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I AAEA IR H N R0 32 A ) B RELNS STARAL 2 LBE B i K PR S AR S ) 1K 2 Il i
i HL A 37 AR S P 8 7 A B 43— DA B I 5 I 12 o

[0222] = T AW JCEE (0] A=A QA Ay 1 Pt f 2 TS e /A Py K i T S X T A &4
HUR] 24 I sl AL & o T AE AR AN E BRI SEB AL G 55 (1-6C) Ke BT iR i, e
BERE S 3 ATAT I (1-8C) Bl FEEUAR, Tk e 4l BRI L 21 VBRI AR Ol o W
A=A AN S R i 1) S 491 A 5 e PR R B M

[0223]  T1. =X 1 MALSWIHI &

[0224]  TEUNSCHR T BT HRAE K, AT LI — FRABRHE T 2R 2 =05 FEmR R AL &4
U, AT B4 & W AT DU I — 25 ) BT VR A%, B, GRImmett JT 43 FY) 7 125
(GRImmett, M. R. , ComprehensiveHeterocyclic Chemistry :The Structure, Reaction,
Synthesis andUses of Heterocyclic Compounds, A.R.KatRlzky FiI C.W. Rees, eds. ,
Vol. 5, Pergamon Press. Oxford, 1984, pp. 457-498 ;GRImmett, M. R. , Imidazole and

Benzimidazole Synthesis, Academic Press, SanDiego CA,1997) .

[0225]  FEA KW —ANSEHE U7 G, 2T AL & 0 ad i v v s TR 4 i) 46 6 Tl 9

AN TT B’ F A (1) R PR AL BRI P NV Hl43 (2 D5 i KR1eg
et al., Naturforsch. 1967,22b :132 ;Sarshar et al., Tetrahedron Lett. 1996,37 :
835-838).

[0226]
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RS Rz O 4 R3 R2 R3 R2
. NH,OAC/HOAG ﬁ:—( —
o) 0 R1 - HN\fN —_—— R4/NYN
R1 R1
(1 (111

[0227] X (ID) 1 (I1D) IALG P BERT LA T 30043, t ] LA T AH G A i) B R A
0T B ARVE 7 VA % PR, X (D) 46 &4 ] DLIE I — 2855 5 1 & 5 g V258 il
#%, 5] 4 Fischer 2% (J. Am. Chem. Soc. 1961, 83,4208-4210) ;Guijarro 2 A (J. Am. Chem.
Soc. 1999, 121,4155-4157) ;Chi %% (Synth. Comm. 1994, 24 (15),2119-2122) F Armesto %
(Synthesis, 1988, 799-801) iR K 7712,

[0228] W] LA#il& K 1T HI4LE4 -

[0229] i) JlIdEAL (V) (b EWHI% . W NFR, X (V) BeErIBLER (V) 191k
E S F IR RN A, o R2 e XA L

[0230]
9 . 0O OH -
| YH NaCNGEF ||| £ O“ O”
- - e
R2 R2 R2 R2 R2
)] ) (I
[0231] B #,

[0232]  ii) ELEANX (VD) AEWHle . Wk, X VD feadnl Bl (V) #1k
EPAE (VID) B &5 SRR SR M il &, Ferp R2 RS [ 5E IR L
[0233]

o) o . Q OH - 0 Q
Y'Y wewsn JL1 R
R2 R3 R2 R3 R2 R3
V) (viy) (W) (1)

[0234] E(H#,
[0235]  iii) il b 4 AL =X (VIID tb &9 % W R A as, 28 (VITD 4k & 9l
DL i AL 28 (IX) 4t A ek X O B4k & 9l 4%, Horb R2 AT RS B 2 XA L -

R2————R3

1) e )O”_OC AL M
_°_r_ R2 R3 R2 R3
R2———R3
) (viil) (iH
[0236] B,
[0237]  iv) 7E DMSO Hff A PdCl, 4k (X) 1tk &%,
[0238] B,

[0230]  v) il XD LSRR AL . X XD e dmld X XID 1

EPAA XTI A EYILE G & RIBATAE T S il 45
[0240]
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FARY

< O OTBDMS o
ro” Sotepoms P FWd OH I
—_—
o) 0 R2 R3 R2 R3
R2/U\N/ o) ()
\

OMe
{Xilh)

[0241]  Hirp R2 1 R3 M7 oAy 57 3% CHAR 95 5k A 05 FE s AR A% 0% 26

[0242] B,

[0243]  vi) i@ (XIV) A5 HUREEERADY L B A B AR U A% 07 25 7E F-C Wik
AAE T RV £, BB SERZ IR XIVAL &9 BRS04 . =X (XIV) -G90mT BLE
AR B E AR 5 2 BB B AR B I 24 05 ZE7E F-C I BEAL A 1R T 5 BB S R N i o) 4% o
[0244]

IS LV ES St

USAEGVES SINCER SIS 0 0 FAAH/ABKELEE QO
.—__*. s
BAK 64 / RIS Sh r27.  al R2 R3

OV) m

[0245]  JLrR R2 AT R3 FhS7 A J5 2 B DS 2 A 5 B4 05 2 .

[0246]  BHE,

[0247]  vii) WIFEARX XV) (LEDHIE. X QV) LAY ETE XVD Ktk 594
B PR — T PR R P 2R D S R I U N AR s R TR AR (XVID) Tl & o &b el g
(XVIT) Aaith BHHAT F-C VAR (XV) o

[0248]

0

o 0 o mqp Q
Ar1\/u\og——-kL A”\)l\Cl A A”\/U\Arz B Ar1\‘#j\Ar2
O
XV1 XV XV b1 !

[0249]  I111. & I ALEWHIPTRIETE

[0250] SR AL AN AR HER AR 2 =X T g etk &9 DL sis 1k . R AR 9,
i AL A P BT B I 1 TT DO DU B R 0 R M B (R I B R R DT I B
EQNSTHR A B CLAN T, A A TR TS 1 T RECR UM A A i (i, SRR/ BOR R
RSN , B FEURE BN HIHE A M A K Cln, FAn R / BB wvE ) o Rk, 5
I LA T DO ARG R R/ BUR LB I, B B ATRT DO FP4H R A/ Bl 1. A
R B IR RS ek 22 BN A AR A= A K AL A A 5 AP R R KBS VT A 2L

[0251] A, fRAMAL:

[0252] AR 0 0 A4 S S ik G VRS A 0 il S BT SRR I Ak A 4 A AR S PR I T
Fo W, XL TR SO ASRIR S s b0 G 5 B 4 M sk R AR R, I HRS 0 41 A
B FEWIAR R 5 AR AR BE RN B R ARG . I SR T, 7R3 onT LUK ) — 6 5 i ek
FERF IR AL NP s A B i

[0253] {5l 4n, =X T Fpfige b A G 40 R 0 ) sk A= A0 A B A 1) 1 T DR 25 oy AR i 0 4
GRS NIIHIREE MIC) R . MIC & AHHI AP ALK R R —TUE PR /b 2
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WIREE o 5101, MIC g0 1B 2 SR 5E A TP AE M) A A 1R B /NI B, T MT G {ELRE LA 90 %6 1)
i A R e /NI BE, MIC B 0E XA 50 %6 1) A G IR e /IR B2 o MICAE AT I 327 A —ANE
BN, AL AT MIC, 60 1T BAFR IR A AW 8 B A2 K 3K B B3R n A R B A KRS 5 %
It EL i R0 TR VAR 8 2 ) A P

[0254] L 7Y M, fig 356 4k A 4 A DT 4l B MIC 232 A% K & B Ak & s 8 k36 SR I o 1)
( 2 W, Amsterdam, D. (1996) “V& 1AW 5 1 1 B 8O iR %6, 7 pp. 52-111. In Loman, V.,
ed. Antibiotics in Laboratory Medicine,4th ed.Williams and Wilkins, Baltimore,
VD) o FE KRR ARUE thar (NCCLS) $2 4 T bRk 1 Po 40 v SR 35 2000 5 S
M7-A58.

