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L AR (S RAEE 7 RN ¢ SN R P2 El < K M/ S
ML ORJFBRME, DML LR, M I S D vt
TERCE B 254, A 85 A0 & W) IR AR ) 3 1 T
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YW FIT R AR —. VAP R Y, =
MR AL S R TS AT, R IR
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A T AR 2 A R, B0 E R A OR 1
s e AREEE . AR RN ZATE . 240
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YR K EOROT A B AT AE I 98 ) M. 251 L,
AIH G AHCITAR, 258NN T SO R 48
HERE T = MR A S AR o 25 AR BEAS PR 24 UK I
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WFFUGRN . IR B 2 ARz —. =M Hi Bt
W BT RERIERNEL R, 2 H AP
W 29T R I 230, R IR BRI Ak, 124 B
HARZE =M PUEC B 25 3 1 T I IR, 75 B0 K G 1
I PR EEAEH . (HREE LS = M2 PR
IR AT, T 24 BRI R ™ L, 5 B T R A
ToE RN, o5 NRME R ok T ™ 5 . Pk,
YT EIF R S UL 2. 1) LAER, B
SR HUELE ISR I R, AR AN T
Tz X BT RIS BT B B 24 R AT 45 W 18 T 0
I, H R R W I Bt 29 e, A1 o
XA Z A AT B0, TR R H B 1) P SR T 24
TRIFR G MR A, S =S
T 255 A &5 A5« AT 45 R — b B ) BB 4y 1 2 )
WEoE, B RIUHTNE AW, AP 29T
FO5TF R IFRERTIE B, DL T i pe H ™ 5 (i 24
P i) 7.

2.1 XFBUA MR R YRR A S0E
AL SN = S L RIS L RTF IR e 48 L
T Z G PEN > 710 R R R AR T AR,

n wk w2 25 ) Kk BE M (Miconazole) « b A M
(Clotrimazole) « @i % M (Econazole) « i F& M

(Ketoconazole) 2 F1 = M 25 245 4y 40 % R WM
(Fluconazole) . f# [iif 5 M (Itraconazole) « R 7. & M
(Voriconazole) LA f% 71 ¥ 5 M (Posaconazole ) 25 #l A& I
IR)Z AL — 2R G i 2. R MR 25 ) 4r
Il KA A AN AT AR T, AH 3R 25 ) 2 B Bk
B2 AR, WPtE A i 5Pk, BEEER . A
FTL A — YA AR R AE, FROB LI 1% L ks
ICHE L 4525 7 2 R YU B 259 — B 1% AUt
SO ZEUR L, AT T L — N A P
AT RS S 0, b6 g R M ) 48 o
O RIS

211 X gEUEE s A8 U R

TR 5 — AR S T A SR E iR T 4
B VE FCTR IR G 1 1 0k = MR 2 W, R IR AU
EAY). RO E 9, TR, B R
WS PRI EE s B A A R A I 2iK3h
DK (SR e 3 e 7 S e R P2 O I N T )
BRAN T VDL, O R 1 AR 1 €0 2 2R b 2 3
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TRITRCRANI . DU, N2 J0RE MK PR 2,
25 275 U2 PR, DRI 0T S50 R A 1 3E — 2P A 9 2% 2
M. CIF K T8 2 B AT BP0 0 1 1) 9605 e 2k
L4, R B M (Ravuconazole) « [ [ B Mk
(Albaconazole) LA K & 74 i Mk (Isavuconazole) 2 1 121,
P AT LA R R MR Y, EEETPEU T =
DI — SRR 2T, s E AR R, 2 —
SO BRI IT R T PR B R M ) A B R
FE, 0o M REAT O, S AT I e Rl S LR
FEBIEWE 14025 HEEAL B 75 PR A7 S04 A AT AW,
SRR A B TR A R MR LA A ),
JHER I e Ll gt 5 Ml BT A7 A0 34 R0 &5 A e L R 2440

2111 G E 2GRS

S W I 2 2 BT S A ORI T 8 A S IR R
—, BRGNS T

(1) K e HE M Y2 LS AL R 2 MRS AT 25, H MAE
TR E R ek, AR, o 259
AR, oI, $E A, PR an e i
M, st

X R A (10 e 5 TR AT R A B A 45 38 1 1 24 T
FFE M (1a, Fosfluconazole) 048 T 2003 4 17, M4
JRRE WA P 8 T R K HE B T 9505 PR T 28 15 24 IR AN
AT ERREE SRR 20 AT T 2 R, AR
B HEAT 7 R EIIWEIT. 76 H0FE M R 32 5L 51 N IR 7
B Ly R OB A5 3R A T S R MR 2R A A 1 UK
AL REL, LRI BEAF A S M RS . IR
B2tk &4 1b X SRR 1 X 22 ih 5 W
ATCC16404 TFIHTECRTEPE 73 5 A2 U Mer) 36 f5 A1 3
£, MRFRBEATAEDY) 1d U AR ATCCI14055 1)
RE T TRUREME ) 4 £3%, o) B i 25 B O ks Mt it T
SERE . AT T A AR W SRR R IR S A A o R R
PUITR 2P 4L T A5 2.

(2) FIH G R = IR N R P B 2 3 8
&Y, IR EEE, SR BRI, e &
TRk,

HARE A 2 AR, BARIIKENE, Wik
TR, GG K. R R AR i 2
B 5 TN SR M (1) 5 AL R B T 5 1T — 2R 47 R e
2, T XA =R AL RS 1) 2 58 B A AR AR KRR 2 Hh
BT MRAE DK, 52577 N R
UE Ak T-0E 1) 2 R B R 1, S T AV, A H AR T



RERFE: (0 2011 4F H41 % FHoW

1a, R = PO3H, Fosfluconazole

1b, R= PO(OCH3)O(CH,)1,CH;

1¢, R = PO(OCH3)O(CH,)gCH=CH,
1d, R = COCH(Br)(CH,)sCH3

F

LR R B A, DU R R B TOUR I,
R IR R 1 A AL B ) MR AL & W AT S 08
PR B PEN Y, HEMEMES IR SN, R TR
A AR ], G5 7 K E, A R it
WEYIETE. BT 2 Rtk . 95 ke g e
W) = IR T AL, 19BN RIS L )
UGB PR R P AT . = MRER 2RV A U 1
SRS 3a RILGRIPTE R BES), HIABREEN 3 4
B I3 I U R R R i e, T R T GRURRE . IR SRR
FEMEEH A S P HATE P RESOT R KA.

2.1.1.2 5 =R R R S D4

WEFTRM, FREME Iy K = IR . ARk LA
T2 R et R WA A A TR T 200 1 T 2 R A
Fr B, T ANBE W] DL S R A T I KA A
M & men AELARE HIAIVE A AR ) A5 1Y 5k 24 15
B VRO S S RE Ty, B DR m I PR
PR S PENO L BRI, A 0 T S T
1.

BRI, AR5 S BRI S &
RE i, O7 Ph AR D Wl 7 i AT R TR
WRE I, HATIXZE N-Bedb B 1) 73 7 HU B0 g
PERF. WA BRI N AL 43k I RN
e NI NENGE =5 5873 72 S0 ETRS W 0P i VA
RAAT AR S A AT T AR, G o) 1 5 B R
gifrfeds, Mimfemi S WPTEHEETE. L&Y 4a
SHU TR AR, W SRR IR R
TR Je 45 22 T 0 TR PR T A0SR B T JR B A 1 e M A
¢ LE 2% 55 (Terbinafine), J& 2 3 41 H /L 1 B

F

R R
(CHy), ! F_
i ®N=| /~No 280
N 282 & N N, 2
NI
e,
s r=ABN N
F e
o

3b, R=CHyPh
3¢, R = (CH,),CH;

(Microsporum gypseum)~ *% {6 &8 W& (Trichophyton
violaceum) =FFEI/NHLT- B (Microsporum lanosum)
Z5iH 8% 18 (Trichophyton mentagrophytes) 234k i Ji
W (Epidermophyton floccosum) %5 % Pl [z ik B 1 (1)
MICg fH/N T~ 0.0625 pg/mL"™, B LEIR T J bk 2
R G 7 1 R A LR D, H AT IE AR BEAT KU B
PR 7,

&Y ab~d XA O BRE . BT AR K
(Cryptococcus neoformans)= 25 i T &1 A AR S 4001 7
JH A8 T G R SE I IR 259, MICyo fELAE 0.0039~16
pg/mL 2 [), JEHIE AT 008 B 035 1 i e
128 /% (MIC = 0.0039 pg/mL)!"® parig et R? b K
BEpodk, WA ARIEMIG N, BUEE R R, 1
G de PUIA R ERE I MIC {E /N T 5 M i
P AR 7 R A2,

UEAh, IR EREURIE R ML, FIE. =R
RS IR L RS, TS CYPS1 I 20 R R ik Ak
S378 KAEFEAF ], BRI HTHE L. LE) 4f
X A S ER T CA98001 1) MICg, {4 0.00037 pg/mL,
PO TR 280 S T T 0 P R gl e s 2 SR R
WE . WRHE I ERIUAR, UL BRI T ok 5 2.

Wk 1 A A2 25 )AL 7 I 5 b s T ) — SR R 34,
FELH) 53 1 T 51N WRIGE IR AT A 24000 1540 & P i 2L
M, S 2 25 AR BN T A R, IR 2 A IR g
PRI A P 22 I H T 50 B0 B R S R O )
FHWR R ERE A (1) — R AT AE D) W R 1 P A
M, ke 5 2B PR, X BB ERE
ATCC76615 FiREERE ATCC32609. A & ER R
(Candida tropicalis). T T & ER W (Candida

OH R , /=\ 4a X=F, R'=CH, RZ=CH,  R®=4 iodiconazole
'71—N N-R*\ ,/ 4b, X=F, R'=CH(CHs), R2=CH,, R® = 4-Br
N X I, 4c, X=F, R!=(CH,);CH;, R2=CH,, R® = 4-CH,CH,
R 4d, X=F, R'=(CH,);CH;, R?=CH,, R®=2,4-2Cl
4e, X=F, R'=CH,, R? = (CH,);0, R®=4-H
X 4f, X =Cl, R'=CH;, R2=CH,, R3=CN
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parapsilosis)~ 2Lt E ¥t & (Trichophyton rubrum). =
BRI TF . BEEH O E (Fonsecaea compacta)
DL KA 35 B (Aspergillus fumigatus)=5 8 Fh B 1 A0
il 7 5l A 224 7,3 R IR R R G M
FKAAYMEFFHE— 2P 5E.
OH
N F A~

N
F

PRk, BRI 1,2,3-=
WAL SR ST H 23 ER. AE H AR T EIA
1,2,3- = MR RENS CSG8 JsAT 29000 T IV e 2y
ReF RSN e, BTl Uit . A A
Al - HERUHIELARE 52w b 5 M0 K VR T AR S5 4
F L I ERS 22 1,2,3- = PR PR A 0 R e o (1 —

A 1L2,4- =MW B RTAEY B 1 BRI IT A% ).

