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CDCL, (H R R A R A FD HEF, TMS A N F5 ; LC-
MS F Agilent 1100 & 51 % AH 53 B¢ FH A 5 e % 28 & AU
R-1001- VN Jig#5 28 K AL RN AL 2845 FR A 7)) s 28

R SHB-I 2 & A AE PR K 2 2 H L 28 28 GBI A &%
AR T ) 5 72 001 AR AN AR )2 A I U 5 YA fi
JBE I e A BR 2 /1) 5 A 35 42 O T B 0 e 4wl fl 2 4

HsCO H3CO, H3CO
Haco@cm -a . HsWAQ*ml b HSCOAQ*COOCHs —£ -
HsCO H;CO HsCO
1 2 3
HaCO, HaCO, HaCO,
d N-N
H3CO CONHNH; —— H,CO CONHNHCSSK —2+ H4CO 2 o\ SH
HyCO HsCO HaCO
4 5 6
H3CO HiCO
f '}I’h‘l)~ 9, ) B R
N
—1 . HycO o Ry HsCO o s’\(:; 3_@
HiCO HsCO
7 8a-~8t
8a:R=H 8g:R=4-Cl 81:R=3-CH; 8q:R=2-NO;
8b:R=2-F 8h:R=2-Br 8m:R=4-CH; 8r:R=3-NO
8c:R=3-F 8i:R=3-Br 8n:R=2-OCHj; 85:R=4-NO;
8d:R=4-F 8j:R=4-Br 80:R=3-OCH 8tR=4-CN
8e:R=2-Cl 8k:R=2-CH; 8p:R=4-OCHj;
8:R=3-C]
B1 BRUEMHERESL

e

R a; A, FE 3 ho e 93.5%; b, HE, ~&

e, =M, 0CRI =M 5 h, W 78.5%; ¢ KAWE, FEE, [

W5 h®E 82.0%; d. bt . S ELH , LB, B 6 h, U 63.5%; e: SUERMRAKIEMW, 0°C2 h, WK 57.5%; f. WMN

B B L3 00 SR ALK, LB IR 5 h WK 64.3%; g2 BUIRE

TSR 60.8% ~74.7%

2 HEMER

2.1 3, 4,5-ZFRARXFERAGHE FRE3,4,5-
= HAEEFEF R (1) 3.4 g (20 mmoD) A 50 mL 5 JE
P B BCR AL 30 mL AL B 3 h, 28 5
o A SR L A5 0R IR A b R R 3,4, 5-=
ARFHBEA (2)4.3 g KR 93.5%,

2.2 3 AGEZVTAARTHRTEGGHNE K
3.4,5- I EFEIEHEESA (2) 4.3 g T 30 mL A
BE LUK R A 20 mL BFEEAEBR T I IMA =2
Jfie 3 mL. i noE 58, RN 5 h, 28 BRI A H AR
K 3.4.5-=HAEERH I PEE(3) 3.3 g,/ Al 80. 2~
82.5°C (SCHR!MH K 79~80°C) UL 78.5% .,

2.3 3,4, 5-ZFRARFTEM ) 94 & # 3,4.5-
= HEILIEH R EE(3) 3.3 g (15 mmol) I F 30 mL
FEEH A 80 % /K A F 3. 2 mL (45 mmol) , il #4 1]
TSN 5 h, 78 T45% P [ A 3,4, 5- = A0 R 28 F ik gk
(4) 2.8 g M5 152, 3~153. 8°C (MR {H Jy 152 ~
154°C) MK 82.0%

RN, N-Z IR TR fie 7K 0 R A, BT IR IR 4 L % TR

2.4 3.4,5-Z W K OK W BE B = ALK R 4T (S) 49 4
& ¥4, 5- = HAEEEE W BEE(4)2. 8 ¢ (12 mmoD),
B 30 mL A AALEN 0.8 ¢ (15 mmoD A 50 mL =
SR b BE RV L IR 25~30°C R IB N R Ak
1.1 g (15 mmol) , FHR M 6 h, KB . B HEE
T A L B R L R R4 A AR R R A
Yr3.4,5- = WA B R W R F s AR B (5) 2.6 g, 0&
A210.5~212. 7°C (SCER A Ry 214 ~216°C) , Wi %
63.5%.