[0255]  FEZ LI WA EMBE T, 75 LA 55 96 FLAR 40 A B e S Bl it P e
WE . AW % R RS MR R C s IRk T, DMEE M 5, LA
MR R VA AT (CFU) /ml ( HLARS), 29 5 X 10°CFU/ml) o FRHbi Ao AL 55 18 5 3CH 85 9%
S (AEYNE ) FIFLIE A B I, B HE AP AR = FLVE M BH XS R . B S BEPh AR 7E
EMERR S (B, 35°C —37°C,16-48 /NN ) o AR E S H L / BE ik Ao 15 BUL
52 595nm 8K 600nm KRG BOEE B (0D) SRl & R FLI TR, A DAFR 7= il e A K 72
o

[0256]  ffisE I AW PIEE MICERIE A S FR 51 H R & Hr g i MIC (1) 77 15 K EUH
7], thAFE K BB AN ERBE (20 EUn, Pfaller, M. A, Rex, J. H. , Rlnaldi, M. G. ,
Clin. Infect.Dis., (1997)24 :776-84) . HZIuAK SZFruEdh4s (NCCLS) #E#E T AnitEAb K
U B U IR 5 77725, NCCLS M27-T ( 2 I, Ghannoum, M. A. ,Rex, J. H. Fl Galgiani J.N.,
J.Clin. Microbiol., (1996)34 :489-495 ;Pfaller, M. A. I Yu, W. L., Infect.Dis. Clin.
North Amer., (2001)15 :1227-1261).

[0257]  HR ¥ AR B ) — A5 5 58, 2430 1 AL S Bpolss 2t se i A ik A K
(1) MIC /N2y 75 1 g/ml B, A FEXHH8 AR LA BURTEE. E— i £, %
AR BRI MIC /N T2 50 1 g/ml o A8 55— AN 7 =7, AL AP I MIC /)
T4 350 g/mle 755 —ASEHE T S, S SR A CHEE AR MIC /N2 25 1 g/ml .
INFZ3 1610 g/mlNTZ)12.5 0 g/ml,

[0258] P g v PE AR AT LR IR oA 75— BOPIUE I IR 1R) N R — M e A 5 ) S iR B 25 25 % e
TE AR ARANEIR G 7320 o7 iER U T — AR PR S IR A K T
s 0, ERNR S 2 BT BT EEAT I MIC e SR B R P AREE . 7EAS & B 1) — P Sl 77 %
b, TR I 48 /N A B AR TR i R R, WA 2 25 1 g/ml AL SRS I 4R 2
I AE A K2 25 % B, IR A DA A& — P LE BT 7 o

[0250]  AHIEHI AN A BE ], ST FH IR B H 99 (P Vs HE AL &4 (Han, A MIC
> 1281 g/ml BALEH ), U5 —FrEk P C AT RS, U5 n] RER I H R I
PURETEE - B0, b S Re e 4 i AR M An ook He e 25 E T I RUEE, TTRE R I R L e 2y
e nss e 2 E MR

[0260]  [FIFER, VEZ IR G55 51— Fh 255 A0 I 2RI H dpe R IR o IX b
N RT LA ] 5 K SR AR RN B A P (RN o 54, =2 S A FH B R TR T R FH AL &
W5 A Mt A S IS AT RIS, BERCA AR B BRI, AR B AU =4 53 4 —Fh 2l T Ak
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G EE AN M O AP AR, 2 T A SIS TR RE R sk . B, X T G YRR
fi 9 5 FL B BT B DT BE CR  Rr PR B AL S P R AT/ Bk R ARV IR 77 VA AR 40
AR .
[0261] 5l u1, FHIA B2 3 % (FIC) AT BAFH RPN I BT A5 40 2 TR) 2 A5 A7 A 13 IR 4R H
(Z WA, S5 EEH) 6,288, 212) o B 1 AE FAS I AR 2 W 72 =2 A, FIC A% A 2400100 i
MIC [ 77 VA B e MR A o » (9 G A — A4 B B3 e e Ak &) T AE o5 — 4 B3
E DA . BV RN S A R AE = I MIC R RIS FIC, R 2R
SR WA BEANME A, FIC AT B L PAR I vkl g -
[0262]
MIC (BR&-t91E ko4 ) . MIC (A% S snin £ % )
MIC (3 ikegikiieddp)  MIC (EMehSiinAE X))
[0263]  FIC HI{ESE T 1 WIZR AL S W HIAE & S8R0, T FIC B/ T 1 SR UIAE A2 P[]
[¥). FICAE/NT 0.5 WML A il 3 [F]VE F 3R A
[0264]  B. ANIXE:
[0265] X T ALEWIVE ARG ik n] LR bRV R EARTE AR IR 152 23
YIRS T I BRI 1, B2 5 Lt
[0266]  I& TRLIN X T A& Pbo i i Tk iA AR PR ) S0 sh ) i B AL 56, (HASFR T, S
F /I B AR A T < e £ 2 TR B R B 2R e A N T PR A gl D ) /S B A A AR
P R SR AR T RN FL N BRAE A EBLIN B Y (Klose, et al., (2000), Trends
Microbiol. ,8 :189-91)
[0267] & 3& T4k N KL I Bt i AL & ) I AR B R0 FR 7 AE Iwahi, T. 58 A [ J. Med.
Microbiol., (1982)15 :303-316 ;Michie, H.R. , J. Antimicrob. Chemother., (1998)41 :
47-49 ;Yanke, S. J., et al., Can. J. Microbiol., (2000)46 :920-926 ;Shibata, K. , et
al., J. Antimicrob. Chemothe. , (2000)45 :379-82 ;Totsuka, K. , et al., J. Antimicrob.
Chemothe. , (1999)44 :455-60 ;Goto, Y., et al, Int. ] Antimicrob. Agents., (1999) 11 :
39-46 T HEIR
[0268] & TSI =X T A& Wb 50 R i 1k 1A AR ME 1 S s s 2 A 4, (HAN PR T, ™
LA i fa /N SRS (SCID) Mg)FLEh = SPF /B BIAL ] T/ B fo 5 dUse s  FR Bk
R B B ARG g DAY (2300, 5140, Walsh, et al., J. Infect.Dis., 1990, 161 :
755-760 ;Thaler, etal., J. Infect. Dis. , 1988, 158 :80) . /] [ #& U1 #h 2% B B2 AL (&
WL, 40, Arroyo 2 A, Antimicrob. Agents Chemoth. , 1977, pp. 12-25) FINg r it 41 o el 2>
B FR IR B S BR B B YL Y (I, 4541, Lechner 28 A, Am. J. Physiol. (Lung Cell.Mol.
Physiol) 1994, 10 :1-8) .
[0269]  FH T Pt W A0 & W03 P R A4 P a8 J7 25 2 AU Ak T AL N 16y o LAY b, Ak Py ik
WAL S — IR B E D A LRSS S EUR R N B 25 G I BB AL, SR S5 245 7 —Fhak
Z R TR ST . 42577 T N B4 &9, 4 ann] DL o PRast v 5 &2
Arid ek (s REOR B R ERIK ) , B D45 25 . i BRI AL BE S AT / Bl qE
h Xt B 25 T EhoK BGE ob RS BLAR BE BN o T SRR L, TR S IS (R (R) B, 28 TR ER
FE R G . ARG RN %

31

FIC=



CN 101899006 B OB B 98/42 T

[0270]  $ZHEACK B, 4n RALTHA S50 A BT 2 DK 15%, IBA WA X T s
W= T AN BN . AEAR R —FPSEiti Ty Z2rb, X T E VA BB Y RIPE T % 22 /b
BEAK 729 25% o FE AL TT T, A PBRARIET 3R 22 /D2 40% o 78 H B 1 SE i
T EH SRR B S P TET-H 2 /D2 50 %6 .60 % .70% .80 %6 Al 90% .

