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2. gL
BAAFFEE AT BB azide 5 472 - 1a-c (Schemel)» & =
S A B F I EEENE R [8] RFEWEBE R FRFRERF

HrEd$ & 048 2 & (Scheme 1) - * 4F azide #72 $~ 1a-c &7 §£ T

R R
HoN 1. 1.2M HCl(aq), NaNO,(aq), 0°C, 30min N3

2. NaNj, r.t., 1hr
0 -0

R =H, F, OMe R =H, F, OMe

Scheme 1 ~ Phenzyl azide #7 4 # 1a-c %l &

1,2,3-triazole #& i* é7 & = 41 * click 5 J& [9] - & #- Pterostilbene &
propargyl bromide i 7 B~ F fi > A5 2 v & fde B OoMF § AR 2
Pterostilbene 472 4= &2 it & $»1a-c % & > 1 * sodium ascorbate ~ CuSO4-5H20

ehig %32 (7 click # & (Scheme 2)° F = 215 > 12 EA/EtOH £ & % »

-

F3p & &4 CNU001-00S -

OH O o
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MeO N ‘ N weo O x
O K,COg3, acetone
OMe OMe

Pterostilbene CNUO002
(CNUo0o01)
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compound 1a-c MeO N
Sodium ascorbate, copper sulfer O
t-butanol/H20, rt. 8h
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Scheme 2 ~ #74 3 CNU001~005:% #
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AF gl s £ 20 CNU002-005 5 & % d A pRsy & eI g
#2 CN11411+ 3+ F & F4pFBd 2™k » % MIC ~ MBC £ Clotrimazole ~
Tazobactam % JL % % Fj & #4814 § i< > B CNU002-005+ i 5 L 1 & fo e

~ HFE A S HEEN 0 U S RERTER S
IFETE RPN
. CNU002z ® &% =22 BHh
(E)-1,3-Dimethoxy-5-[4-(prop-2-yn-1-yloxy)styryl]benzene (CNU002)
#- pterostilbene (5.00 mmol) £ g% f% 47 (25.0 mmol) > #r » 20 mL 5
ik P #3104 48 > £ 4r > propargyl bromide 80 wt.% in toluene (6.72
mmol) » FRIFFE 24 | F (L TLC Z R F B2is » LM RRE
ﬂrﬁ%}wz,.]:g frdbic > £ 0202 % "% (40mL3) 2 REP~> e b7 8Kk
[ERREE 4 P s R 2 “,f Ko BRFUFBE R ASR PHRR G R
ZFETR =11 (AFN2%) FiFFo § AW &5 - [Rf=0.85
(DCM)] » '"H NMR (400 Hz, DMSO-ds) § 7.56-7.54 (m, 2H, Ar-H),
7.23 (d, 1H, J = 16 Hz, CH.CHy), 7.05 (d, 1H, J = 16 Hz, CH.CHy),
7.01-6.99 (m, 2H, Ar H), 6.75 (d, 2H, J = 2.4 Hz, Ar-H), 6.40—6.39 (m,
1H, Ar-H), 4.83 (d, 2H, J = 2.4 Hz, CH>), 3.78 (s, 6H, OCH3), 3.60 (s,
1H, CCH) -
II. CNUO003z @& =22 Bk
Methyl (E)-4-{4-[(4-(3,5-dimethoxystyryl)phenoxy)methyl}-1/-1,2,3-
triazol 1-yl} benzoate (CNU003)

#-iv & F CNU002 (0.29 g > 1.00 mmol) ¥ & = d12_ i & $1a (0.20



I1I.

g 1.20 mmol)4 ;3 *>* 8 mL fert-butanol # » 4 10 4 45 o -
sodium ascorbate (0.10 g » 0.50 mmol) ¥2 copper sulfate pentahydrate
(0.13 g > 0.50 mmol) 4 B3> ImL ek {8 > 4o » F s fie ¥ e tert-
butanoli3 % ® » FEEES | B (L TLCE R]) - & B = {8 L B-rert-
butanol 1/ Rk Hptedwic o £ 1 & U= (40mL3) 2 ok B g
3k s 7J</Eﬁﬁfii‘i=“,4r? Ko HEFe T g/ iR RE
FRLES > TED G ¢ FWL L CNU03 (A F 82%) - [Rf =
0.19 (MeOH : DCM =1 : 20)] - 'H NMR (400 Hz, DMSO-ds) & 9.08
(s, 1H, triazole-H), 8.16-8.13 (m, 2H, Ar-H), 8.07-8.05 (m, 2H, Ar-H),
7.58-7.56 (m, 2H, Ar-H), 7.23 (d, 1H, J=16.4 Hz, CH.CHy), 7.12-7.10
(m, 2H, Ar-H), 7.05 (d, 1H, J = 16.4 Hz, CH.CHy), 6.75 (d, 2H, J =2
Hz, Ar-H), 6.40-6.39 (m, 1H, Ar-H), 5.29 (s, 2H, CH>), 3.78 (s, 6H,
OCH3) °