EY 6a~d F AP GE [ IF HuH0 ] 2R
SC5314 1 Y0109 FL.Wi& KR (Candida kefyr)55 EL B
MAEK. Kot & A B E&%E SC5314 A
Y0109 WML T UReme . AR A 22 200, I
AL 6a PUFLIP TR B (1) P2 SR (1) 256 5.
A1) 6b Fl 6¢ X [ ELR BRI Y0109 IR IS M A2 5
FEMEIR 128 fi5. 1b54 6d % 1€ 2 ER B SCS5314 [H141)
TGt U IR 1) 128 1510, (ELIX SB b A AR il
B T IR AR I AN AL
OH R —
_ N )
6a, R" = cyclopropyl, R? = 4-NO,
6b, R'= CH(CH,),, R?=4-NO,

F 8¢, R' = CH(CH,),, R?=H
6d, R'= CH(CH,),, R2=2,6-2Cl

Ak, 1,2,3- =R EAT KB EBURIL 59 7
e R E TNENT PR N G & NN N I TEIU]
BRI A1 &R B ATCC22019 (A3 #E 5 1 5
FRME, PIPEFE R B NI M. FALEY) 7 LARIE R
50 mg/kg X/ B EIRGS 24, 9 KGRI 1 €0 & BR R
NI 2 IR E 97 %. NHyHFRHCA 1) = AT 2E 1) 8 X
FURSERE . HT L BRER A o A - 22 TR (Sporothrix
schenckii) LA ST~ & BR B ATCC22019 F1E VAR,
10 T SRR M RN 1 7 75 2% B.

TE 8 PN B 57 | N AN (] (1) 05 7 BOCAR S AR T 4
A G VDI DU R 2, H R B K 2§ 3L
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CH, Gt
£ . CH,

HO HO

IKEEVERRTS, T PR ST (i A . F 5 e A,
TEMEES I NI BIE . AL BRI 2 K E IAR
FE A ] A Sk A M K, AT 3y LT LA
TEPE LG 9a DU ERE . TN SR A
O BRI PR R AR, AR JLARER AL T TN K T
IRILIS, SRIMATZEY) 9b XF 3 R & Bk 10 H Ak
JIE FFEMER) 100~1000 1. HHIE AL, ZKE 5L ]
5 INAT )T B A A 4 P b v v

OH
e PO~
£
N F N
| R
=

F

9a, R = m-Cl
9b, R = p-COOH

2.1.1.3  FEE w2

X 5 S SR AR A (1 T 9 2 AN A R 00 3
BRI A0 AN 0E, TF A S A 2 SR M SR ALLI)
SR B Y BB I T TT 12— TR, BATIETL
AN 3 T3 FEBETE T 2 B () SRR B (1)
PR FEAT D A2 40 v S5 R A SRR I 1) AU
L RREALE, EEEAT DO el B, thn] DU 32
T MR T 1 Z i R LR AL S W K e, &
PR WL S T H5ERECAL, ARS8 T 1
SRORRIVE SR PEVE, NI B w AR Y ) A
(7 [ R L AR U M ) 2,4- — 3Rk, R AR AT
LS 55 24 200 [ I 8 P DA i 422 vy 245 1K) W WS AT e 7 T
[E, BGEs I EAMEBT. BRAM R LRI HAT S 4
fZdE, AR T HAR T E AR, e s
FAEYE; (3) Ko UML) 7 1K) — IR AR 2
(1) (10 S0 P P I 2 AR . 3 4 10 ) LA
Or IR, IS w7 7 49 % PR R 45 5 RE D
FTLLE 3 U5 2% 18, BETE B AR Y e R SR B
Yy 10a~414 o I 6 1 h R I 4 DA R A i BB



RERFE: (0 2011 4F H41 % FHoW

G PE, A Y 10b DL S I SRR Sh AN IR £k bt
HESERE ATCC76615 HIVEYEE BRI 2 £5, XL
=M 10D (1) £8P R R AH T A 0T A B B D B ) 5
TR M, WAL AR, JRIR X AR B e 2
TG VE S, AR IR B RN R AR DRl UK v 1 3 i L T L
TR e B . FH DK P B R K M e — e BT
BT PR ] BRI, B = MR ER AL A Y B BT
PRI B ETMER. Seoh, (L& 10f e
P SR R R IAR, P R BR RS AT R, (H
55 F M 25 10F FP AN = A AR T EUR,
LI fE )t 5 S e A 24501,

N N=\ 10a,R'=F, R2=H, R®=F

/K\/NVN 10b,R'=CI,R2=H, R3=ClI
R N-N  10c,R'=H, RZ=Cl,R®=Cl
() 10d,R'=ClLR?=H, R®=H

N

10e,R'=H, R?=CI,R®=H

2
R 10f,R'=H, R2=H,R®*=Cl

R3

2.1.2 O HA R BT 25 AR IR A SGE

oF Gt B M 1) 48 R AE T A T A N PR AT 1R R,
—Ee Y O B WO TSN O LAt e
FUH 2T S5 R e, v A L KM il
e YTV

L A g S T L B 2 ) B L T I R 1R 24
Wz —, fERAMOT R Bede . BAmE R . . E
FUPA S BRBR B R B 1 i A5 SRR L e 3 A RK
FRATTFH = e R AR 5 B M Hp R DK PR IR, DL R B I
AR AT MR ORI A T A — s 2 e
FEMAACT, R LR R P E b,
RIA b AR AL A 11 R 12 R0 B i () Pl
WAE T, AU B BBk A %, 6T A it 2 0t B A
B PSR, IEAERANTT RIS,

DK P I T A L I K M SR L LT 2,
IR AR IR R K R, T 2,4- RN R
P 2,4- " EIRSAA B =m0 1388 5
TR VRRIR it o I HE SR I ROR, Horb 13a 4t
F 10,2 BR T 1) MICso A1 MICgo {43 59 4 /N 0.25 71 8

CIF T
N\ /

F
o

7N 133, R=4-c
N. N 13b, R=34-2CI

pg/mL. &4 13b Bt S BRTE IS DL T 903 e,
$L MICs F MICgo 3/ T~ 0.25 pg/mL. #f W, H =
Mg A AR IR P A AN AN 42 75 T DL TR RE b 40 5 T Pt
FLR U

THVD FE e e oty R mae 1) e SR AR P, A AT
FLIA 2 Eo Al e e BE 47 I8 %, Meerpoel F1 Odds 2557
G T PUECE 2570 A 8 M (Saperconazole) 1) 2 FEAR 1
P 14, RSN TG T s iz A Y S ER R B
BRTA 08 B DL A B IR L B A AR E L 34
PR HEAT IR0 i 27 R B S B R A AR IS
PESE T R B AR, %A G0 (o S R TR R A th 2
P22 A S B AR ) R FE (ICs0) R 0.06~
1.1 pg/mL, VEVERS G TV e A7 it g .

s
N J—N_ Me

N-—") g

F
N\/*N
YD
=
OR! ‘ © PN |2/
E R

15a,Z=S, n=2,R'=H, R%=2-F, 4-CN
15b,Z=S, n=2,R'=HPO;Na, R?=2-F, 4-CN
15¢c,Z=CHy, n=2,R"'=H, R2 = 4-CF,
15d,2=S, n=0,R'=H, R2= 4-CONHPh-p-CN

=ML A (15a, CS-758) B A m Ak DL E T g
T3, ER R B AT PR P 5 T ORURE e, gt e
PR B B2, YR RERE A i a R
UF T80 AH CS-758 K PE 22, ANRERRIKE ST, H It
il B 2K i 24 T A R AL A R W R O,
PRI 25 15b 7E/K M AR KT 30 mg/mL, 734
e A, 1N RARFI /N R P g 4 ol CS-758,
INEARN AR E N 53%. HARW S A& Bk
PRI B TR0 gt 5 o TR G AT AR G (9T R, P A g
T CS-758". %Ak A R AT BT TR ROR K 2y
ARBI) I 27 AT R T R B A v S R B SR 2

BEAb, ) CS-758 MIEEREAT 45 i i A3 B AT A4
YA R PTEC I TE. R E = R IR K
MUY 1S BT B G PR . PUELRIG) T, X2
Tl o B AR 1 5 B ) A0 1 B ) i T R e R A7 it
e, KRG RRM, RN BRI, Z 4
V. PP I B R A OB S I NS R B L T
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e L R I 5 5 W VL 1 R DA I A 280 098 A R
AT, ABLREFE B AL & 4 15d 6 2 BRI A1 it 25
PRI Je PR A0 3% P i T R e Rl M LD K CS-
7581l TR R R A (R AR AR A AL A5 M i R T
FH G, R TR G WAERR IR T A RUE T
FECEYA R EEARR L ] I, s
MBEK) CS-758 RIAEM) BATEE LT RME, E
(SRt 2T

22 =M 5HAZR B A

I 259 P 4z J Bk — me IR 1 A 24 %% (A1 45
AR PIEE A IT R — A EERNE. T)LAE, &
HAD TAESU) TS 5, 4538 TIRZ 85000
AL PLEBEEEE S

# Je F 2% 2% (Nikkomycin) 71 9 K B JT) = g R Y
R, 22 E 16a™ %] 5 Y B ER TR 1K) MICoq 18 A
8 ng/mL, FHNEVESR T JEMIFEE . S0 MRy P
# B, MRS AR IR AT AE D) 16b KL H H
SR E A SR AR, SR G 16¢ 7EIK
FEoh 4 pg/mL XL T B G b r il fg ik ) 95%,
A BT R ORCA 1B A R LT A R )
M KT PIEE 2.