[0271]  1V. FMERE

[0272] AR BB AL S PRI AR A4 P 55 2 IR B L) o AN O AN 7R 29 ) 75
MARE (2L, B, Hayes, A W. , ed. , (1994) ,PRInciples and Methods of Toxicology,
3rd ed., Raven Press, NY ;Maines, M., ed, . Current Protocols in Toxicology, John
Wiley&Sons, Inc,.NY) .

[0273] = T AL G R RS S M 150 mT DA AW FLzh A 40 i R 24T (200, )
Ekwall, B., Ann. N. Y. Acad. Sci., (1983)407 :64-77) ., & &4 M A K IEBEE P Tkl &
VAR N, IF HARSUSRE AR N 25 5 T E

[0274] W] LI ARUER 7 AT R N B RS . B0, 25 5 il I B R R e I AN TR
gt &4 AW LIS — ke RN E R 2524 . w] LU I A8 — B 3 I 1R) Y R
MBHP) ] — R A FER A B R PP L SRR . AR VPO RS, W LK sh 4 Ak
TE, SR JE T 8 AH DG IR A A =

[0275] 4% BEAC R W B — AN S 7 58, TR I =X T A& i fi s ) ik 45 24
INF, I R L FR BT 7 Pk T R A ) s A B AR o

[0276]1 V. X T "PHIEAADIIKINYH

[0277] AR EHERAL T — el 2 M T (LS4 soph s F sty O A BBt s R & T4 i
TR SRR R B R/ BRI B AN/ BT &

[0278]  [Al, 76 —AN 5Kl 77 2, AR g fit T — ol i A — A ek 2 ARG E R T
WG 5 A TR R R D4 R AR B T R T AT R BT I PR I, 7E
XA DL AR LU T B 22 PR B 22 R Mg R . ] LB S T Ak S 43l il i
A B A ARG B9 A0S, (HANBR T, 2 TR DA 17 e 28 A4 Ji A VIR i A L[99
M3 ZEHFT B (Enterobacter faecalis)BRIZERE KT B KA #0157 :H7 . i fEKrg
AT TR WA T TR B L SAZ A 3G 22 1 A= 0 R AT T R IR A Sy T L R 2% SR I i ¢
I KB R SRR T B I R BRI B b 1T IR L B VD T TR e B (U A IR B S
TR K147 R B2 A BR1A B A A5 BR 1A (Staphylococcustyphimurium) (Z2AERERK
PRI il 28 BERR AT | R BR T B ALINBE L 85 1% 70 BT A oA R ME R (i A B (3R
Oy AT TR S5 G0 M PN 43 AT T i 98 23 R AT B 2 B A% 43 AT B JRR XL ST B B ST
) HIE AT R AL AR TE 1 A M RO B R ER B o AR AR e B — AN SE 5 2 vh, A T
THUE = RAMER .

[0279]  HfIETCRE A2, TERUCE D24 AU CL 2 B T 17 2 2 i 29 M ARAE el (1) ik 25 JLAF
P IR, FER R bR v DA 2= AT T s AW IR E AT O I 25 PR 1491 - E 5
PR 40V PR < 8 €5 ) 26 BRI (MRSA) T P 48 P AR 5 5 1t 9] 7 4 %5 3K 18 (MRCNS) i 75 5 & il
RUEBRDE Y 75 5 20 R BRI A2 i 25 M PR K . BRI, AR BT T =X T midk &4
FNX LS L i 25 PE AR A A TP A3 . FEACR I — A S 7 22, 2 T IAE Y T
Tl 2 i 25 MR PR A . AEA R 55— A SEHE T S, A E W T30 MRSA i A= C
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[0280]  f& HEAC K W () — AL T7 58, BB IT A E I — APk 2 Rl T Sl s —
bl 2 A T PR 2SI T R A B R R R, AR B T — e 2 A
I A WIAETR YT 40 B I AN 5 40 TR AH G R0 i B Y A & o ] L AN % AL & 036
I ) 40 B AH S RE R B 4G, (HANFR T, SR i 48 35 02 I 7 I L 3 Tk 4T 4
AT 98 AT FEIE A1 B T 5 6 98 U RS 40 R T AR B AR A B RIS L R IDE % L 4
B PR R TE 28 3 40 B PR O P T 58 L A0 B PR O R BRI R B R L B AR T s B R S I
PEPRERIE A EE T EE R0 VI B DR SRR % « AR IEL i AR T i

[0281]  7E5— Sy i, A HERME T — R A ME L T AR HEE —
FhER 22 P L B 250 3G Ak 0 TR T 0 S AR B 7 v o T K T A S 0 3 ol 1R BB 1)
AR MR a5, (EAR T, A MK EE (FnRRAZRKE ) RATHE. PR
B EIERAL T BE L EEREE (I arH B EERE ) S B E (a2 2t & L B i
g thE. HihvE B2 e mRE K E) e wE (flingEsE  HERE R
H. EEWE . ALERE MAERE D RIRNEBREER) ESEKEE (FlnEaSERR.
PSR E AR SHE RETLSHRE - w G SRR B B SR W A TS
PR B & BR R B SRS G S R R DI & ZR ) B L e A 22 L R
BT B R KB B RS 5y 08 B PO % | Fonsecae pedrosoi. HiAtHr g
JHR R AR T FR R o

[0282]  $ZHEACK W) Iy — AN SETt 7 58, W LLEHG I T A A E I — R el LM T Sl &
e S e B W Y BCE T B ER ER B T BEAE SC RE BOR E  R . W]
T S Y67 1) 5 B AH I E R 95 AL G, (AN BR T+, & 3K« Hh 7 & B (491
W2 2R R B  BRAE T B 28 AR TR B ER AR T TR S BRI N L DR ) A
R V1478 S R R E AT e I 8 5 S K T o e 58 SRR IR A 38 7 SO UEF I R (narcotising
patchy bronchopneumonia)  Hi{ L P4 fifif#i %€ (haemorrhagicpuhnonary infarction) MR
Wi (rhinocerebraldisease) \ R4 M /D AE R BLE 10 B BE N 8 (4
(1) S PRSI 5E ) i3 LT 28 5 €8 2 AR iR AU 20 B iR

[0283] & MEAK B Iy — NSt 7 8, — R Al T AW mTE a7 B G —Fh ek
Z R a2 e RYE ST B TR T i E IR, B AR ) A K B I B o X
PG I7 R A AN, 53K T A WIES i 1S B 259 s B2 AN 5 5 e
(Ro AN, TEVA T 40 IR G RUAE OG0, T I Bl [RVE 7 B A 2= 2380 A ds, (HA R
T BRI R EE RIS LA RIS T v 2 v v 2 L U A DU 3= 28 VR IR
FMERTH BRI L EPIA R, IMAER ARG HE R PR AMERE i B I v e 2
PR A P R SE UL 202 o 6 T30 97 1 RIS A L B AH DS M, T T I & a7 I g ik b 1w
EMARE, (HAR T, MMHEEER B MG MAH XKML S HIE R =M ISR RURMERE ;
W ST A4 G ] e s o e A i R A AT A | B S A T R A IR A R A
Frt e s NG AR 2 R 2h, IR IR SR UK TE R .

