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LEREBEFTSAMANGERE, — @B &
A B PRt - BEREER, HERE
E 2 S M E®R (1000~ 3000m /kg i.v.)E
t RE T EE
MEBR=ZEERBEETRAZE#
(INHEBBR 2R FER A

BAaRCEER

REEBREEZE
o B, £ @K
FEERER,
ZHMEIfFH. H
FRE{SED.,
TEHBEKRERB,

U, SEFEC2ABATFEZTHRBIEREBAERTE &

EE®, J.

Antibiotics 39: 1351(1986), E. Perrone® A Z Hi # F
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d) -Y-CH, .x| , H P YA 0% NHF X% NH, X
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FEEZ2ERITIHCHEETR: M, EWKRETE
BAUBEGEE THRE, A EEA&LtYRFORELDT &&
BRE: BB ETETREERUOEAELELCXAEE OFeR
InFUKBR Z BBMBAEITHAIFHBIABTZIARAERSR

FMSKR AR B B R (ONS) T 4RI (210X 20720 ) 1] 81. 6. 10,0005 (H)

%



%

RERFORE N mRERE

219361

=>
o>

A~ HEMHY (8)
REmM&EZEKR, FIUERE. 2-EXECcCBXHEARHFR, I
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B 1t . @
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X (I )2 BEW M A%EET A 48639145 (19894 %

AsE R 2B ML 2. % :
X (M2 ERRBEREEMRLASHLEY, 7 ;;

KRBEKFEESHLEEYHE
FEHHARBZ2A(INLETRER,. BERXEES 2R

B, ERABHLARBEEREZ2EREE N E R BB, %
HBHENEKBERARBHEREAREZEE T SFENERBRER %
, RHE I EHR. SRAEGCFHLEHHEBEE, HE E
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K #me 1 FCE 221081

S. aureus 1204 & 8.16 .70
E. coli 30-908-3604% & 8.65 16
S. faecalis 60-1804 & 8.586 80

DEAERB22+ 2, HEBARERB S LM A
Charles River, A M), HEBL AW 2 S EBKEKEA
SE MU B EE, TRLAYEHRK TEA (0. 100 /10cE
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*FCE 22101, H #i B K 3% f& (Journal of
Antimicrobial Therapy, Supplement C to Volume 23,
1989, pp. 1-20)BAKEEB 2 —BHEAMAT DN &
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MRAEERBES., sBH2LapTAR, AL,
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BEREBR). PREHERZREBRE, UBEME R
TRARBRBEALAER, URARBR2BERNR B o
B M. AMEREKBR LR 2 ABRE, a8 (1)LED
CHERBEBREURY, HAESAE B 2w @R, oM
GF A ERA AN A RE RN B AT A 2GRN AR
MA RN, BEEM RS, AL, A, BE. 3
H.RY ., BERE. BE. oW, LTS, T8
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w, EEMBHRAED . EERFBUBHK2ZRRE, UR
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R, LeMEIRBEEE, Aim, RA, REYASMEY
250m ~ 1000m , B E /S HF N B HS500m, FH 1ZE 4Kk, &
RREEEM S, Am, A2 - EBBBTER2 NS K&
MWES, RESK, tERBA., ERBARD W& H
RAN AR ERREBSRAEH. B4, 586244
DEALEBN S A NERS A A RGN, RGEBEG R
EERY ., AW, EH6.2~ 1ERIB LAY ZB/ET,
4. RENBARAMEHRE RN S KEAM G, LM%
BABRBH ., RATEBDE D A BEBRED . & B
PR TARSARA 2 RE TEME &, 7

[
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A om R MK,

B J1-2-[4-[4-(N-W & K B8 8 % )

HE-1-Hw I FEXEIRER-3-B8,

MN-Z % Z R AK (260 L )M AN — & (5R,

6S)-6-[1-

RIBZE]-2-4-(BHF X)X X IEREB-3-B8 KRB

(750mg ) B N-W £ -4-M 02 7 4% 8 B & (300m )Y & &K DMF

TE@RTHEFERMELI0NE ., & ANEt.00500 ), ¥ B

i~ * A @
R
L~ sty (U7)
f#t 2 A8 A H xBEHmMS
® 51
(5R, 6S)-6-[1-(R)-%& &
(3n. )R 2 R EPD A,
BRE By, EHFHEL.0F BF B,
Lo NMR( 200MH , DMSO-d_):
A o}

1.20 (d,J=6.8Hz,3H)
3.90 (dd,J=1.6,3.8Kz,1H)
4.00 (dd.,J=5.9,4.6,6.8Hz,1H)
.50 (m,2H)
4.%56 (s, 2H)
5.08 (m,2H)
5.24 (d,J=4.6Hz,1H)

@ 3.69 (m,1H)

;ﬁ 5.78 (d,J=1.6Hz)

¥ 4

% 5.‘8 (s,2H)

iﬁ 7.%0 .(s,4H)

‘g 8.13 (d,J=6.7Hz,2H)

; 9.14 (d,J=6.7Hz,2H)

1

,‘6\

1

it

Ep

Qi

D3 @E® (712, ),

AMSKR AR + BB REB(CNS) FARIE(210X 2972 %) 15 & T

81. 7. 20,0003% (1)
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UL OB B B THF (180 ). CH,CA, (182 ). CH,CN
(24m . )% HOAc (2.3 )H , ¥ PPh3(75m ) & Pd(PPh3)4
(T )V FEREETHERHERE Y. B30 &K, MAB —
FEBZ2BHE, IRHEBEFR, EEREE ILCAE AR 2
Blbko MAELt,0, EHELAUREZEBFENRK/FE
90/10H % B % H B H # (LiChroprep RP-18 Merck, K /
RE-9/18fF AR BRI LZ . TS FEBEH L S & &

BRLUBEMNLESEY (310m ),

*H-NMR(gOOMHZ,DMSG—d6):

1.15 (d,J=6.8Hz,3H)
S.€5 (dg,J=1.6,€.4Hz,1H)
3.2 (dc'q;J:El. ,S.3,6.8Hz,1H)

4.54 (s, 2H)

(é¢,J=8.3Kz,1H)

w
(4]

n
w
(00}

(d,J=1.6Hz,1H)
.80 (s,2H )

(m,4r)

@ N wm
n
~

.10 (d,J=6.8Hz,2H)
9.12 (d,J=6.8Hz,2H)

, ,
U.V :)max (HzO,NaHCO31eq) 330 nm.