N;j"}":o16a,R=H
o_0°©° 16b, R = OCH,

HsC” CH, 16¢, R=Cl

OH

O.
. T
z | 2 4 %;\g
O Z.

N N
pastal

B-W Mt & —REEMPUAER, LK LN
Iz, AR TR . ) = MR e A It
Jg A AETT B A9 2 AL B 17 TR R I P HBUR,
REA AN A S Bk BTN ERTE . Rk T
(Fusarium oxysporum) ~ fi#t I HE (< B £ (Yarrowia
lipolytica)®5 Z M EF K. MBKREY, 51
O I B DL R A B R A L IR X PR R
T T B A S T XA T e = e A A £ A
g, Jh TR, SRR # B L itk
Hilt, ZMACCRBLEREEREN, o mPiem
RE AT 7, BEE =N IR I AL S ) o AT AR
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h YR E

Tt Jiie e — R R HL M PU R 25, X4 i A R 4F
IR, (RO PT R 2. B = M BR ) Nl
T flz v 743 21 10— R 208 LR IR e B X = M A =R
R AP PUR R . b A 18 R
YIRS = AT A28 19 %5 4 Fh 1 (R BR 1 1) S AR A )
WIELE 2~16 pg/mL Z 0], 3 PEATLLUREme, K] —
IR R 5 | N R B A 2 o) 1 it L P BL IR e e T
BHER, 58 TG S BT A Y.

H o\\ //o CH3
N S

wWAT\(j/Eil 18

<N/) © H,C Ph

OOOO

Cav

MR R ALY

231 =MERRGTEFLAD

SR M 845 Ak A WA KV I T T A B B, AR
PR 25 R B ] A, X 5] £ %%
T3 Hofth = W85 28 AT AE M IGE 7, ELEUAR T T
D S (57 N S DA 7 1 N R Qe i
SR TR A B — R A M LA WP R
RGP S e AT A 20a FT20b X A (0
RTR ATCC76615 FIHH ith 25 b1 (1) S A A v B 4 Sl o
2 3| 4 pg/mL, FEMEOLT RREME

FRILIUARIE W — M35 21 A1 22 P A& R R
R VB B% B} B (Saccharomyces cerevisia) B HI#E . A
HA/ MU TG DR, LG9 21b, 21e F
22¢ X OSBRI LK 21b, 21c Al 22a~c X iR i /%
EGE S PR T RUREME. (b5 210 SR 0 i R
B ) MIC {24 0.25 pg/mL, 500K e s 0 60 e .
{EFTAT IR Le A A5 o0t 28 2 B S A0 B R/ R T
il e 7 3855 55140,

U R AN B W A B 2 AT I AE B R
Wy T )2 (R AR 3% N K = MR 5 | e i Y
TR AT B AT AR 23a~c K ILE5 2R 24 $i
BLHEAE B3, &Y 23a~c LA S ERE 1K MICs,
fHR 2~4 pg/mL, ¥5PES 50FEMAR Y, (X0 i %7
WS IREOR, S AR 24 X0 i B 1 R %

\H/\N N 19

/\z
\/z

2.3 Ht



RERFE: (0 2011 4F H41 % FHoW

(K451 AE 77, MICso i 64 pg/mLE?.

N:\ Br® 1z
: 20a, R'=Cl
Nv/g_(CHz)11CH3 20b, R'= F

N‘\ Br@

R@
@* 2

21-22:a,R=H b,R=Cl ¢,R= OCH3

ﬂ

N \N
23a,R=1 4 Phenyl

23b, R= (CH,),
23¢, R= (CH.),

AL, = IS HT B B A — e gg
i, UK B — e R G, $em T hUE g
PE, T HIGTE T PR RS, BEEIT RN, FIH =
W 4T K (1) &85 P RS A B T R HABT 1) = B8R 2 L
W)

232 Z=ZMURE BERHLEBEASY

TR 2 1 W AR W 2R AL S P HoAT R ISR AE
SRR 2P AR 1 e o DG AT s A
K AR AR = A ) 25 J O = M I 26 X 1
IR B H AT R AR, o A A i 9 5 A

F

R'=H, 4-Cl, 4-F, 4-OCH, F

R?=F, 1-piperidine 26a, R = 4-OCH;
25 26b, R = 3-OCH3-4(2,4-2CIPh-CH,0)

0.125~16 pg/mL 2 [A]. IR AL AR = e dfs e
26a Fl1 26b X (4 (&R MIC 15554 0.5 A1 0.125
ug/mL, 35 PE AR T R 31 BT KA R
B IS 2 1 = WG 1k 54 27 RISt
Ei k.jj[56 59]

RHR=ZMHE S

DI A I AE A L ORI 24 2 A5 AU A 2 M
Az, jlzlifl:’é’iﬁﬁﬁ% ST LG K
=M AR AT SRR I R IR G £, 43I
—EEE A HAT R IOPUR R RE ST, o Hi% 4

X', X?=H, Cl,F, CH;

2.3.3

L NIV

1,2,3- = M RE (FIWE i 28a T 110, &5 BR 14 Al 8
it 5% W (Aspergillus  flavus) P AE AL T WK 5 Mg, 401
S FRL B )T VR R SR o A R 11 AR K g ) T IR R MR 1 5
1E 28a T i AT 9 3 I R AT A2 40 280 o) B i 25 1 1 410
i B8 0 00 i WK e, BT A AR Bk ) B 19 P K
MEARALION, =R EAR 28a HHIRE e 5 () 14 1) 29a Xt
IR 22 1057 B R BT 2L B R AT 1) g ARG ik 3
LKW ZEA 2 T R 29a (1 RN, 29b %
b2/ NS I SN A 7= N R T SR RPN R VSR SR e
HIE R, P RO SRR AR S BT A4 29¢ % il
FRAR AR 1 A L5 o RRE DR 2R RS2 b — 2B ST R B, AE
WRIE S5 5 I NF e i F G . ARSI L R A
P 3 A7 T 39 5 H bR o> 7 0 A g v, KR e S )
S C NN TEpN] i

Pte )
- RN »N_A N
N HN— J\// N
©  29a,R=CH, Nﬁ)\
N 283 R=CHy Ph

29b, R = CH,CH,
28b,R=SO,CH; 29¢, R = COCzH,-4-Cl Ph

CH3

OO0 & mn
n 1

ys 30c n=2

N—-NH

— A i R P A A 4 A SR IR G 1
PUECTRBE 7. B Bl = e 55 5 A 0 B0 1 1 R4

SEE A3 BN AT AR R s B R (R P B AR T
1G4 30 fig A A (S BRE ATCC10231 . i
W Bk B OATCC22019 . TR & ME G & BR A
ATCC6258. Wit Jit ¥ NCPF375 UL K Wi & % Jak 14
(Trichophyton tonsurans NCPF245 )i, P 3
HUARIR) 30a 200 i vy 1400 o fie ) deeig, L MIC {H
H 8 pg/mL, 1M ZFEEAR 30b FIASEHAR T 30¢ Pt
b7 22 A% g T A8 R B B, MIC (4 8 pg/mLIY,

M BRI B T R A S H TP R

RIPE G —, B B AR K1) A J 2% ).

234 =WSBATHEELKEY

iﬁ?%%ﬂi%mﬁ O3 5 A 2 2 U )

, Ok A2 BRE RIS, R SR O RO
F(Cyclodextrm CD) EL A P B 7K & 235 7K B R i 43
T AR R RS W 0y AR H K R i T R Bk
o>y, U\ffﬁigﬁ?i%ﬁ’ﬁk{ﬁﬁ\ e m LA
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TS =M SURT L

FHE. F P00 2590 5 BRORRS (0 B 45 9 1 b 11 iR sk
B KRR, R A T AR T, 0 R - IR
FIURE 1T RR 370 AR ST - AR AE VA S 9025 SR ey
FoRE 22, MRS G 45 J5 B i 2y 1 o] 4 i 4L
IKEETE S SR ILAEY R R . (BRI LRI, TR
FEAE A 295k, S AR IEHE S, 6 ) RE e vl
HE. RZIXBAY) C BB AVEE I8 2
R

B NL Oy F 2R M/INy P 2 TR
TEERIsZ A, AT A S ?ﬁ%%%%mm]fﬁ
TR, B BRI i e, &
SANRR T 9T E AR S, R S TR 2
Yor RO BRI 3. =S 5 7 25 R 3L
L = i ) R 2 2 G P DL R 4y 2 A A
SR MR 2y 20 E. T JLAE, ST =S T
PUE R W %

SR AR (10 X WA 4 g L R T 1) B L R 9
T A4 5 4 52 AN [ ATUORE 2 5K IR . ANBE AV Ak 2% 1)
FER, SRS —ANBARECR, EaAT 5 AN
MR R 7, S5 R0RR, BeALBE TR, B ZIAEm
PE A7 A AN = R | 4-F0 207 N J5 DA R R A
E O JRTEHALS &8 E TRa%, Nk
W Z T BB 1. SRS Ag(D)Eh B M
Tl Ag 4GRS T 31 R 32, TR S ) LGSR
MR AgNO; 9. 25454 31 U5 i % B A 55 25 14
(Penicillium)[FI35 570 A 5 RE ML) 128 Fil 64 5. 2%
G 32 WoRZALPUE FEROR, (HX 2 B T G
PEHI X 55172,

WS AR 43 A = MR 4y R AR AR

©@“’2©

H »s 50 ©CN (e ”)@ R4 »s
-OH,

F F Y ¢
HO . N-N N-N E
N
N N N
o0 e UL ST
L N/> N HOUN G N NToH L
ON-0---Ag Ay’
o F POV -
N _N HO —N N= — OH
N\N> Nr » NJ IQN’ ?/_,i:
\7%\‘\
F N-N F
HO A N-N
31 F F QN/) 82 Q\N»

22 MR SR R O A RE ) DLRCA B 1) Bt
TR 1 o SR > T HUMUE 2 I B T %
RAEFA. =i Ropg 22 Oy Ny S &%) 1
5 & @ UEATICAL, T8 R 2 1 s E R
PRSP BC RS k. = Mk oy 1 331 IR
2} 100 pg/mL B ) 2 il g 0 0B P (ZD KT 10 mm,
RS 59 T R M. 8 43 1 AT R ) A AL e
R AU 2 BE9 RS I ICso 1H 4 3.5 pg/mL, 58T
BHA.BHT LA trolox. =Ml 431 3470t 2 FhfH
e e INUER s S i T 7 S T N 2 N
N ESEAN %’i*ﬂ%ﬂﬁ’]iﬁ? 3517 L JL P A BT L B
PR, b = IRER FRAL I, SRS TR
EXﬁtE’Jf'i"?ﬁiﬁﬁEﬁiéiﬁ’ﬁfﬂllﬁ?ﬂ 80% LA I,
SRR b oA IR IR o B o T A R e, ZI
i 85%. %%E% e 5 5 N R 41 3617 R
b2 N S N il S L A (R Rl |
(Cladosporium)%ﬁlﬁ’]ﬂ:k, AT AH N 1 A4
I =W RS 4 B R R Ay 3707
Xof o R PR A R M R T v R ML B O 1
381780t 1 A ke T o o R A 22 B L (R4

’

2 oi
OOH\ N
2N C.’