[0284] AR T 2 T A& AR A HURTE ) PO IREE W 25 | WL Bpe v Al
R PR 10 R A o AR ARl S N3P B 2K AT ™ it At mT 6 AR A 0 1) ) 284
E, 0 a0 A AR ORIE AR T . BTk S AT A R LA T
FMRAMEIL AR, Bl TAEG IR a7 L= TAES R R HAR
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TRKEE RIS e 2% AR R B BL R SCER . T R B A& T HEFMe - &3R . 80, ki &
YR AT SR e B B an B e ik B iR AT R B (bedlinen) YEREAG
S ETE R o 12 AR B PR T T T TRk w25 BB R sk kiR R T ik
b A B RV ) A AR R B TR D R B SR LA SR R IR )
B e B NS B, AR R A — B X T G YE T 25 R RIS v
FURIHN FHEIF o 2 BEA A B 35 75 300 6300 vk W 25 511) L B2 s SR T A JE 3R 8%
o 40 8 FH - AE B B AT HR B Sl TR B o B e DL R B RABE

[0285]  Y34b, Ak B PICHAHIFR A (20 T AP H % Kl & 4 il 2 L 72 HP A= 9
KA, B HEIF LT W& RS, ARG R 0. frideaotbn]
L4 H BB R NPT & B R A I 5 49 A ik P e 4 RV A, TR S R 2 SRR (1 b 77
[0286] AR EHIA TN I ALAWIE A AP BEAT A iE R B BT i s AN 2
dl B A AR B ST PR R R R K B . DAY BRI s 5 T e
K, R L B RS I BX S A4 . BRI AT DB R AT 2 40 5 75
RN EIAS NI HHIFR A o BRI, 0870 AT DU B R A 0 (R LR R4 ORI T =X
IINBIAS NI BRI o 80, BRI LR B 2N Bk LS [ 1 2k SRR 71— I A\ 2]
A ST HUEFIAT RO B A ER ) 5 A A A S0 AR A A E ) 1 R
AN BCE DU T Bk 5 He 50 a3 Th I — AP RS

[0287]1  VI. A I HIHAADIHIF 5452

[0288] % T AT AN A H 4 B a4 B A G IR I B YR YT 3R, B AR A e B
MIPLRAL GAELE 252 ATHIFR . BRI, AR BHERAL T 25950, B ks —Mek 2 M TG
YFIA] 2 FHEAR BRI s TR SR FH O AN 8028 52 2115 18 10 A AR 0 B v 16 7 V2 i) 2% A
REE 25 T o 2EH 2 AR B LG, 416005 MR 7 3 v CLS 8RR A, B3k
ERRE, BB AR Y, W] DU RS /N2y 3 4K (paper) BB AARHIE . 3k
VB — PR R R B 5 L AT DA B 5 T B 23 (R A IR TR0 B A SR A 1 [l A 2 [ R sl 1
Y.

[0289]  E A MRIE AN K BH PR AL AW (M 254 &y nT LI ok 2 P iR 25 24, 45 25 77 UL
R T B R A A B P AT DA R BT ERAL . 25 25 DU BRI (LIRS
o5 2 FIORG TR 25 247, R R 2 2 A0 358 [P0 R0 B 25 2 ) s 1 G W N BRI N 0 oK BHR 222551, L
HHALREE A BN BN R TANE R ORI B AN E 2. B oA 2 B REE KN LB
JK P~ 52T TGS N BV PRV S B s B SR PP, B Y BB DB N

[0200] AR EHHIOHIRAL A Y0] UL B & 25 24, JF BT 5T 25 ks 2. BRARI
ST, AR R R E TR/ BUA S R . AN R B BRI T E B AR AR 2 A Rl
2R TG A &, ik E ikl N TR g (R IR iR A B R i s )
Fif (niosome) %) R BRI HE o 1K LLARII AL A H) T I8 BIPT AL &SRR U 2
Ak,

[0201] X FVRT7 B BUR W A RS 2510 5 5 AR B U B R BT R AL S K 25 41
A% B O IREE 2T, A ) IR BEL . O T I H L A ST DL R A S A
18] e B % B T PR 55 A R TR L LB L SR RIDRG A S B BRI R AR AT i 3 R
AR AT o 2 AT Ul T iy A o G SR RR AT I AN RRRE T TR AR BE TR T R) L E
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FRIEER RN SIS SN SHEEh— R AR, HEAR
B AT AR [ A B AR 4 S v B AL A 0 1R AR 22 D R A2 O IR ER 25 I, IR BITE
ST T ST . Ak B U BT R AL S B W S ST, TEIX IO T A A Y04
2 I A H B B I B RSV, AR 48] A A2 8 1 B A B LA SR AT S VB VT

[0292] X TWR AN BT N 25 24, Ui Ak G mT LA i) 2% oK 1tk B 43 K 1 RS T 4R ) LA
SEFNITE AL o A< B A (HTBRAL A 4 E K PE s350mT DA L B35 s IR §7% SRR P VA 1) 7B
AAEH . AR HETHIIPTRAL S PR o O TIXA B, AT RLZE SR bk L ) i
K3 FLE BOER, T RR A2 G (347

[0293]  FHF R A 4L -E 4 mT URR 4 A ATk L 50 (14 1) 2% 25 46 W 5 ik il 4%, 9 Hiz 4l
E AT DL — Pk 2 P R R G B R E e AT A, LR e] 25 H
(RIS RT IR o 70 35 22 5 A BUw AL A W) R AR B R 000 T 45 350 mT 2 R 751 1)
TG, Bk ] 24 W 50 LG a0 b T8 R 51 4] G i R 605 ok B2 N« LB ol PR AT B IR Y 5
R IR AR, A0 K TE R BOR IR R A7), Qe R 5 B R BT RAT AR A 5 LA AT 7
U A R R AR TR Bl Ak . R AT DU e Ak ) sl i A AR LU SE IR 7 B
T HP (1) R AR T A At R ) R 3 8V i o A5, AT A B TRD S 3R 40, S P 1 H o
Wi Bk — Al Te % H v e .

[0204] {24 C1IRASE FH F% i) 500 P LA A2 i B e s 3, HC b B0 B A0 6 0 5 s e T R A B 5 VR
Fr o T I T (] 4 R R0 G o R S 1l IR 4 B U -, BRI B, L R v T R 5 /K B
PEN TR A, QA8 2B I A A s sl RO i

[0205]  JKMEVRER EE S A IR A Y 5E T4 K VR B R TE I VR -S4, 11
BRI (B n e PR T o Z Al PP R AT 4 35 PR TN 3 TP L 41 4 25 L g TR TR AN 2R LA L i e
] B RN I RS R AF AR G ) 5 4 S B i 551, 49 G R AR i C ORI ) BSUTR DT IR 5 44
A4 G (B AR S IRERIE ) SKBENRII I 5 S e 4a &9 (1
Wb SEE5 A+ /SEE (heptadecaethyleneoxycetanol)) , Bl LAY FIAT AL B IR R
FCHE R R ER 48 54 (B0 548 £ 0 0 B T R i R B » B S A S AL [RAT A2 1 g i
B OB BT (W MBS0 46 4 (a5 246 L BL S0 SO IR ER ) o /K PEVR BRI W] LLEH
— Rl a2 R B, 10 ZF  BOE - T3 - 0 - B BRI M ME R —
FhEl 2 R R, B ek 2 AR, WS BOR R B 14 .

[0206]  yH1 1t VRE VR ] LLUIE R BT B AL A e VE TR i S 0 i o 2%, B A A i 191
WG 0 RO I 22 BRI SRR -3, Pl A e 46 g A it o 3ol P VR AR T DA A A
), BT B A7) 45 b i L T A A i ST . T R0 2 T A7) S f A R k5, LA
PO O CBRIF . X Ee 2] AT LI it in AP AR ango IR i Bk 5

[0207] 3 38 iz o A\ 7K T ) 88 7K T VR VAR T 4 PO SR FRRIURE 5 7 T B AL & R 43 B
SR R BRI — Pl o 2 PR 0o B3 1R 43 OGRSl i 751 DA BB ST LA T By
PERNE) . AT LU 53 A IR, TR RS G5