CNU004z. @ &% = 22 B

Methyl (E)-4-{4-[(4-(3,5-dimethoxystyryl)phenoxy)methyl]-1H-1,2,3-
triazol 1-yl}-3-fluorobenzoate (CNU004)

#-iv & CNUO002 (1.00 mmol) 22 & = d12_i* & $=1b (1.20 mmol) £
7% %% 8 mL fert-butanol » - ##- 10 4 48 - #- sodium ascorbate (0.50
mmol) ¥ copper sulfate pentahydrate (0.50 mmol) 4 %]/% ** ImL -k

ig 0 4~ ik

-~

fie ¥ e tert-butanol 73 & P o % F 8 ] (01 TLC

TR o F B R {8 R - tert-butanol 1 g Rk fﬂ%"ﬁﬁﬁ TS PN T



IV.

% (A0mL3) 2 R E B~ Tl A (S0 ERALpLAE ",45 Ko mF N

Cce /e AR REFE BH 0 TEIG J FHE S
CNUO004 (A & 86%) o [Rf = 0.21 (MeOH : DCM = 1 :20)] - 'H
NMR (400 Hz, DMSO-ds) 6 8.84 (d, 1H, J = 2.1 Hz, triazole-H), 8.11—
8.00 (m, 3H, Ar-H), 7.56 (d, 2H, J=8.7 Hz, Ar-H), 7.22 (d, l1H, J=16.4
Hz, CHiCHy), 7.10 (d, 2H, J = 8.7 Hz, Ar-H), 7.05 (d, 1H, J = 16.4 Hz,
CHaCHy), 6.74 (d, 2H, J=2.1 Hz, Ar-H), 6.39-6.38 (m, 1H, Ar-H), 5.30
(s, 2H, CH), 3.92 (s, 3H, COOCH3), 3.77 (s, 6H, OCH3) °

CNUO0052. ® &% = 2 &2 B

Methyl (E)-4-{4-[(4-(3,5-dimethoxystyryl)phenoxy)methyl]-1H-1,2,3-
triazol 1-yl}-3-methoxybenzoate (CNU00S)

#-iv & 4 CNU002 (1.00 mmol) £ & = J12_it & $~1¢ (1.20 mmol) £
7% 3% 8 mL fert-butanol * - #4- 10 4 45 o #- sodium ascorbate (0.50
mmol) ¥ copper sulfate pentahydrate (0.50 mmol) 4 %]/% ** ImL -k
{6 4~ Fikfe § ehtert-butanol 3 R ¢ 0 3RS BF (12 TLC
E Rl e F 5%t A ¥ rert-butanol MR R kSE ML 0 £ 0 & 7

% (40mL3) % R EB e B K &R RE RS K B F
v i /e BRI RREFLRES > TEI F AL LS
CNUO005 (& ¥ 78%) ° [Rf = 0.20 (MeOH : DCM = 1:20)] - 'H
NMR (400 Hz, DMSO-ds) 6 8.72 (s, 1H, triazole-H), 7.87-7.89 (m, 1H,
Ar-H), 7.74-7.78 (m, 2H, Ar-H), 7.56 (d, 2H, J = 8.7 Hz, Ar-H), 7.22 (d,

1H, J = 16.4 Hz, CH,CHy), 7.10 (d, 2H, J = 8.7 Hz, Ar-H), 7.04 (d, 1H,



2.

J=16.4 Hz, CH,CHp), 6.74 (d, 2H, J = 2.1 Hz, Ar-H), 6.39-6.38 (m,
1H, Ar-H), 5.27 (s, 2H, CH,), 3.96 (s, 3H, OCHz), 3.92 (s, 3H,
COOCHs3), 3.77 (s, 6H, OCHs)
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