\C| |
: ‘o R o
HN' 7/ \T ‘NH Me e j( W W/ )
R= MeEto o] R% 7—3
33 35 M= Co? Ni?*, Cu?* Me —| HO
R = H, CHa, C,Hs, CsH
//{ Y28 ¥ 36 M=Co?, Cu®* R=H, Me, Et, n-Bu
N

fN

~N

MO Oy
XN_ = N

\@ g H\
o SH HyC™ N
Ng,_,g\f Hy W
37 M=Co?, Ni?*, Cu®*, Fe®*
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NH2

Me, n-Bu, Ph
Me, Et

39 R1
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RERFE: (0 2011 4F H41 % FHoW

ik Je me AR, - [R] B ) 22 b 4 A A Sk 3 A
FH UL AT L, 8 43 T 1 16 B b A 4 ity A B A
FH . = 5 SR ) 68 43 7 A S AR AE P AR A R
FEAEHL.

JLA = Mefb 5 W 1 4 B 2 T B A R AF 1 P a
B E. 4 Jm A =Mk Ay 1 39K ih B i (6
BRW ATCC10231 . 5 & Wi & 3K B (Candida krusei GO5)
MG SERTE HOs 55 B TE B A AN [F]RE L 1 i 49 4
. Hhx S i S ER R Gos MG SERE HOs I
0 RE ) 5 WA Y, A I R 1. W
A = TS A o AR L PTIT  E ) O
TG A 2 3R, Ul B A 1A BUBLT X BT ST B T PR s R
AK.

RROR B, = M2k & W AE B o T A 2 AT
T H AR AL T D b B, B 4kmii itk (R
PEL T REPUR A W) — M2 Sy 2 ) AT T
B H BT A5 C 48 o = M o T 25 R
W, RTRATIUL, 20K F ok — eSS 2 W (1) 8T
J5 T

3 HiE

PUA F AR 25 10 K B AT 5 80 25 7E 2 ROk
AERVE I ) . ) 2010 4EAE SR L SEEL. HA.
B, g2 ROCRIE AR 2 AN S0 R T
BB NDM-1, JL-F-Re M i A P 2, AR
I R M, H AT O A DR 2 A TR | RS R B B
JerdRiE, HHASEREErER. Kk, R
PUTH 24 42 A RV 10 3 D) AT 45 OS2 il 5 i e s e
(Sulfadiazine). F) %% W% (Linezolid) 25 2% 348 2 41 14 2
WD IT K, V2 0ET0R 25 Rl A8 B8 Qe 2h . S
MRS G| NBIPUEE 29 p . R SR PI L A
IFF R IRAT T B RS, A0 = M2 B 40 1 2454 (1) T
FUAH OB, SRR, e =M S A BT 2,
AT R BRA 24 1, st SV PuE e ). U2
Wi 1,2,3- =R FT B BT S A, 32 B
K, W BUE 25T K IR T 1)

31 1.23-ZmRE AL E Y
O BRI A R 1,2,3- = AR B 2 4,

NI A T AT SER & RRERT. T EEAERRT 1,2,3-=
MEAE B 25U AT 9T 5 T R TAE AR, s R, B

BT ZERM R, 1,2,3- =M 2 A TR 3T
BT, SO 2R YRR, R AU
A, S ORI TT A . e A 1,2,3- =
XY PR 25 BEAT G5 B M, LA 25 1) BE
AR 3w 250 (0 R s L 5 T A T S R e,

W ERHT S5 A A ST ST, E TR, 1T LA
KA PURHAA DT RV 22T 1,2,3- =M RT R
7]

311 1,23-ZMIMEM B HUR 25

TEA 1.2,4-=WEFR . DEMERAN SRR ) A 49 e
TAEHEE, 1,2,3- = M3 M TR BT DU 2y
W, L 1,2,3- =M ERFEESE AL, MISH2G ok
A, BN i i 2 e 8L AT 3T BL

3111 1,2,3-=MEER 5| NS R s B

IRZWFTLER, B 1,2,3-= MERAE by Ik i o 5 1)
L SR HEAR SN B 25 Wl 259 Fr b m] ARG st
WACR. R 2 — R BL R PR 2, 7E9A
7 NG B IR G 7 R 3 AR A, AR AR,
TR} 245 11 S oA il 1 24 245 1) e ™ B TR ) . o) i fig AT
G5 by B T RN T 2 PR AR — . AT A
¥ 1,2,3- = MR G | NG5 26 A1 401 JLARAM XS
G 30 Z BR B (Staphylococcus aureus ATCC25923)
KA (Escherichia coli IM109). #5415 (Bacillus
subtilis ATCC6633) . il &k R % }0 ¥ (Pseudomonas
aeruginosa). ViFEVP [T IKE (Salmonella typhi)~ ¥k
& BB (Shigella dysenteriae) BL 2% il 24 P # i B 4 7
MRIR) 4 35 €038 2 BR B (Meticillin resistant Staphylococcus
aureus N315, MRSA)ZE 7 P4 v 38 I 0 S 140 401 1
H. SR, Pimae ) B, Ik, =
WA b B B R B b AR R BT TR 35 1 AT 2 5 ).
Horp P 24- U 24- RUR IR T
LA 40c. 40e FT 4OF i 21 T 410 s 6 T S it

— BB R BIL  OR 0 BT A A B R

o o N

40a, R = (CH,);CH; 40e, R = 2,4-2F-Ph
40b, R = (CH,)sCH, 40f, R = 2,4-2CI-Ph N

40c, R = (CH,);CH; 409, R = 4-F-Ph
40d, R = (CHy),,CH, ‘ O T,
LY Cl
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W s PRt A T B2 (1 3G O T, F 2R SE R IR I (4] 5
NG 1,2,3- = M8 20 &0 4159 808 R A 1Ht
WG T, 5 AT A L bR e B, ELUGE BT i)
MEFR T MRSA SN TAET =MW HEY), X
YLH 1,2,3- = MR 45 0 (1) 5 I NS T4k S0 P
BRES). TATT IR, W =MA54y) 42 W HAE
FNPUEIEN, PLes OmAERE . AR BRI AR TR
% (Bacillus  proteus) (1315 4 A% 1 0 X 1) JEAth 54 kK
FLrFORT AR T AT BT 1 400 o) R e e

P4 DL e 5 AUl A — WA e 4 380 1 — 2R 471 Y
RO T e — e Ab 54 43 1 A SR DU RE ).
HE— 20 F = M PR 5 Rl Tt R P B 19 B I T W e 44
o] A 2 AR B B TR AR TEAT B K S i T ATCC8099 1
0 £ P 581 2 % 25 ) S 3 (Chloromycin)™. i
Le b G WA B BB 2 1K T R IEAE AT

R1
N\“N cl .
A\ 4N
N~ = /. R N\ J
o RN N N 4o
N —g= N\ / 0
0=8—N 0=$=0 o

43, 44: R = 4-F, 4-Cl, 4-NO,, 4-CHs,

R'=F,Cl
2,4-2Cl, 2,4-2F

R2 = NH,, 2-OH-Ph-CH=N
42

WEMe 5 i S8 Ak 5 4 S — VA TT 4l VR PR IR g (1 4L
G LAY, BN TR G A 2 KB M AR
SUTA . R e R BE  1,2,3- = MR AR,
GIIATAEY) 45 BUE/E R W . = WRER C-4 A7 R
FA Bl R B S5 /N TR AR I, 0 3% 2 5 4 50 371,
AR bR AR R R AR AL 5 ) 45a BUIR RE ) d
SRS St 24 (10 B A T A e ) 2 MR 11 2~8
51 900 At e PR AR IR 7] 2 0 1Y 588 (¥ B0 18T 80K,
I 5 BRI E S AU -E e A G4 45¢, BLasd
BAE R UC-76 SA-1. Ml REEEKBE (Streptococcus
pneumoniae SVI SP-3) F5MyEk 1R (Enterococcus faecalis
MGH-2 EFI-1)FER R EEEK B (Streptococcus pyogenes
C-203) (¥ 3 1 T 44 56 ) 2% W oY)

K2 07 R, S L& 46 Xt
MRSA . i 45 J& PR IR T 98 55 BR TR A 5 3 25 3% (1 3t
JI TR VAT A5 T 245 P 40 VR AT BA FARIAE T, MIC B A
0.06~0.5 pg/mLE, 5L 5 1 43 e iz,