2.5 2-3A5-(3,4.5-ZFREKRE)1.3.4- =
O H & Mgamfk 3,4,5-= & EIE P B 6
FRER B (5) 2.6 g (8 mmoD) MIABEA 5 Yo +h RV W 11 15
JEBEH R VK TR 2 b 3k SE AT A [ A g E
90 % & W 45 S A5 1 AR 2- -5-(3,4,5- = 1
AFERF)-1.3,4- MR (6) 1.2 g, M AT 186, 2~
188. 7°C (CHR™ {4 186~188°C) Y& 57.5% ,

2.6 2-BAAMAS5(3,4,5-ZFARERKE)-1,3,4-
ek (W& B EE 2-5i3-5-(3,4,5- = H A %
FKHFH-1,3,4- TME6) 1.2 g (4 mmoD A 50 mL [&

4
s
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JEE B KRN A 2B 25 mL, 3 % SR ALK I W 3
mL, B 0.6 g (5 mmol) . F i A 16 & /9 4, = I
P PE RN 5 ho A T AR A G, ok R BB DR T 5 V0 Bk 1R
SN W ARG 28K VR 2 L1 A EHRE S W)
2-HRTN LB BE-5-(3,4,5- = LR HL)-1,3.4- —mk
(7) 0.79 g MM 176.5~179.2°C UL 64.3% .

2.7 BAFAEY 2-[(1-FXA-1H-1,2,3-Z4-K) F
B ]-5-(3,4,5- = F RA K E)-1,3,4- v (Ba)®
# & bR - A E-5-(3, 4, 5- = BT AU RE R
#)-1,3,4-  ZME(7) 100.0 mg (0.3 mmol) , B & H
47.6 mg (0. 4 mmol) I A 25 mL Bl JE HEHE # , & B

DMF 15 mL MUA 55 B K & Bt 2 4 5 B 36 i 7% 44 20>
VFIN2 mLoK i J5 o o A B A& & o, g i 1%
J N BE BN 2 0 mLA& K IR 2T, 120 mLZ R
ORI AR BETRZ K2 15 mL X2 SR S FRAE I,
HIFBEZE . BEZH 20 mL X2 Fith R 1k, & IF K2,
TR R 1 [ A 22 5 W v A /b S ik TR B T A S B
fift, 20 mLX3 LFR CERAHHL, oK B BR 4N T 48 . i U8 .
w15 A A E A H ARk G Y (8a) 78. 3 mg, M A
182.5~184.7°C ,UXF 61.4% .

oA B A5 A A W 2 4 vk A R, T R O R
LC-MSHI' HNMR %48 W3 1,

x1 BNRUGHHTR B REREGHLRSEHE

WE A i
LR/ 0/C CMAHT

G R A& (CDCly)

8a 61.4 182.5~184.7 426.2 8.09 (1H, s,triazole-H),7.32~7.58 (5H,m,Ar),7.15 (2H,s,Ar-H),3.92 (3H,s,OCH3) ,
3.86 (3H,s.OCH3),3.83 (3H,s,OCH3)>4. 82 (2H,s,SCH2) .

8b 64.5 181.4~183.0 444.2 8.03 (1H,s,triazole-H),7.36~7.60 (4H,m,Ar).7.18 (2H,s.Ar-H).,4.79 (2H,s,SCH2) ,
3.91 (3H,s,0OCH3),3.85 (3H,s,0OCH3),3.83 (3H,s,OCH3)

8c 63.6 197.5~199.3 444.2 8.05 (1H,s,triazole-H) ,7. 32~7.59 (4H,m,Ar),7.14 (2H,s,Ar-H),4.75 (2H,s,SCH;) ,
3.89 (3H,s.OCH3),3.87 (3H.s,OCH3),3. 84 (3H,s,OCH3)

w
—
oo
©

8d 70.

.2~191.5 444. 1 7.98 (1H,s,triazole-H) ,7.35~7.61 (4H,m,Ar),7.15 (2H,s,Ar-H),4.83 (2H,s,SCH3) ,

3.91 (3H,s,OCH3).3.86 (3H,s,OCH3),3.82 (3H,s,OCHj3)

8e 68.2  204.8~206.

1971

460. 1 8.02 (1H,s,triazole-H) ,7. 41~7.64 (4H,m,Ar),7.08 (1H,s,Ar-H),7.06 (1H,s,Ar-H),

4.85 (2H,s.SCH2),3.90 (3H.s,OCH3),3.87 (3H,s,0OCH3),3.83 (3H,s,OCH3)
8f 72.8 190.2~192.6 460. 1 7.97 (1H,s,triazole-H) ,7.37~7.63 (4H,m,Ar),7.17 (2H,s,Ar-H),4.81 (2H,s,SCH3) ,
3.88 (6H,s,OCH3).3.83 (3H,s,OCH3)

w
Ju—
©
—_

8¢ 66.5

.1~193.4 460. 1 7.98 (1H,s,triazole-H) ,7. 40~7.65 (4H,m,Ar),7.20 (2H,s,Ar-H).,4. 77 (2H,s,SCH;) ,

