole (3a-i, 4a-) NMAaaUnNELasiumaslszam
gnyinane
2. paslimatiannaninanfiomasliun Tuiananania (molecular docking way

ANHANIUSTENINADIANTR IATIAT19UAZN92BNNENINTININ (Quantitative structure-

v v
o o

activity relationship, QSAR) #neanuuuluiangaiin e Hilgradudaminm
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