1438

X 0

/e N
- N N" Oy
S — ;
E \—k/NJ\Rz
=H, n=1,R'=COCH,
= CH,z, n=1,R"= COOPh

H o vz z2 N
46 Y'=C,N Y2,2',Z2=H,F X=NBoc, O,S

FF i M (Metronidazole) 2 IIfi R L) v2 4 F A P
Rk 2y, FEH TR RAE B 5 R G, 4
N BIHIGEAC. B 1,2,3- = Mg | N FRY IS AT R
) 47 XA ERE . KA R S R
SEUF A AN B R I SR P EAE FH, A4 47a Al
47b XF 3 Fhal g A OR 0TS 2 2 2 DY PR R
(Tetracycline) W 6. JUHZ SR TFIUH) 47b X K
FFE ) MIC {(0.003 pg/mL)iE /N T DY mr L
A, IR B4 R TSI R RE T,
HE— 20 R W) = MRS BT B G 2 11 S A

R H- 2= (Pleuromutilin) & — i 4 28 24 ]
PrAE R, St E ol FHAE N 2. OBt LT i i
AR B 1,2,3- = MEER 5N I 52504
FRIATAEY) 48 L5 80 s HE PR IR SE S RS i 11 485 45 i
JI5RF IR 2y, o = MR ER b A 5 I R A AR 1 AL
A 48a AL A 1A 48b L5 A% W44 1) 45 £ e ) B it
ST N 2

B- P Bk & S P AR B A IR 97 I Tk s 1) B 2L 2y
Yy, BATAWRE S ot SRRSO . (S LR 2k
W T, 78 AR B T — 2 i BESIB-
WBENE R PrA &, e FE R b Ak e L 24 )
L 1,2,3- = IR EPUR e IR LR 5 R
B- PN B Je 25 2 (AT A0 49 5o K B A T (R4 2 R
ARV (Ampicillin) Z A %2, WAZRZRE A KN
HE R A (R A S SR ) = BRI 5] N AN 3 T
AL PR, AR OKFERE b3 Ak & I BT I

3112 1,2,3- =R AR L E 0 1

BT LA, “25W2% 4 14 (medical hybrids)” /£ 15
W IF R RS2 B2 e, Al S B R R R
INREI 254 5y 1 sk 25 45 0 1 B4 4 B TR — 0 1+,
73 21 (1) J= G A o] 30 XUV B S s 25 0 R) 4 FH e



RERFE: (0 2011 4F H41 % FHoW

47a,R =Me 48a,R = CH=CHCH3

47b,R=Cl 48b, R = CH,CH=CH,
HO O

O OH
HO
.N
N N~ O
N on
o 49

JIR TR 245 2 1n) 0, R0 B BT 24 T R L AT BT I 1
FLTTVE. 1,2,3- = MR« i 5 4 B ¥ T 7 i b
VA F 259 57 1 G B ik, (A I = B A )
TSP ENE. ZEE R 1,2.3- = AEPIR 2
W FC A (LA

I R G IR T A — A &,
FF9097 B I B i S04 5 B e, HAR 2 B M T ok
Wk AGI00B F1 AGI00A Xt Hor= B 25, S50
JLVR YT o 931 T 5 | P e % L If i 5 285 S AN A
s 5 ] 23S 245 40568 91 A A 5, (EL s o) B 1 R i
P22 1,2,3- = MEERAFBE 1) 81 77 % B(Neomycin B)-
IR Vb JE (Ciprofloxacin) 2 &4 500 K T 45 £
Tl v IR0 1 2 0 T & R B JLP LA 50a Al
50b % Pl 4 g R B T R BT BE ), X MRSA 1
MIC {23514 3 A1 6 pg/mL, /NTHE % B. EAI
AN B EIE AL T8 8 3 B, R s v i
FL I SERE DNA BT BRI F 0 5 A B TV 1 40021 v
PRIV AL 32 %, HONE R E, eI K
FFF VAT R R BT = A i 24 1R T B 1 N T A R
B. NV EAIL 11 MRS, BT = MR {84
225 F AR T Hw 200, WmAa R T v s
2 ()T 2 1 1)

BH S5 1 HUi o — 25 1 s . PsEME. o
BUNRPIM Z K, AR T 2R At RIA 1,2,3-

HoN
0 T
OH
HoN k N
OH
HZ“‘WO NH; Q\l ‘
° NN NS cooH

HO /

A
o Y—K/N—X 3

HO
O—=0 NH,
OH
50a, X = CH,-p-CoH,CH,, Y = CgH,NHCO
50b, X = (CH,),, Y = CH,OCH,

MR BRI E IS B R B MR ER
A(Kanamycin A)Z% &, 19 2] 55 140 & Y0k 2 Fh
i 24 B AT R A TR sk P T JE e B B kR
Fmoc {RH 14659 51 X MRSA Fliiif FH 4 ARk
Hii7ZE BK DA (Meticillin-resistant Staphylococcus epidermidis,
MRSE) [f s AR AN SSE 73 30 /2 8 A1 2 pg/mL, 515
THE R B ARSI L Bos K& 5 AR
FAAIG, BIAEVREE S 100 pg/mL i L 504 2140
WA B, SIREEIAF] 500~1000 pg/mL K
A RIS, RV BAT I R BB v E 251
B

H
N___NH-TFA
BnHN._O HO bt
HO O NH, NH-TFA
NH HzNTrN o SNH,
)\’% H
e N, N—_O N
N FmocHN N OH
HHN
e
N

\
H

TFAHN  Ho © OH

HoN

TFA-HN

3.1.1.3  HAth 1,2,3-=ZwkEi Bk &Y

NS REAT RE R T R R 8T
WAL G, BATWFITALRE & 2 BB R 5 I = e,
BEAESGE HUKWETE . S B afestt, A e
TR A B R =T R
PR R RN EAR K 54 52a~e FTBUR LE AT
JEHARK SR, OO O A R . KR b
FRE - ASTEAT B H SR P M B 55 5 0 A0 T HAT L
(RIFAIAE T, FCrp 2R WA S AR IR A 5 ) 52a X6 4
SRR R T R A P AR O A R

N W e AT A2 A D 2 A0 — SR B 5
ZRIRPUAER, LA BN W e S L AT AR 2 i A
WA 7 A I AT A DI R R AR . X g e
I 1 ALHEAT A A5 BRI X = M2 Ak 54 53
X 2 G P T 2 B R e ) 90 A e A ot e B A e

OCH; |

R1
N N R?
| -
e e QT
N
O N R2 R!
O%H\_(/N:NQ O R'
1
52a,R'=Cl,RZ=H R2 N,
52b,R' =CI|,R?=ClI | N s
52¢c,R'=F, R?=ClI N R

52d,R'=H, R%=CF,

83 R',R?,R%®=H, Cl, CH,, OCHj,
52e, R'=H, R?=CO,Et
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JoimtE, —aeth A6 4T AR A BRE ATCC25923
FIFEIE T B, SRR R Z2 AL U0 e I,
AR R = M 5T NG T B oG M, 13k — D

5.

32 124-=mREEALEY

AR 1,2,4- = MESRA S PIAE TR T U BT
TFRHAT T E RSB, (HRAE P AU 20 A+ X R
We. ELETLSAER I 1,2,3- = MRS WTE DT S
BRI A BIhEVFZ W E NF 1,2,4- =284
VTR IT . MERBFZ 1,2,4-=MWIF L X
SRR > TRV Z NPT, Bt 1,2,4-=
WESAL WA D LA 1 2450 [0 A 2.

321 124-=MIRREURMBLEL G

TSBLEREIY R B, 1RZ 1,2,4- = W3R AR 6T
B AES. RO R EW R RAFRK
I ou- ML PR P B A% 25 K4 1) 43 -, A kg W s i 24 e ek
29 A Bos BRI . A [ 3% B2 5k 4
¥ 124-—MIRGIANEFEER, #HANEFERR. W=
WAk &4 54 A0 55000 1A g A ] MRSAL 4B
HIATER B S 2 PP 1 1 2R KL B SR MRSA (14
AN EELE 2~64 peg/mL 28], AJIEEEEE. W
MR AR () P RR S PR SR T A, e
IR IUAR 5 90 BT 0 S B A B 2k, 3R B = M B KT
LT PER T EEARE. BhAh, BedEsE KX T
B R, & 4 R e BE I X = 55a
N HCER TR #h 45 th e ik I BTN PE(MIC 1~4 pg/mlL),
AR,

B M (Oxiconazole) & — MAMNPLE H 2, &
SR UG, K B R R 23 N T
WREE, R 1,2,4- = MR AR kMR, 1338 1F74E
Y1 56 PUELEAE T RUO, it M6 il 48 v A0 FAF
(Klebsiella pneumoniae)~ NI B« 4 0 (U4 26 BK 1R
TRV 453 A1 P B A1 5 A 0 LA R AP R e R 3L
LA 56b. 56¢ F1 56d X K AT B ) S AR K
JE 5k 6.25. 6.25. 3.125 pg/mL, 56b F1 56d X} 4>
O ERIF ) MIC {524 6.25 pg/mL, JG& 5K
7% % (Gentamycin) A1 24, WF5T A BN, BRI 55 e e
U ZHERE IR 1 ph o] 5 350 e M BRI R PR PRAS, —
MR 5 N B T PR RE 30, IhAh, B 1,2,3- =i
BN W IR 2 (4 5 57 9825 AT

1440

(Bacillus thuringiensis) A K kT A7 o A5 I5E L0,
IR RE S N E N T PR SR OIS B GINE A Nk
PER S, PR T O IRAEH. DL MAR & o041
MNPt iy, HAEAPLELE ] MAR & H 7k,
M%) S T A, AT A 58 kK E
PN MAR 52 E A LerF /81, A LerF
¥ ICso {4 35.7 pg/mL, /1T ) ok s 55 pl gy 01,
AW AT T R MAR B A 7).

o. O o Me O » N—-N
LD
N Z N
Me oo O NN
5 =N 55a,n=2 55b,n=3 4\N>
NN 55¢,n =4

N
¢ N o]
N=/ N
cl N= O " N— "NH
o _Eﬂ
R! O o}
57

56a,R'=H 56b,R'=CH,
56¢c, R'=Cl 56d, R'=Br ol

OH
H
N _ N N NO,
¢ N N
N= 58 © N

322 124-=MRZRAMGRHALEY

BT 7T 2 WITOOT R AR AR M e 3 5 | AN AR [ AR B 44
] LU ROH R 7 T B i, A B AR 2
YR EEE, GBI, Ok B R 2 ) A )
PERTE ). ST, AT AS R R b S 5 =
AFEGIN 1,2,4- =R FAG 2 (1) = MRT A R BLH AN
[ R B PR A . i R A R AR 1 = Ak 5 9 g
I T R0 S S T L R P T 5 A 1 1 A K
¥ FL 2 B R 12 6 5 R SE AT, PR R b R
AR 59b [ ER 1 R 0] Ak B AT 17 R0 2 AR 2 1T 11
TR E RN 15~30 {5, XKW ATCC25922
MmEIRE ) 5 A A FZ R, LI EXTR 255 MRSA
WAHER, BAFREMAE. AN IR S SE IR = ) 3=
LIS IOPTETEE, B = MR N R B 55 & 5k B
REHF T PR e ).