3.93 (3H,s.OCH3).3.88 (3H.s,OCH3),3. 84 (3H,s,OCH3)

8h 67.4 188.2~190.7 504. 3 8.02 (1H,s,triazole-H) ,7. 37~7.56 (4H,m,Ar),7.15 (1H,s,Ar-H),7.10 (1H,s,Ar-H),
4.75 (2H,s,SCH>),3. 88 (3H,s,OCH3).3.85 (3H,s,OCH3),3. 83 (3H,s,OCHjs)

8i 68.5 193.5~195.9 504. 3 7.97 (1H,s,triazole-H) ,7. 41~7.63 (4H,m,Ar),7.17 (2H,s,Ar-H) ,4. 63 (2H,s,SCH;) ,
3.92 (3H,s.OCH3),3.89 (3H.s,OCH3),3. 83 (3H,s,OCH3)

8j 65.2 207.2~209.3 504. 2 7.97 (1H,s,triazole-H) ,7.38~7.62 (4H,m,Ar),7.20 (2H,s,Ar-H),4.79 (2H,s,SCH;) ,
3.91 (3H,s,0OCH3),3.87 (3H,s,OCH3),3.83 (3H,s,OCH3)

8k 74.0  195.3~197.

1971

440. 2 7.93 (1H,s,triazole-H) ,7. 35~7.55 (4H,m,Ar),7.16 (2H,s,Ar-H).4. 74 (2H,s,SCH;) ,

3.89 (3H,s,OCH3),3.86 (3H,s,OCH3),3. 83 (3H,s,OCH3),2.42 (3H,s,CHz)

81 64.5 202.1~203.8 440. 2 7.95 (1H,s,triazole-H) ,7. 36 ~7.57 (4H,m,Ar),7.18 (2H,s,Ar-H),4. 75 (2H,s,SCH3) ,
3.91 (3H,s,0OCH3),3. 86 (3H,s,OCH3),3.83 (3H,s,OCH3),2.44 (3H,s,CHz3)

8m 69.4 205.2~207.7 440. 2 7.98 (1H,s,triazole-H) ,7.39~7.57 (4H,m,Ar),7.17 (2H,s,Ar-H) ,4. 73 (2H,s,SCH;) ,
3.87 (6H,s.OCH3).3.83 (3H,s,OCH3),2.51 (3H,s,CH3)

8n 71.5 191.3~193.1 456. 2 8.02 (1H,s,triazole-H) ,7.40~7.59 (4H,m,Ar),7.20 (2H,s,Ar-H),4.77 (2H,s,SCH3) ,
3.90 (3H,s,0OCH3),3.86 (3H,s,OCH3),3.83 (6H,s,OCH3)

8o 68. 5

w
Ju—
-3
—

. 5~173.4 456. 2 7.96 (1H,s,triazole-H),7.42~7.58 (4H,m,Ar),7.18 (2H,s,Ar-H).4. 80 (2H,s,SCH;) ,

3.91 (3H,s.OCH3).3.87 (3H.s,OCH3),3. 83 (6H,s,OCH3)
8p 60.8 186.7~188.6 456. 1 7.98 (1H,s,triazole-H),7.39~7.60 (4H,m,Ar),7.18 (2H,s,Ar-H),4.75 (2H,s,SCH;) ,
3.89 (3H,s,OCH3).3.86 (3H,s,OCHj3),3.83 (6H,s,OCH3)

w
—_
oo
3

8q 62. ¢

.5~189.1 471.1 8.01 (1H,s,triazole-H) ,7.38~7.67 (4H,m,Ar),7.21 (2H,s,Ar-H),4.86 (2H,s,SCH;),

3.89 (3H,s.OCH3).3.86 (3H.s,OCH3),3.83 (3H,s,OCH3)

8r 66.3 198.2~200.1 471.2 8.04 (1H,s,triazole-H),7.35~7.65 (4H,m,Ar),7.18 (2H,s,Ar-H),4. 85 (2H,s,SCH3) ,
3.89 (6H,s,OCHj3),3.87 (3H,s,0OCH3),3. 84 (3H,s,OCHj3)

8s 61.8 205.4~207.8 471.1 7.99 (1H,s,triazole-H) ,7.37~7.64 (4H,m,Ar),7.20 (2H,s,Ar-H).4. 88 (2H,s,SCH;) ,
3.91 (6H,s.OCH3).3.86 (3H.s,OCH3),3.83 (3H,s,OCH3)

8t 74.7 196.6~198.2 451.1 8.02 (1H,s,triazole-H) ,7. 38~7.62 (4H,m,Ar),7.17 (1H,s,Ar-H),7.14 (1H,s,Ar-H),
4.86 (2H,s,SCH;),3.89 (3H,s,OCH;),3.87 (3H,s,OCH3),3.84 (3H,s,OCH3)
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W FEBE R 2013 4F 10 A LA 34 &