[0208] AR B2 A AW BT AR EMFLFIE R JAH T LR, ) Qosions il
BACA T, AT DU 03, a0y R A s, BUE TR G . & 18 BIFLATI AT DU R AR
JE (A0 L RAT R AE RS e B B B IS ) s RARBENR (91 oK 2 BRI ) R by I s T R W e I
FTAE R B S G (5 G BLER0E Sh ER IS ) , R BE RN 205 B M 4 4 () W 3848 L 0
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L AR ERHE PRV R IR ) o LRI AT LA A SRR R 5 o
[0209] W] LAASE FH AT DA i) 4 48 2 S0 FH Bt 1), 450t H ety s D8 L A R . X B
SRR DL B A sl 22 i v 701 907 18 5 s AR SRR 555, sREAT TS
[0300]  ZWZH A RT LA B AT A SR K B PR VR R . VR B T LU S T
2o AT A BRI B ) 43 BOGR BROE E SR AR R A o DS B S IR AT DU R A AT
FH AR B 501 B0 0 RV TR B TR ARV, B 1, 31 I TR o I LAASE FH ] 482 A2 2R AR R 571
AT LR K A ESA SR SN . 40, JCR AN R I8 AR SR B a7 A o
F o SR, AN AT LIS 21X AN B 1, Frd Je$ A i) & i S s — Hm s . 5
A1, I TG g T e R T P i 88 T SR o e e S BRI 7 S R % e e v AR
BAETER I
[0301] X T A& LLL R 73 0l Lz S B ke s i i e X gh 25 v BLidE ik
PEX PG4 5 18 B JC RO TE VR AR il £ 1% L2054, I R T T 7)o T N A [ Ak 1)
T AT 5 R0 B T8 PRSI A A, FE BRI R B TR B0 o 3R Jo 461 0,456 ] m] J R
HLEE,
[0302] AU BHIR) 5 —FhflFIE A T B AR IR SR ( “NWER7) o 2B B v FH T3k
AR DU AL AP DA R e S AR S 3 « T 259050 A28 B0 7 i) A e A
FAEHIE T2 A i ) (20, fdn, SE L4 5, 023, 252 51991 4F 1 H 11 HHARD)
12 AT LA £ Rz 82 1 i 1Ry B8 75 A 38 2 K i )
[0303] 254 &) BB B IR RS T Al h] Re A i B ) . ERE A AR
IR RE E NG LN E R G DR i ek . FH TR AR PR s B B AR R R
FIEBAL T B AL S R G HI0) 1, /R E LR 5,011, 472 A REIR
[0304] 25251 G IRIE FF A R R T e U SR, (R I8 A R . 185, ER
A 5 R 25 25 R AC R RIS T 15 24 1 2 RS T 1 T A B e 1 2 R
AP I SR AE . 29V AL ) 2 B DL A R = % IR, AR S 2 0,05 3
100mg MIPTHAL G . ARTE “ AL EE A T3 b B Bhr, JE-S1E N T Ak
FELE W) I 25 2570 & B, RS LA 0 OS2 I P R A RIS B 1 25 RO 71, LA
IR BB IRTT R
[0305] BB SR H 25 2550 8 29 0. 01 25 200mg BT 5o K, BRIk B3 7 &=
Y52, PRI, VT LSRR, SEERES T AL -5 4070 2K R B TR AR AH DG DL e , BITads 1 A0 4%
TRIT WIE  JEFE IO 25 253842 SERBR S T AL A4 B8 38 AT 8 L AR R I R, LR S i bR
[ E e, R, IR 2 25 R AN DA T X PR AR i BH A P Vel 7E— 28 B 00T,
ICT b4 25 BRI & ACE ] et &, o T HoAth— 285 461, m] g8 48 A 52 K50 &, (H
FAG AT T R RN, ) 40w SeH AR R A R &= 7 U LA D RIE LS T .
[0306]  VII. iX#H&
[0307] A BHIESEME T H TR 7 G M A5 29 A -G a7 iR &, Priddl &
YA RS A TGV el S — Mk A E PR A S . W& EIRER )
I3 ¥ A BRI R A B S A A A E TS 24 S BRI AR A R A S 1 BUR
PLAaHE 2 B 20807 i B, 20 i v B N SBURT HLA 6 N SR B s 45 24 B B AT | A 7 AT
FH B & At
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[0308] =43RI I a0 A2 DA— b & R ORI I, PRV T DU — K P8
W BN TE R A PR o X PR A, DU AL S mT LA 6 1l 2 T BT 50 AR IR
TEOLT, AR A AT LI NS5 R 3 IR IR A sl 2R B i, B I e e %
F R G 25 T Sh IS L an i s v 5 45 2, 8 SR & R I e R G 4 2.
[0300] 5 P A B R ] DAL TR s R i AR At o 22170 sl ple 2y BT T L3R
PRI, S5 I 2 VAR EAT S o AT DATIUARL, 5 ] DU s Ah— A s 75 2
AR . AH BRI RBAIEE . AR BRG] LS B E R BN —Fh A T3 )
VRS / 45 25 BOBCE N TEh AR I s A A G YN TR o i T H AT ORGSR A
B VBT AR AR TR S AT AR A R] B TR

[0310] T SE4F A A SCHATR (K 5 W], 02N R Sl ], w] LR Al i L6451 7 U T
VLTI H o AL EATIAS B 24 DU A SRR A BT A v

SCHE 5
[0311]  ALEWIRIHIS A R NARYE T8 T7 AT -
[0312]
Ary Arp
0 0 P
Ar \ﬂ/[L + ‘ NH;Ac/AcOH 7_——<
! Ary i bt N NH
0 3| ' \\T//
S

[0313] 7F #t Y [ sz 4% 0 B oA, B 1mmol (10 =) M M B R K B 5
1. 05-1. 10mmo1 (1. 05-1. 1 45 ) FIBEIREERT 20mmol (20 & ) 1 LFRIZH 5ml ) LR R
o BEDIPEHRA I INBNA 3-5 /N o [ Nt R i TLC WA, B 2004k 58 v FE .
SR S TR A TRV EN B ZAR R I BIBEFE UK AK A o SR 5 B8k BT [ 1A, FER RE i [
IRVSIRAE LT8R S, A AR BR AN T uE i, B IR S/ HLE o AR5 BE T DU T dE 45 4
T DU A Tk — TR e A Vel BEAT R E M 0 B 7 )
[0314]  {HAFFEMISE, P78 H TLC £E UV FRILHFHEME B 58 (K= 254nm) , ST
CIAE K S A —Fh FAEAE M o 48 B MEL-TEMP 40 445 55 000 52 445 55, 485 SRR 1IE. A 500MHz
Brucker 1Y 24 4F 238 N F A48 I TAREFIEAT "TH-NMR )23 #7
[0315]  SEHEM 1 ALE4) 2 K%
[0316]
3 ()
. )
NHAc/AcOH —
ocHs T

(0]
+
O

TZ

w0
x
z_ z
X
\
4

CH3

[0317]  'H-NMR : & (DMSO-d,),12. 10 (s, 1H),11.30(s, 1H),7.98(d, 1H),7.62(d,2H),
7.56(d, 2H), 7. 45(t,2H) , 7. 28-7. 40 (m, 4H) , 7. 24 (t, 1H) , 7. 03-7. 14 (m, 2H) , 2. 70 (s, 3H) »
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HRMSm/zCo,H, Ny BRI AA :349. 157898, SLll{E :349. 157897. M. p. ={E 260-264 7} fift .

[o318]  SEjifd) 2 AL-54) 5

[0319] 'H-NMR(CDCl,) : 6 = 8.02(d,2H),7.53(d, 1H),7.43-7.52(m,6H) ,7. 41 (d, 1H),
7.21-7. 34 (m, 6H) , 2. 81 (s, 3H) , 2. 75 (s, 3H) . C,eH,sN;0, 1 EIMS[M' Im/z & 433, M.p. =
224-221.

[0320]  SEjlfsl 3 ALEH 11

[0321] 'H-NMR(CDCl,) : 6 = 7.70(d, 1H),7.41(d,4H),7. 32(d, 1H),7. 09 (q,2H),6. 77 (d,
4H) , 2. 95 (s, 12H) , 2. 67 (s, 3H) . CosHoNs K] EIMS M Im/z Ky 435, M. p. =7F 236-238 /i
[0322]  sEjfifsl] 4 ALEH 13

[0323] 'H-NMR(CDCl,) : 6 = 7.47(d,4H),7.44(d,4H),7. 30-7. 34 (m, 1H) , 7. 14-7. 19 (m,
3H) , 2. 68 (bs, 3H) , C,,H,-N,Br, ] EIMS[M'Im/z & 507. M. p. = 240-245,

[0324] S 5 A5 19

[0325]  'H-NMR (DMSO-d,) : 6 = 12.13(s, 1H),11.33(s, 1H),7.94(d,2H),7.57 (d, 21,
7.52(bd, 2H) , 7. 39 (bd, 2H) , 7. 35 (d, 1H) , 7. 05-7. 12 (m, 3H) , 2. 50 (s, 3H) . C,, ;. N,C,,T K
EIMS[MIm/z 4 418, M.p. = 165-167.