PP IOK P T P S DL BT 5 I G (1) BN R I
U PE, (HAEZ o T s I RE . B = PRER
HIAW I G GG BB &Y A Rt
PR PR, BT IR I IR XA = 60 o) 4 i 17 %
BRTA AR AT 1A LS K I FF BT (400 ) A P i - e e
S A RN B Y S ) = LA ) 61 X £



RERFE: (0 2011 4F H41 % FHoW

ol 93 42k 1 R S 2 BT 1) BB AR R BEAE 8~32.5 pg/mL
2 AU sk = 62 Y MEIRIR L 8 A ] = A
e AL HEIERR DA =R AT SRS AR L3E
FIRRL S HE s PR om, 0 (A 3k . K
TR A 2R o M T DA K it 98 e 7 A1 EGA B 1) MIC B
NF6.25 ug/mL, FEFCR S 57 A (Norfloxacin)
ARG UIOT — s Al ECA g s b = MR ARt R B R
GFPTEE T N T R = e 63 XK AT B i
FE2EBAT B (Bacillus cereus)~ 31 EOIERE (Micrococcus
flavus) 3 57 4175 BRI 55 22 T 40 Bt 2 A s i 4t 4
A, WP TR, HPUE 22 [TV B BE ) 3 ik 5
TP

2 =B =M Gyt B R Him1EH.
B R AL N — e 6da Jo TLIALL ) 4 3
16,78 25 BR TR é%ﬁiﬁﬂ:i(Bacillus aeruginosus)~ NWkT

Ar
/:N J:f

o
©/59a R'=Cl,R?=ClI \

59b,R'=Cl, R2=F %N\/\H N O

59¢c,R'=H, R2=F O.N cl H SH
59d,R'=H, R?=ClI 60
HiC CH; CF, O\\S/N\//\o
— O// OMe
S__N R2 NN
I OMe
HoN < =
: '}:NN E R /NNH
= Ph—N
HS' et \<SH 62 \\<S 63

oﬁo§_®7R1 OH (Q 65a, R=—N®
No /—© 6sb, R-—N%
)_@Rz N * 65¢, R=—N—
64a,R'= = OCH, gzoph 88e. R__Nﬁ
64b, R' = No2 R2 Ho g
TR AT 98 B R 1T 35 B R SR I PR AR, AR
R AEEA BRI EY 64b B4 ot (1 78 %5 Bk 1w
ATCC25923 () MIC {4 6 pg/mL, %115 i b AL 2%
A =tk £ 65a A1 65¢ HT AT I < 65b HTk
Z AR ML AT 65d T <8 B {03 49 BR 1A MTCC96 e
WA RSEZ NNy L

Ph

4 Pisit

25 1% 9% (Tuberculosis, TB)St: 4 T % iy Fr) Jgk e
PEE 2 —. BAREE L L NSRS &5 0m 1 2t

Ferp s BEOR R, 1R 5 I (Isoniazide) ) 4f
“F-(Rifampin) 5 (55 20 PT &6 4% 25 0 25 4% \iﬂijﬁﬁcﬂ“
PR EAE . (R IX S 25 Wy (i 25 Ve B, 0L
PR (HIV) 5 R 1) S R D) fe Egﬁﬁi‘ﬂﬂTmm‘
gitzmm L. i EHEEH M AR Z
X AR B ) 25 AT B G723, R EES W R 9T RN
K. LT R S5 W DL A 20 25 1o B H 2
e YR, U ) LAERE A MRS . AR K MR L ik
I S TRIE IR X e /NN BB SN 37
WEMIE AP LD 2. kR, 1%
B AL S B AT I R Al R

4.1 124-=mhisEBAL &Y

124¥%W%ﬁéﬁm SNV B A
HAPEEZEES . BV E =W IRIAR 51 66 FKIN
R i i 4 W%*ﬂ’ﬁﬁﬁ {HLYS VA 59 1 R 4 o UL
BRI E PRIROAR, R W W B O i e
FIBNIIFTED) 67 X 4ik% 4 S HazRv 4 v M
ST AAR TS S 2RI M ) = ML A ) 68 TRIR L
R HUARIE Ay v A7 1 S P S e & AT v R s 4, o
FEHURIIAL A 68a F1 68b X 45 4% AT 1 1) MIC A
23 JE 0.36 F10.58 pg/mL!).

— Al — i I R — MR R S L A 1 P R
BT, MR EERE RO 69 oR R MIBTE o SO
BE 120 ZRIR A BURIL A 69a Fil 69b X £ %
G AT R MIC {8593 531l 4 pg/mL. SRS 1)
i B AT 2540 70 A0 71 35 k3 5, I 4654 70a.70b .
70¢ X AT I MIC {E 492 0.78. 1.56 F1 0.39
pg/mL, SRR ALY EERL IR B 71 X 45
K% 5 KR B 0 77 B N- SR RS BI04 1Cs0 1B M

F
H-N Nﬂ/©/
7 N \N N _N
N. N R
g -
Y/
66 N-N
Ph 68a, R=F 68b, R=Cl

NHCOPh

sﬁ:

R (@]

F\( Z s, 0

s /NQ /_(\( 7/ N)/\NHOCHs
Y

=N
Ph_ ] NH
R N
\[( 70a, R = CH,Cl
70b, R = CH, 7

T 69a,R=4Cl O
70c, R = Ph Me

H#
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0.244 + 0.030 pmol/L"™, 45 ¥ FF K ik H A B AR
FHHE S PSS %00 2.

42 123-=mgEBALEY

1,2,3- = M2 A A WA A P45 1% 25 W 5 I
R DIPAE T A, SRR 1,2,3- =M
W) 72 B BEPLS IR ), L R MBI 45
S BORF B AR A e, M 2 RRERRAE AL, T
o LT AT B (AR AN ETIR AT 23 ik 58 Sl
1,2,3- = MR 5 2R GEIK M5 515 B 10 2 ik &4 73 1
WPEA 6.25 pg/mL I, X 45 K% K (130 161 % 35 2
96% LA I, FIR F R W SR 10 P A A% s P
%ﬂ]@[lﬂ].

Uk, DL g RORE TR IR I 0 R L IR I AL I
(IMPDH) Jy 1 55 (1) 38 B PU L5 A0 & W0 2 B 0. %
o TN A B TINAD) 2B, Ak F AL
L 0 T 2R VA A T R A B WA R T IR, A
T 410 460 40 B, K B BT H U STk
TERTHE LA & WK 2 B R UF I 9045 B b B
PEUOL U 1,2,3- = MR IR RE i £ 0 IR TG 3 11 43 21 1)
R4 74 % 4515 B FF B IMPDH (305 58 1 K*°
A 1.5 pmol/L, A& %Ak A W) i v i 1 A i
§J\¥[127].

BRI — R EE T RPN AY, B
A ISR PURTEER, (HOEPUR ST, K 1,2,3- =0
B NBTEE RS B AT AEY) 75 LB B0 Piss
PP U, 2tk & B e e rE . 4 i ek
DL RS PR AR . IXR I 1,2,3- =R 5 I
POETIRY 3 i (YD

DAZE A% 43 SO w1 2 1 0T 2 R W R 1 B(MptpB)
AVEFHE AU 1,2,3- = M8 54 76a F1 76b HATAE
W UF A MptpB f8J) DLR A e b, 3L K 40
o 0.15 F1 0.17 pmol/L, & H Fr i MptpB f¢ ) f5:
R RN SR EYD R N OEIRZt 3 T EL /N

5 fuk

A K SO A Fp 2k B TF, JET R HERn, S
9 A N R A RR 1R Joe KB 22— RV BUAT P
ST IE Sy 9E A DS 1 N = S N N
RN Jog 1 MOV 0 371 AE 7 3 LA e A2 I R
SOR, TP KRR SR FE YU 252 4
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HaC F
H
/N\
0 76a,n=6,R= " S
N o

\ 0

, , 5
76b,n=5R=.__N
ool ey ™ OO
" N=N o

AR AP E TAEF M E LS. MRS U1E
MNP CAAD TR, Wk il M (Letrozole).
Fi] 5 il M2 (Anastrozole). fRk S ME(Vorozole)%s, {FJEHE
VAT HORFEAE EEAE . 1T JLAE, S ILA DU Y
AT S5k ietts, S g TE 5T R, RIFRPUE B2
T R I TV

51 WBA LGB

511 =MEERMEH R R E R

IR 1 90(Hsp90) & EAZ 41 o v fe - & (W 2 1
JZ—, J&—F ATP WA G, R 2K
20 P R T ) R 3 DA B A T A
. T JUAE, R B VR 8 o VB AR Aim 52 2
Jiz ik, HAERPLE L HE Hspoo, iR £ 5
P B PR AR R 5 S BB, DT A A A 1 A
Kk 2o H . i oa — SR E w90 41
HFIAE Ry P 29 ) 30 NG R B B B, AR 7% 52 1
Z (Redicicol) 14 7 25 (Novobiocin) 238, 4 = 2R
FINIZ L ER 11 90 FHIFRI9S 2 (187 4544 7 T i
TR S A MR PR AE A R A A B AR O N I
KIS B AT R RO & 77 BAT RAFI
i Hspoo (K188 11, HICso {4 0.4 pmol/LM, i H.
PR AMIRIEE A a0 AR SRR B2, 3L 1Cs,
fE} 0.65 umol/L, #T-PUFEZ54 17-AAGMY. =