2.8 HAWEWREE AL 6 B W E K
O LT B RIS B Ak L HR 2 Rl ATCC B e Rk
iy 4 MO RER, 6 FhE B4 58 A &KW (Candi-

da albicans , ATCC76615) . #7 = B BRK B ( Cryptococcus

neo formans , ATCC32609) \ ¥l ¥R B (Candida trop-
icalis) IV & BR W (Candida parapsilosis) 46 E
5§ & ( Trichophyton rubrum) .58 AR 22 2 (Candi-

da krusei) , ATCC FrifERE RN R IR i 1L AR K25 & =
Bt S 4L L I PR R 43 500 R A AS TR B & I R FE A, JF 22 25
SRR AR S, X BE 2 e B oty B s | R RRE e R T
JE SR T 3 I ] 2RI R 5 30 % AR 1E 2 Bt 4% (NCCLS)
A7 1 b A A B L T BURR M S T kT AR SR T
VRS M LU E AR AL A 4 30 ) T E DB 80 %60 AR K vk I
(MICOE R I 2 ni . A5R LR 2,

* 2 HEREUEWHEIMEREELMIC ]
cp/(nmol » mLL™1)
ey’ SR B A B Bk T Pl BTk TSP T AR R EARUEEY 3] AR 22 b
8a 0. 29 1.17 1.17 0.59 18.77 4.70
8b 1.13 2.25 41,51 2.25 4.51 4.51
8¢ 1.12 9.03 4.51 1.12 4.51 0.56
8d 2.26 4.51 4.51 4.51 4.51 4.51
8e 0.27 4.36 17.43 0.54 4.36 4.36
8f 1.09 4.36 4. 36 1.09 0. 54 0. 54
8g 1.09 1.09 2.18 1.09 4. 36 1.09
8h 1.99 1.00 3.98 3.98 3.98 7.95
8i 0.50 7.95 7.95 7.95 0.50 15. 90
8j 1. 00 15. 90 7.95 1.99 1.00 7.95
8k 0.28 0.28 4.55 1.14 9.10 0.57
8l 0. 28 1.14 2.27 2.27 4.55 4.55
8$m 0. 14 0.28 2.27 2.27 1.14 2.27
8n 0.27 0.27 2.20 1.10 0.27 1.10
80 0. 14 0.27 8.79 2.20 4.40 2.20
8p 0.27 1.10 4. 40 0.27 4,40 4,40
8q 2.13 8.51 17.02 8.51 8.51 8.51
8r 8.51 4.26 34.04 8.51 1.06 8.51
8s 17.02 4.26 68.08 8.51 8.51 4.26
8t 2.22 8. 89 35.56 35.56 8. 88 4. 44
P i o e 0.09 0.18 0.18 0.71 0.18 0.18
SRR W 0.41 0.41 1.64 3.27 0.82 0.82
i) 5 v 0.47 0.47 0.47 0.94 1.88 1.88
TR PEGE SR T AR AR B LU RO R . 2- R R LA

B A A S Bt LT I M R 4 SR R L BT S s E
B AL G % BT D00 B Ak 38 B A — E AR S T TR
Hrb b5 %) 8m. 8o X 1 €4 & 2k I 19 MIC,, fH ¥ 0. 14
nmol/mL , £ Ay 55 i sl [ B W 1 3 4% 5 10 Ak & 4 8a.
8e.8k .81 .8n I 8p X [ € & B B Y 410 ] 375 4 o A R
J5¥E 1 B ) e 58 5 AE 45 40 8k, 8m . 8n. 8o X T AL B EK T
B MIC,, {4 0. 27 ~0. 28 nmol/mL., iif 5 W& A% T 1+ iih
FEME (MICy, 0. 18 nmol/mL) ;fb & ¥ 8p X ¥ F 1 & Bk
T B A H IS 2 (MIC,, 0. 27 nmol/mL) % X 18 24 4 i i
AR G BRIk s D 5 s S 5 LT K B 8q~ 8t Y T M L
HAbAL GG T2 . 0 B bR L& 9 0 45 0 5 30 BT

B W FL 7 IO, R T R R RUEE L R R T
BYEER R R, T 207 AR bR BN SR AT, JE
e O, PR Y SRR U R T A S i
PEAG B @, AT RE R L T AU R 0 T ORI T s
HE AT SHEME S, b THhaYEE
AR EIRA B ROE R A R T — P L
4 FEEHR

JIr A A 3 P WA SO AT AT ) 2 o o
(5 % X k]
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