[0326]  SEjfdl] 6 ALE4) 29

[0327]  'H-NMR (DMSO-d,) : 6 = 8.83(q,2H),8. 73 (m, 1H),8. 68(d, 1H),8. 46 (d, 1H),
8.24 (s, 1H),7. 74 (t,2H),7.62(t,2H) , 7. 51-7. 56 (m, LH), 7. 23-7. 27 (m, 2H) , 2. 71 (s, 3H).
CosH, N, [ EIMS [M+]m/z 4 303. M. p. = 135-137,

[0328]  sEjfs] 7 AL&4) 31

[0329] 'H-NMR(CDC1,) : 86 = 8.90(bs, 1H),7.62(bs,1H),7. 48 (bd,4H), 7. 34 (m,4H),
7. 21 (m, 1H) , 7. 13 (m, 2H) , 2. 43 (bs, 3H). C,,H, N.C1Br [ EIMS(M'Im/z & 448.M.p. = {F
218-220 73 fift .

[0330]  SEjilfsl] 8 ALGH 35

[0331] 'H-NMR(CDCI,) : 6 = 7.78(bs,1H),7.59(d,2H),7.54(d,2H),7. 35-7. 39 (m, 2H) ,
7. 28-7. 34 (m, 2H) , 7. 13-7. 18 (m, 2H) , 7. 01-7. 05 (m, 2H) , 2. 72 (bs, 3H) . C,,H,N,F [¥] EIMS[M']
m/z 367.M.p. ={F 247-250 /3 fi#.

[0332]  SEjifsl] 9 454 38

[0333] 'H-NMR(Z[A]-dy) : 8 =11.12(bs, 1H),10. 46 (bs, 1H),8. 12(d, 1H) , 7. 80 (bd, 2H) ,
7. 62 (bd, 2H) , 7. 38-7. 48 (m, 5H) , 6. 98-7. 22 (m, 12H) , 2. 84 (bs, 3H) . C4.IL,N,0, [KJ EIMS [M'Tm/
7z 5 533. M. p. =7F 128-130 43

[0334]  SEjfsl] 10 AL-54 40

[0335] 'H-NMR(CDCL,) : 6 = 8.12(dd,2H),7.60 (m,6H),7.24-7. 53 (m, 10H) , 6. 87 (bd,
2H) , 6. 61 (bd, 2H) , 2. 08 (s, 3H) . M. p. =1 142 4>t

[0336]  SEHEM 11 AL&4 42

[0337] 'H-NMR(CDCl,) : 8§ = 9.39(bs, 1H),7.39-7.50 (m,4H), 7. 28-7. 38 (m, 6H) ,
7. 06 (bs, 1H) , 6. 94 (bs, 2H) , 2. 08 (bs, 3H) . C,,H,N,Br [{] EIMS[M Im/z K 428.M.p. = {F
155-157 43-fiik

[0338]  sEjififdl 12 A5 44
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[0339] 'H-NMR(CDCl,) : 6 = 8.78(dd,2H),8.19(dd, LH),7. 96 (bs, lH),7.80(dd, LH),
7.80(dd, 1H),7.55-7. 77 (m, 6H) , 7. 16-7. 42 (m, 2H) , 2. 87 (bs, 3H) . C,,H,.N, i) EIMS M Tm/z Ky
347. M. p. =7F 167 73t

[0340]  SEjfsl] 13 :4L&4 10

[0341]  'H-NMR(CDCl,) : 6 = 10.68(bs,1H),7.73(bs, 1H),7.22(d,4H),6. 99 (bs, IH),
6. 92 (bd, 2H) , 6. 85 (bd, 2H) , 6. 611 (d, 4H) , 3. 70 (s, 6H) . C,sH,N,Br0, (] EIMS[M' Im/z K 474.
M.p ;= 135.

[0342]  SEjfdl 14 :Ab&4 26

[0343]  'H-NMR (DMSO-d,) : 8 = 12.60(s,1H),11.70(s,1H),8.60(d, 1H),8.17 (s,
1H),7.68(bs, H), 7. 46 (d,2H) , 7. 33(d, 2H) , 7. 25 (bs, 2H) , 7. 09 (bs, 1H) . C,H,,N,BrS, [
EIMS M Im/z Jj 426,

[0344]  sCjfH] 15 AL&H) 28

[0345] 'H-NMR(DMSO-d,) : § = 12.60(s,1H),11.65(s,1H),8.44-8. 64 (m, 3H),
8.01-8. 14 (m, 1H) , 7. 22-7. 66 (m, 8H) . C,,H, N,BrF [#¥] EIMS[MIm/z & 433. M. p. = 7F 343 4%
i o

[0346]  SEjfsl] 16 A5 32

[0347]  'H-NMR(CDCl,) : 6 = 8.12(bs,1H),7.48(d,2H),7.46(d,2H), 7.23-7.34(m,8H) .
M. p. = 230-232.

[0348]  Sjtfsl] 17 AL&4 34

[0349]  'H-NMR (DMSO-d,) : 6 = 12.63(s,1H),11.67(s,1H),8.62(d,1H),8.21(d,2H),
8.08(d, 1H) ,7.86(d,2H) , 7. 39-7. 64 (m, 6H) , 7. 32 (dd, 1H). C,,H,.N,BrFO, ] EIMS[MIm/z K
459. M. p. =AF 250253 4> ikt

[0350]  SEZjfsl 18 :4b&4 36

[0351]  'HNMR(CDC1,) : 6 = 10.42(bs, 1H),7. 86 (s, IH),7. 16-7. 33 (m, 6H) , 7. 04 (dd, 2H) ,
6. 95 (dd, 2H) , 6. 88 (t, 3H) . C,H, N.BrF [ EIMS[M Im/z A 432. M. p. =1E 83-86 43tk

[0352]  sEjfifsl 19 ALAH) 41

[0353] 'H-NMR(CDCl,) : 6 = 8.08(d,4H),8. 07 (bs, LH),7. 75(d,4H) , 7. 28-7. 50 (m, 10H) ,
7.12(bd, 2H), 6. 97 (bs, IH). M. p. = 155-158.

[0354]  sEjfh] 20 L&) 43

[0355] 'H-NMR(CDCL,) : 6 = 9.75(bs, 1H),7.83(bs, IH),7. 36 (m, 3H) , 7. 25-7. 29 (m, 5H) ,
7. 12 (m, 3H) , 7. 10 (bd, 1H). C,,H, N.Br, ] EIMS M Im/z & 493. M. p. =1E 230 43t

[0356]  SLjfdl] 21 AL&4) 45

[0357]  'H-NMR(DMSO-d,) : § = 13.30(bs,1H),11.62(d,1H),8.87(bd,2H),8. 64 (bs,
1H), 8. 44 (bs, 1H),8. 29 (t, IH) , 7. 76 (t, 2H) , 7. 62 (t,2H) , 7. 52(d, 1H) , 7. 35-7. 41 (m, 2H) .
CyH NoBr [ EIMS M Im/z 24 412,

[0358]  sLjfdl] 22 4b-54) 84

[0359]  'H-NMR (DMSO-d,) : 6 = 8.64(d,1H),8.17(d, 1H),7.47(d, 1H),7.39 (t, 1H),
7.33(dd, 1H) , 7. 20-7. 31 (m, 2H) , 7. 12 (bd, 2H) , 6. 97 (bd, 1H) , 6. 84 (bd, 1H). 3. 77 (s, 3H) ,
3. 72 (s, 3H) 5 CystyN,BrO, ) EIMS M Im/z 24 474. M. p. =7E 250253 73-fift.
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[0360]  sEjtafsl 23 ALA4) 37

[0361] 'H-NMR(CDCl,) : 6 = 9.92(bs,1H),8. 17 (bs, 1H),7.87 (t,1H), 7.55(bs,1H),
7.21-7. 33 (m,6H) , 7. 15-7. 2 (m, 1H) , 7. 04=7. 07 (m, 2H) , 6. 90 (t, 2H). ). CyaH;oNsF [ EIMS [M']
m/z A 353. M. p. = 51.