RERFE: (0 2011 4F H41 % FHoW

IR e R i o S HE R DI AT AR B R TR A R —
R W0 3L 5 T 40 M Ak SKBr-3 1 MCF-7 A7 [
WA, o = mRER B SE . M5 ER (78) HL
AR B U I i T AR A R

LT 90 AN, #URE T 27 & —F ATP
BUST /NGy FAEAB B T, nT 00 40 B0 24 90 7 2 T
2k, DA B R 27 TR R A X B 2
YOI 2 MRS, T S R 2 v e L =k 5 79
FEEE AN 27 IR, 2 ) g 41
L LA S R A A B A N B s B v P, T HORE A
IEH 40 a1

512 =M RETUELGY

4155 1 M £ T S i 4 1) 771 (HDACT) J& — 28 22
MPu 254, o B AR M2 /N oy AUl IR K,
W ET OS2 SAHA, 6 Bz Ik T 40 bk £ 98 L
HEIHARENE. /6 SAHA ZEIR Eg| N =I5
FIMATAEY) 80 K H AWy B o Mt 4n i 3k 1 528 T
SAHAM 1 Al = IR N R 1 R BRI &
) 80a i JB 5 41 il MiaPaca-2 (K4 &R0 ICso 1 0
0.02 pmol/L, HAWHAT RUF ARG, = MBI
TR BUR AL A 80b S B 41 i HupT3 )
ICso fE A 0.05 pmol/L, 5% T SAHA. X R =M1

A7 AE AT W I 388 530X 2 0 0 4L B I 2 S 1)
HRe Ty, BAN IR
HO
N- N: >);
\
H2NOC

NHOH

80a R1 Ph,R2=H
80b, R'=H, R2=Ph

&y, \CL
CsHyq

513 =R PUEAEY

BAT R 29 JAT R Ik DRI LT £
E 2B )2, U 295 O IF
R#AZ—. HETCOAH 2P 208 209 T i
PR, W54 i (Cladribine). PGB (Decitabine). 2%

SR T (Doxifluridine) 25 . K 2 480 8UR 1 0 1 5
TH = MR, BRI AEY 81 BoRsRIAS T
e R e BRI AR Y AT = 81a. 81b T
BB e AT AR A =M 81e. ZKIF L LI
R A ) 81a 72K 51K 3 300 pmol/L I, X A A IE
WA TR AR . Ak, XSS e HAT BT
IR AT R E, RN TFR.

Wi A i AR I AZ =1 82 X A9 4 iy
HepG2. A filifi 4 fs A549 F1 LAC LA K N 7 %09 40 il
Hela FLAT R UFIPUIEGE A8 F7, oo I R i 114
%ﬁiﬁafmaﬁmﬁ%%ﬁﬁ(ﬂoxuridine)w‘”

; 82a,R=H

82b,R=F
82c, R=OMe

R'O Pz

pmN "
R'O 81a,R' = Ac, R2= ethyl

81b, R' = Ac, R2 = t-butyl
81c,R'=H, R?=tbutyl

R RPN EY

R ARG R IR BN )iz B
F. I TAE = R AR s Jf 28 — /s /i
Y)(PBDs) I LA L) DNA it JAn g4 &, & —Filfe
EE7 I il BB S PN o o B o S 1/ S =17 e S
FIN 1,2,3- =145 3 (1) R A S P R IR = 2R AT
A4y 83 P NARFLMRE . IN . 4l M. Ry
A0 i AN S0 A0 A LA ) R P PO R
H R B — AT 254,

N=
N

N”_‘N—(CH2)5—OWN,NCN
= =

MeOOC COOMe MeO 8

514 E=mppE—

3 O MeoOC  coome

515 E=MEEERTUELEY

HE U 2% (Lavendustin) Y T BE &2 85 1 0 %
R, AHEh T 5 A RN 55 1 41 B v2 0 PR A DL AR
DL R ORI R T L
T MRS 4G5 ) 84 % CCRF-CEM HE [ 1fiL
M AR Glso 1H4 0.9 umol/L, 51l JA 24 47 ]
2 (Adriamycin) 25 AN 2 U9 0] UL = IR (1 5] N 4 55
TR R U T

5.1.6 F=MEAMITHORLEY
2% 4 VT (Combretastatin) 7= M B9 JF  Combretum
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caffrum FHPIH 73 &5 HOR I —FPbif 2 53 845, %2
PN TR IE 8 40 LA d i, I R Y 52 21 FR i)
FH = W R 40 2 A At YT 50 7 R M AR B AL S 4
85 T UL R PUI RHOL SRR E LB HAT
A 85a WA IR A i K562 A W2 Mg e
YER, RO H 1 23R S 1R 1 4 A< % 4 4.8 pmol/L,
WS EMMYT EAZ. FIREEAA Y 85b F1 85¢ fig
BL I Hiu 40 Ao 22 REH IR SHSY (4K, P 2R ER A
B AW 85¢ 15 M B, ICso 5 0.001 umol/L, T
o AE I o T AT YT . RO R R = MR
SINAR G AR FR IR QL by, G T 25 A7 A v T 0
A, T P 2 1) X A A

T R 1 2R A A o R A A P
HE IR AR 22 00 B 11 2R 5 W90 o1 R0 A7 A 7K s vk
v B gt R R A BEEIE DL K 2 2 24
PESE L, PR T IX A WALE IR IR A, Welsh
AU i 1) = W5 A A 7T S ABL A o — ol (0 P 2
FERABEPIHIR, A s r sy g vk, S
AR A Y 86 HAT B M PUmACR, TE4 BRIk
J55 B ATY AR it v 20500 ) s 40 L T 0 MR 4 P 5 2
Tl o 200 W PP A A, 0T TR 24 12 o A0 A A Y B
BAAE R, FLUREIE 8 (0 N AR B2 ik B 2T 4 40 i V3 A 5 1k,
KU BRIz 4att, GRS i 25w, &
KN S22 57584 400 mg/kg. FRAK N PUR IS T & BLiZ Ak
WD KR S 45 24 5 R S e 4 i ) A K
H HTIE AL T I R BT 5 B B, HLA R 1k B 0 B
iz 3k 24

HO N=N OMe MeO

N N-N
N— OH e Meo ’N)
N, Ph

N OMe MeO
R'  OMe
5 85a, R = NH,, R2 = OMe
85b, R = OH, R?=OMe Me—N_ -
OH 0o 8  8sc,R'=OH, R2=H 86
517 EH=MMRHAZTRIVELED

U F1 7 % (Podophyllotoxin) #2: — Fft A AR $ HY 1) 4
YIPiR 2, = mEI N &R C HERIK R
B3 — ML A 0T I 40 . A-549 19 41 i HEP-2,
48 1y 4 0 HC'T-15 F11 5027 13 R 51) [l 41 il DU-145
1 PC-3 PL& CNS 40 il SF-295 45 2 Fi i 41 i s 4
Mtk B, JoEae T RS R KR A
W H R SRE AR A S 87 X & i« i 47 e A
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CNS i 411 V4B E 75 0.04~0.74 pmol/L 2 ]

5.1.8 ZEEL R =R BUEAL &Y

T LA YU I T 1R 28 W 0 i v 5 | N = e ) A AR
Wnl P . LR S A M A UL I
H B N RIA | B AR IR ER (1 4k S ) AR I B AR (Y i
JERA, Feale A AR RER Y 88 TR LN 10
pmol/L I 0} 7722 JHHi 4 Mo ) 28 =ik 100%, Hofh %
AN A YIAE BRI E TR 7721 FF5 40 (K400 2 A vy
ik 85%. AN, HIALEWINS 7721 40 LA S
PEm X MCF-7 LIRS 40 M (il se g, R R
U PR

519 & =GR R TR G

Cryptophycin-52 & — i 280 1) 46 13 IR Ik S Bt ik
ey, BRSNS, H 1,2,3- = MR AR
Cryptophycin-52 1Ml kE, 152118k 59) 89 5
Cryptophycin-52 LA 414 350 = MR 1 O
510 HL 7 AR AR A T R B 2450 J7 T 2SI L
DMV EEAEIEN

N-N
o}w

Me Me

5110 =mMMEHipE S RIUEILE D

T 1 2 (Artemisinin) A& & A7 1 55 1 A% 2=k N
B, J&—REmBOEAPIEA Y, A5 TP E. 78
T R IEALE 51N S IR AT A B A B T
PEUSL Wy oe RE W, R L S BUICH A T 1 o
PUERE S, WERIR FRIEIARAL A4 90 b AN AA4h i
il ffu bk DLD-1. #1228 fie JoJeq 4 ik U-87 F1 A172DLD-
1. BNk HeLa A1 SiHa. /) B 28 2598 41 bk
(B16)2: 34 R ULk i 4l fe 5 v, 352k v W S Buie 254
W (Paclitaxel). ] WL, =MIRRA TR T H S
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EQIRTNERES
fEH.

5.2 &M =SkbuEL A

Bl =Ml A ) 91 A — ol g ORI I R 5 1 Tk R
BFBE IX(CA DX, iZ ik &% CA IX [{40
% B0 0.23 umol/L,  [A]BF, HEFE 11 51N KK M 4 56
TAEWIIKEE, AR TS AR .

TR BRI = M A e — s el 18
R I L 1P iRg vl ok, I 0 e LS D8 ) 75 |
NN PO BE A . AR B IR i
A 92 % N 40 ok SMMC-7721 il Bel-7402 F

o [ I 2 W = e B0 e 3 MR T EE

A IARIRE S, FEMBR 8 1.3 A 1.1
pumol/L" 50 = e (4 549 93 %o v [ 4 Bl BN L4

Motk CHO. A F iy 4i ik HL60 J& Bl 1 15 41 i
PR L1210 B3R5I /N T 2.0 pmol/L, 35 15 % i
2 L 1L B (Bisantrene) A 24100,

&R o T hUm 2 E R HES) T 8
RS T YU 29 IR 505 R L =SS 5 1
PR IR BN R R st REaELl =
KAk A W 5 B 43 1 Ll FE T A4 10 0 ik 988 3 P
W =m 54 @A RIS T N 48 & Wi 7 1 941
SPNASE AN MT-4 At (i 40 e CCRE-
CEM FI CCRF-SB. JHLIE#E ELFET-41 fig WIL-2NS. J%

HaC
N%CEHﬁ 90
N=N
o
H5CO /—WNJ\Q o1
HRo oH N SO,NH,
\

/\ ph/@\Ph

NMe2
CH3N \ / )j
Ph— N—\ )’N Ph
OMe é V@ N Ph

OH OH n=1,2,3 M=Pt Pd,Sn
92 OMe 93 94

Jok 2 2598 4 ity SK-MEL-28 LA A 1 471 Jlf i 41 g DU 145
# IR PTG A RE )1, FL CCso {E7E 0.4~0.9 pmol/L
2 [a].

SEEMERE WHO $i7 7€ (0367 3 RIS G 1 251,

HITER KIS Co*. Ni*'. Zn*. Cu®. Ag"%%4
JEE TN A 4y 1 BAT 3 I U e,
BEIEHIFIETF$0 T P TR 24 3605 A 1007 FH e

6 funid

5 1 S I N SR AR R R L. AR SR
BT RP U fe 25 HA T7 s SRR e 1l
Sy RN I AR RN A, (X2
T3 i 2 P A LA e A b 0 P RORORR AT B [N
TERCBTET W R PUR A A BN =
PR T R 3700 R B 24 0 77 T L 7S Y K e i
A3, DUAE I A FI (0 = MBS BN 25 25 ) A T3 o
PR, PR, g, IR, WRZE
B i6, XM A2 TARE# N =M i 2
WIIFR, FHSRBITTE T ARRL 2,

6.1 1 =ZMRGUHR LAY

H MR I 1 A% = e 2R B B 2
(Ribavirin) i) tH, AATTE RS T = MR AL BT B T
MV ). B IR TR 2 B A7 R UFduhi 2 4E FH %
FF MG R 29, BV N 25 2 A T s
PR Ak 3955 B3 S YL PR . T LA, i AU AT B
BK, R TIR Z 8 I = MR BT s 4.

FH R SE B 73 B e vp (1) I Jie 2k 4149 B I A% 1 =
W 9SOt 22 ol el LG 7 (10 410 s i ) ¥ 5 T 7,
PR AN B 5 0 1 AL 1Ak S W IR AE A A5 0
BEMAT ], 8 A2 AR Ay 0 B M A A% T ot S I 40 761 71
BEAh, ALEW) 95 X & R TE MGG LAY 2(DENV-2)
A AN HIAR BE ECso 1K T8 5 M, S0 8 B HAuhg 753 1L
ALY 1. 3 F1 4, ZNRe Rk (Langat virus). FEZ 50
B 7 (Modoc  virus) 5 22 B HU B 75 B B8 B 1 B
B4, 1 B3 CH % ¥ (Hantaan virus) 1 andes J4 5 El’]
PO A s U, A SR R VAT LB
HIB 254).

ﬁfiWﬂ%ﬁ?ﬁaﬂcA%&%Eﬁn&%Eﬁ@ﬁiﬂz
2, RET =M HERRZ A PRI ) LF
PR EEERE. TR PIEIUAR = MR 5 1743 21 (1 A%
= 96" LAT 3 A SN BTN BT & B HCV 1E

CONH2
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I, BEAEROKE ECso {4 22 pg/mL, HIRJELE 50
ng/mL AN S A 32 05 4 MR BE A, SO R 2
N, 5 B IR E SR R W g5 A 6 B B 280
Bl T EEER, A5 EHEH DT BRI, Bt
R P iy A

6.2 AEBH =MRGURTILAED

FERE T = MR Ak A WP B P AT kK
Z. BRI, AR =M AL S I PUn EEAE T R AT,
oIS N B BB 2 1 B (HIV-1) B R
A, HAEHMLEL L S HIV-1 FIAME gpl20 454,
T B2, IR BP0 5 1 H 191, 2008 fERIE )
Y5 R =M HNG-156(97a)!" 7V & — o 214 () HIV-1 XU
ARG G AL AR, 5 HIV-1 gp120 75 CD4 fil &

L AR LGS, R HIV-1 40 53, 40 mIR
ICso fH 4 0.09 pmol/L, Hoi% o f& — ek dfis A= 4 97b!' %%
115 £, A EIF R B H LT HIV-1 259,

AT - A HE B, P = kB e il I fre 2 e
9 25 24 ) %2 Uk A8 45 (Amprenavir) H 1F B 3k 1, 1593
(1 4k &4 98U ISkt I J 5748 (1) HIV-1 2 (Al LA 1R
SRATHEIE T, S T2k 5. dE— DR
AP0 2 Hi 251 HIV-1 2 E B (HIV-1,
HIV-16,) M HFRARAK PRe, Wos RSB EIE, H Al
AT I RAR 36 By B 17O,

B UL T U AR A T S s B T 1Y) ey A 2
BB, A OGP & UL B B 25 A ST
KA&ZEM. FLIBKT (Zanamivir) 2 H A7 R L%

67 B I 29 2 —, e o 0 85 R
by - TP-Ser-Glu-Ala-Met-Met-CONH,
Asn H
e 97a, Ar=—Ph
| -—
Ag N \ 97b, Ar -—@Fe
H N\\N Ar =
HooC

N. . NHAcOH OH

PhoN. N o Hg &NN 99a, R = p-CsHy-CoHs

N 11)/ R 99b, R = p-CgH4-OC3H,

98 OH 99¢, R = CH(OH)C,H;
o 20 S PR T N T 504 YA 9 B A U 4% 40 T P 1) 2R
SRR, IEBNPUREEI H ). B FLIK 3 454
TS AR 1,2,3- = I et 247 22 99171
(R PUIR #5 SE I R W], 05 FR 1O e ik (99a) 5 b 45 Jik
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(99b) AL WP 25 68 ) SE R, 1T BN 1 Y A R
B 2R AR IE 10 5 NS T30 M 10 00, /8 &% 28
FERUAR I =M rp 2 L N AR AL & 99¢ HiHIRL
R, ECso 1M 6.4 pmol/L, 1G5 T KT
(ECso= 2.8 pmol/L). JH 1,2,3-= Mk P 23 15 PU 31
() il 28 S IR A 3%, 15 3] 1 XU 428 2 1 R DY b 48 2 1R
SR A, AMIEE T C A g T,

I PR A I AL A Wt B AT U R P
EAL. =M fE 100 T HIV-1 W EE6E ) E5m, X
HIV-1 B4R LK 545 A K103N-Y181C F1 Y188L
AT AN AEIE . = MR 1 A7k ZRIR IR X B A
FISEAE T K103N-Y181C Ji PEE L, X924 R Y188L
JUT-TCAMHIRR, K 2RI 4 il 28 FR B e B, U)X
FRAF Y188L HAT W3 skl fe U7, e, JKIR
AT A2 il O i i AR 4k & ) VRX-480773(101) 35
PERELF, 76 1 nmol/L ¥R JE B mT A 204 i HIV-1 2455
s LT I S 3 il X S < -/ K (S
HIV-1 % 8 259 B A BRI ).

A, = MEREL A 1020 R A% 55 B4
A AN P, SR EIA EE MIC {H24 16 pg/mL,
I 0F g v A% EE U OE M KO - IR 92 0
(TK'VZV)A 5 M. =itk &4 10317°)
BT — 2 P R 200 BE S 1, EIREEh 20
pg/mL Hﬂfﬂﬁ% ijj 30.1%.

\( SO,NH,

N—

N\

{;ﬁ@

3

)_
Q

7 HIRBE

PR B 2 2 — R A AR PiR. PR
YER 258, KA R & 5 b KA
10%~25% (1) N ] AR A 197, 36 T fig B0 LAt
FEE R I RORE, Wi A IE B i sk g AL, R T R AR B
MR PR B 2o LK. TJLAER, KETAESN
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Fooxt Al S AR A B AR PR BUR 2 IS T R,
orbon) = me R S AR S W T S N R, 1 E
TIRZ B RUFPr R BURE R =M 5.

A1 ¥t5 55 (Ibuprofen) & —Fl e R BT 2 B . HLXIE
K258, BATF R A R R N AN AR A,
S T MIBT R UM 2. B A I 25 v I R 2 1) = 2R
FRACAF B I — R AR I 55 = AT AR e R i+
oy, AT X R (Diclofenac).  UlAfii% 55 —
M JEE AT A2 104b BT A RE D) 9k T AT 25 WG 55
R, AR G R S RURSF BRI R g
U K T At % PR USOVE WA 955 45 R IR AR B — &R
YIS = b St A R bi R B . DA
b R M) 5NV B LA R
H, AR = MfE BT R BUR 29 KR B .

=M EEFEBR TG 105a~c X i SR
B T 10/ BURTE A R4 18 A3 P (P<0.05), $it

& B ) 9 T 5] 4k 25 oF (Indomethacin), H. & ¥t 5 e W
H:ﬂ?l e 5 o TE NS R i = W (CAT)(106) 42 — Fft Ak
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Recent advances in the researches of triazole compounds as
medicinal drugs

WANG Yan & ZHOU ChengHe

School of Chemistry and Chemical Engineering, Southwest University, Chongqing 400715, China

Abstract: Triazole compounds as medicinal drugs are extensively used in clinic, and are currently one of the most
important fields in the researches and developments of drugs. More and more triazole compounds, with strong
pharmacological activity, low toxicity, less adverse effects, fewer multi-drug resistances, high bioavailability, good
pharmacokinetics property and drug-targeting, diversity of drug administration, broad spectrum, better curative effect etc.
are frequently employed as candidates or clinical drugs for the therapy of various types of diseases, which have showed
their large development value and wide potential as medicinal agents. Combining with authors’ researches and referring
other works from literatures in recent 5 years, this work systematically reviewed the new researches and developments of
the whole range of triazole compounds as medicinal drugs for the first time, including antifungal, antibacterial,
anti-tuberculosis, anticancer, antivirus, anti-inflammatory, anti-convulsion and so on. The perspectives of the foreseeable
future in the research and development of triazole compounds as medicinal drugs are also presented.

Keywords: triazole, antifungal, antibacterial, anti-tuberculosis, anticancer, antivirus, anti-inflammatory, anti-convulsion
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