[0362]  sEjifsl] 24 L5 46

[0363] 'H-NMR (DMSO-d,) : 6 = 13.09 (s, 1H),11.61(d, 1H),8.83(q,2H),8. 73 (m, 1H),
8.68(d,1H),8. 46 (d, 1H),8. 24 (s, 1H) ,7. 74 (t,2H) , 7. 62 (t, 2H) , 7. 51-7. 56 (m, 1H) ,
7.23-7. 27 (m, 2H) . CysH,Ns [€] EIMS [M+]m/z 4 333. M. p. = 135-137.

[0364]  Sjfdl] 25 A5 83

[0365] 'H-NMR (DMSO-d,) : 6 = 12.40 (s, 1H),11.80 (s, 1H),8.56(d, 1H),8. 24 (s, 1H),
8.15(s,1H),7.78(d, 1H),7.65(d,2H) ,7.54(d, 2H) , 7. 47 (t, 2H) , 7. 32-7. 42 (m, 3H) ,
7.24 (t, 1H) , 3. 90 (s5 3H) . C,eH,N;0, 5 EIMS M Im/z 7 393. M. p. = 293-295,

[0366]  SEifdl] 26 AL 74

[0367] 'H-NMR (DMSO-dg) : 8 = 11.74(d,1H),7.95(dd,1H),7.32-7.57 (m, 611),
7.17-7. 31 (m, 2H) , 7. 12 (t, 1H) ,6. 70 (d, LH) , 6. 66 (bd, 1H) » CyH,sN,FO, [ EIMSIM Im/z Ky
374,

[0368]  SEiiAA] 27 Fi AL PO AR 5 o (0 R A KB (MRSA) (1A Sl

[0369]  CMRSA-1B /& —FifiAT i 2 Wi 24 11 4 o €5 % 28 BK B PR, ' 20l oy n 2 KR 22 K gs
AR B 0 I G B R A BRI AR 0 49 % A 70% . CMRSA-1B 7E 37°C 75 /B 8 (1 i K
3% (TSB) B FREEr BRI, FREX B IHIEATIIHIVET (0. 1 1 ODgoo) o BRI AL 54
10u 1 — P E T 96 FLBCT, RGN 90 u 1 CMRSA-1B B IR VR Bl . Btk &9 LA
250 1 g/ml YK FEFEMAAE 50 % If] DMSO 1, J 7535 75 TR B P W B 2 29K FE 4 7E 5% DMSO
25 1 g/ml. @ fH ] ELTSA 5502800 & 600nm AbWE 3 SR T 40 1 1 A2 Ko o 28 K3l 7K
SEIE L ODgoo EAHXT T8 5% DMSO (¥ [RIFE (19 40 B VR A v 1 4 B AL B2 300 1 9 LR VPAY

[0370] A, He/NIHIVEE R E MIC)

[0371] Eid#EgKE (RE) MBS IRGEM e =055 - WAy es MHEMED
KRR E (Nat. Committee for Clinical LaboratoryStandards. Document M7-A5
2000, 20 ;125) » &7 5X 10° KT AT (CFU) (1940 B VR BT 5 15 24 ) 11 320 45 3 15 77
BERAE 3TCIFE A, WIR MM A . =53k — Mg T A4 1 MIC [ E % 12.5-50 1 g/
mle K1 ERT 2,4,5- =I5 FEBRMATAYIHT MRSA (1) MIC {H.

[0372] X1
[0373]
WEEwg/ml | EWL | WEW2 | WEW3 | waw4
0 + + + +
3.12 + + + +
0. 25 + + + +
12. 50 - - + +
25. 00 - - +
50. 00 - - -
100. 00 -

[0374]  (+) PHMER] W4 B 2B K
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[0375] () AT L4n i Ak K

[0376]
N\
OO0 OO

< N _NH
::: :NE :CHS
_ H
1 HO” SO )
SO mi g S—
N NH N _NH
BI’ Br
HO” SO 0~ Yo
3 4

[0377]  B. %f MRSA [f] 5% B 20w
[0378] i ] S MIC AH IR AL AR B A AE K ke i X T AL S 4% MRSA 7%
BN (20K ) o FALEWAE 37T°CHFE WA R B E SR BB A, R 5 B T A
KNG (TSA) B b 76 37CHFE 17 /N5, i R T B IR M AR I v I 250 e vk s
WAL, IR RN TR T RAL (CFU) o FEAHRY ) MIC UEZBIFTAEY) L F 2 KRR, AT
W) 3 R A FEZIR PRI I RN (B 1)

[0379]  Sijitifs] 28 X FH A PE AR 1K G B R BRI (MRSA) 1) Py 1161

[03801 A% FH G T2 3 149 /1 BR 1 2 S A 70 o A pg R = 05 3 — IR M4k & 4 % MRSA
()P0 B S . 45 5-10 STk 8-14 J& % 1) CB17-SCID /N U240 A AF Ry 5 400 1 &5
5X 10°MRSA-1B387 4B 1) 5 % Kl = VR . (EIXLESAF T, 40 R Y AE A 48 /N Y
FE80-100% FIFET- 2 o RRLABAN I/ B2 T AE 40 B H P i S ZIANEERD 3 /NI )5 F I Y
TS (1. P.) 50mg/kg MIRFFL AR EL . PRI E B BRER 2 .

[0381] FE 2
[0382]
WEY) SER T G (%)
1 1 40
2 1 80
3 2 15
4 3 50
T ER 2 100
X B 4 24

[0383]  SEifs) 29 AR EETEIRES
[0384]  ATAHALAW) 1.2.3 F1 4 HAT AN SRR . R LA 200mg/kg IR L2 T/
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W ER S A EY . FEIRES AT — H/N B A 22 315500 FOE DR FA S R | 4% 5 DA
JAMET AR , Ut B I 24k S50 R A B EE R .

[0385] 1 — AT HASFEI ISR AT /RN GLP E AT

[0386] S5 30 &SN B v ME

[0387] i FH b vAE 1) 4 & B¢ 77 7% (NCCLS, 2000 ;Document M7-A5) e fiffi 52 % T ik o 4
VI B/ DRI B (MTC) 5 BT IR B A2 40 0 i 4 8 €00 730 28 3K B, T AP 460 AR B R (MRSA)
1A-218.1A-318.1B-374.1B-315.1B-185,1B387 (Simor % 1999Can Commun Dis Rep ;25
105-108) Fl B4 FEAREBURE T bR (MSSA) ATCC-6538 Fll ATCC—-29213, i T F etk & 45t
LB 22 AN B I MIC SR IBER 1 (ATCC 51559) L 3EIHER B (ATCC-51299 ATCC-29212)
FIEL B 7 % 3K B (ATCC-35983) .

[0388]  Mueller—Hinton [Nz (MHB) & H T35 1 43 B9 () AL 30 T8 ¥ 47 8 0 B ) 2 B 1k
R HEFE L BRI B IR 25, TR S A ) i A WF 55 v B A0 3 B 22 G PR E Al i . 47 o
G HELE, T 56 A K I 5T T i B v ¢ MEB, 28 S5 B il “ PR BS 5 18 715 1 Mueller—Hinton A
%7 (Ca-MHB) o AVAAE 121°C R RiH T 20 2385, A E1 2 25 CEUEAR, AR SR C W &4 T
A Ca™ FllMg™ (20mg of Ca™/L Fll 10mg of Mg /L),

[0389] AN [A] 4H B 355 7540 118 o 3 T P AR IR R — SO B A 3ml (IR EE B K &9 (TSB)
o, 75 37°C, 71 250RPM R BN M A SR I . I E 18-20 /NI, M R M5 R0k A =
600nm (0Dgy,) 117 9% I FE, FF 18 3 31 2 £ 1) 0Dgoo = 0. 1 (4. 2X 10"cfu/ml) o 2R J5 45 40 1 VR
AV LT 200 BRI TRSN B B RS K B Ca-MHB A, T ALAR T BN LN KA &
2X10°cfu/ml,

[0390] 3 W45 1, 280 1 g/m1.640 b g/ml B 320 1 g/ml F¥) 50 % 3 & ) DMSO ( — FF L
W) ASFEIRAL B BT . AR5 1E 50 % DMSO Fh i £ 48 — f5 R ( TAEWRE 4y
100 1 1 B4 FRIR B P A IR FE ) 1/10) o 200 T80 B NSRS SR 5 RO
AEREFRAAE 35°C, 76 250RPM AR Z) N IFE 24 /M o MIC R 5E 24y B A IE AL %2 21 m] W40 B
A SE AT () AR B, R I B3 & (ODgo) HE—PHIE S5, R 3 B/RTLL ng/
ml FIRIA R AP I MICAE, BRAE T A a7, B R MIC R 2P A AR 8 Fl &2 4
HEBRE FERIE . R 4 Bon TIEBAE 71 3 Fiib BT E 55 2% [CPH P41 B ) MIC
{EL, BTk 4l B S G W N — Ze iR 24 7 T A = I Bk

[0391] 3

[0392]
WwEY) MIC (1 g/ml)
1 8-16
5 > 128
7 4-16
9 8
11 8
13 2-4
15 > 128
17 16"
19 4
21 8-16
23 4-8




CN 101899006 B W M P 39/42 7T
25 32-64
27 32-64
29 > 128
31 4
33 4-8
35 8
38 > 128
40 > 128
42 4
44 8
6 4
8 2
10 4

[0393]

WEY) MIC (1 g/ml)
20 2-4
26 2

28 2°

32 8

34 > 128
36 2

39 > 128
41 > 128
43 4

45 0.5
48 4-8
50 > 64
51 16

52 > 64
53 1

54 2-4
55 2

56 1

37 > 128
46 4

49 4

400 > 128
57 16

58 4

59 32

60 64

61 8

62 2

63 2

[0394]

e MIC (1 g/ml)
64 4
65 16
66 2
67 16
68 32
69 16

43



CN 101899006 B OB B 40/42 T
70 8
71 8
72 0. 5-2
73 > 128
74 > 128
75 32
47 > 128
76 > 128
77 > 128
84 2
[0395]  'MIC %lXfEikk 1A-318 > 128 ;
[0396]  °MIC %l Xt E#k IB-315 2 4.
[0397] % 4
[0398]
o 4&/5\%”
Bk 2 113 19 N T E g
XMk 16 |32 8 >128
(ATCC-51559)
£ 737 8:1) 16 32 8 32
(ATCC-51299)
EWkBA 16 n.d. 8 4
(ATCC-29212)
R EFHEBRY 16 n.d. 4 2
(ATCC-35983)
[0399] n.d. ARIMEH
[0400]  SZJE) 31 A4 PN BT
[0401] ST TARPNAFSY, B4 3-8 X 10"CFU MRSA 1B-387 1] 400 1 1 [{] 5% KLy Z 4 5-10 M

P TCR /N (6-7 il ) RSB RE At 73 A A0 1 A R SEZU AT 3 /N I 9 R
A 50 5% 100mg/ ke TR G AEIRG AN R, B0 7 Pridk i) 2 AL S P IR.

T EE BRI A A B BT R PP VR R (325) o
[0402] %5
[0403]

44



CN 101899006 B "Lﬁ' HH :FS 41/42 5T
: - :E)I( ﬁimt‘/IRSA o : ﬁ/{;f%
416/5\‘% ( cfu/ml /ﬁ?ﬁ’"—_ ) ‘itﬁiﬁ ® # 'J‘f‘s;\‘ ‘ f"/&
0 T3.0x107AP 100 mgKgd 55100
32 3.0x 107/LP 100 mg/Kg/d 2/5 40
34 3.0x 107/1LP 100 mg/Kg/d 5/5 100
36 13.0x 1071P 100 mg/Kgd 45 80
43 3.0x 10"/1LP 100 mg/Kg/d 4/5 80
2B 3.0x1071P [ e 2/5 40
5 6.8 x 107/1.P 100 mg/Kg/d 1/5 20
11 6.8 x 10/1LP 100 mg/K g/d 0/5 0
13 6.8 x 10'/LP 100 mg/Kg/d 1/5 20
44 6.8 x 10/LP 100 mg/Kg/d 3/5 60
8 6.8 x 10'/LP 100 mg/Kg/d 1/5 20
46 6.8 x 10'/LP 100 mg/Kg/d 2/5 40
83 6.8x 10'/1P 100 mg/Kg/d /5 20

2 A2 68x10"/1LP |- 0/5 0
45 8.0x 10"/LP 200mg/K g/d 4/10 40
45 8.0x 107/LP 100 mg/Kg/d 1/10 20
[0404]
ANET ;i«:a—MRSA ol P P
e 80x107/IP E— wio o
29 7.6x 10"/1.P 100 mg/Kg/d 1/5 20
33 7.6x 107/LP 100 mg/Kg/d 0/5 0
35 7.6x 10'/LP 100 mg/Kg/d 2/50 40
42 7.6x 10"/LP 100 mg/Kg/d 0/5 0
6 7.6x 107/LP 100 mg/Kg/d 2/5 40
x} B 7.6x10'/1P | ceeeeeee 0/5 0
[0405]  SEZjiifh] 32 AAANGTLEL NG
[0406] 7 FH uk it s B¢ 77 V2 SR 2 AS IR AL & 0 4E 25 1 g/ml B GF 1L  BR B (ATCC
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24433) PTG . RPMI-1640 R 2 AT 2R B 5 Btk IR i 41 2 e e R o 2
(NCCLS, 2002 ;Document M27-A2) , 3 HH TAH 5T # ALz 2 pH 7. 0, 28543 250m1
BRI —IRE 0. 45 um i JE RS KB o

[0407] K | €5 3 BR T A\ —80 °C 1) fith A7 ¥ rh 45 b 1 b [ A 2 B B IR b, JFAE 3T CIR A
24-48 /NEF o Gl I N 24-48 /NEF B IR EFREL 5 AN E AR KT Tmm (1) 58 B 1T ) £ R B
Ry SRIGH B RIET 1 0 50 MR LW AEFE R 7K (8. 5g/L NaCl ;0. 85% #h/K ) o,
P DRI 1 L 20 Wk, 3 AEINEM (1-5X10°%cfu/ml) . 24 T3 MIC, &
FRILR P I ZRESEH R S ESE B 1 ¢ L Wk (R nEMEA
0.5-2. 5X 10°cfu/ml) o RJEHIRFLA B N RIS P, NG A5 7540, 7E 35°CHF E 24
/B, FLL 250RPM 953

[0408]  TAJHR PP LA A (& R i 1 ] L AR KPR, it ODgye 14— 20 HfE . 3K
6 W~ T HAEATAEYITE 256 1 g/ml BR—IR AL XS B BRI (ATCC 24433) BIPLILR/E A
Hrh s 7 BA B AR SR MIC A

42/42 71

[0409] X6
[0410]

EY) (251 g/ml) 24 /MBS JEFIE (%) | 48 /MBS JEH] (%) | MIC(u g/ml)
5 0 0

11 27 28

13 0 0

29 0 0

33 0 0

35 100 73

42 77 43

44 0 0

6 0 0

8 100 100 8
10 0 0

32 93 100 8
34 0 0

36 86 97 16
43 87 59 8
46 33 0

83 0 0

[0411] AR, QIR (AR 5 B (1 SE ity 5 ml DA 22 b 352 i AN A A XA (R A2 4 e
T A T ARG ARG ] PR X AN ST AR 52 SR BT A 2 1 oy DL P9 228 A S P Ay B 5
FE N IRBUREE SR (3G H A
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