EREH2
(5R, 6S)-6-[1(R)-BZ ¥ 1-2-[4-(3-(2-% K 7 1% &% )1t

ERE)FEXE )RER -3-B#.

FA KOMe (445m )% R B i M MeOH (700 ) 2 K X 3-11

AMERAARN ¢ B EREB(CNS) PARUS(210x20T2 %) 16 @ x F 81. 6. 10,0005 (H)
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G M B (950m ).

CEBEBTHEARMMAE 20D 8, RBEAETTES., BR
EmMABBY T EREBRL, UERAI-BRERE B
2 HEE,

Flf N %@ (100« L )W = £ B DNF(9nQ ) 2 @
(200mg ), 7 E @ FTH B MMEI6NE, REERETT &
G, WA BESYBmMENORCI,CL, 28, SE®E 5
Bl . I H,O0E# (4k ). £ B L B E, UBRKAI- g %R
BB E AR EAE (150m),

¥ LM %R E B R DMF(8.20Q ), 3% M A (5R, 6S)-
6-[1(RIBZE]-2-4-(RFE )X EIERB-3-BBRER
B (230mg )RADMF(B8.60 0 ) 2 BB W . £ @l T 16 &5 B W
PSINEE, MM AEL,0, BB RE & S8, FEC,08
BORIEERERTTEE. A S BHEYE BB CHLCN
(18w ). HOAc(3mf ). THF(8af ). CH,CR, (8al )M ,
% 7E PPhsR PAd(PPhs), (B A 60m ) ERE F M 8 2,

1N B %, EEMANPPhaRPA(PPh o) ,, L H @M 31
NE (TLCE B ). W AEL,0, LM @O BMKE: HER
WK K /R B 90/10% , R ¥ % B T # (LiChoprep
RP-18, K /R B 98/10fF A Mt R S 2., K= @ H 3
MEBLUBEOLSY (100m ),

81. 7. 20,0005k (1)
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' H-NMR( 200MH,, , DMSO-d

15

.62
.93

.38

_

&~ AFmaty (L4)

6
(d,J=6.4Hz,3H)
(dd,J=1.7,6.7Hz,1H )
(¢ ,7=6.7,6.4Hz,1H)
(d,J=1.7Hz,1H)
(s,2H.)
(d,J=16.0Hz,1H )

(m, 4H )
(d,J=16.0Hz,1H )
(d¢,J=6.2,8.0Hz,1H )
(d,J=8.0Hz,1H )
(d,J=6.2Hz,1H)
(s,1H)

e A3
(sR, 6S)-6-[1(R)E & & 1-2-[4-(4-B % P o % -1- &

IR (KBr): Y max 3000-3700, 1770, 1580 em L.

s ) FE X EIRER-3-BM.

AEZBET, B4o- L@ EHRABER (3.38g). NEts(3.06

OB MW E W AW (1.860% )5 DHF(110nR ) #t B — X

o

Eﬁ%?%%i&ﬂﬂt%ﬁﬁ%%ﬁﬁﬁﬁ:HzOQHAcOETZI'aﬂo

i H,0, NaliCOsaca, Mok E M EEBRE, ENa S0, %R

¥ ERET &, U?%d-ﬂilﬁgﬁﬁﬁ@Z#ﬁﬁiﬁﬁ(l.ZBg)

FRERAAR B B R B(ONS) FARIS(210x207a%) 18 = R

81. 7. 20,0003k (1)
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i “'51‘“}]’5{,“}] 15)

. ¥ b B (106m )i DMF(8.500 )& M A — (5R. 6S)-6
IR Z E)-2-(4- (A FE XX |RER -3-BBARE
B (200m )R DMF(8.300 ) 2 B A, L E /T8 &

BRHEING ., CRAZRTEREM., SBRDBEER R
NEBZ B, %M A AcOEtS 4 M M. X B ACOELH &

(2R) . REEBHT TRE, LB — @ 5 &8HE® (190

ng ),

lH—NMR(ZOOMHz, Acetone d6):

.29 (d,J=6.4H z 3H)
.88 (dd,J=1.6,6.9Hz,1H )

A W

.18 (m,1H )

F

.44 (s,2H

N

.5-4.7 (m,4E,

4.81 (d,J=5.1Hz,1H)
5.0-5.4 (m,4H )
5.7-6.0 (m,2H)

5.87 (d,J=1.6Hz)
6.10 (s, 2H)

7.5-7.7 (m,4H)

8:09 (d,J=7.2Hz,2H)
i 9.23 (d,J=7.2Hz,2H)

' B bk B B % # B (185m )i M B CHsCN(1@m ). HOAc
Y1 (2.500 ). THF (100 ). CH2CR, (l0nf )2 B ®H ® o %

Z| PPhs(188m )R Pd(PPh,), (100 )E ERBFTH R & 9 R
o] H3en @, HTILCEAKE. MAEL,0UZREB 2 K&
Sl L BBl g @O E &, @A MAH (LiChroprep RP-18

AMTKRA LM ¥ B ERARB(CNS) PABUR(210x297T2 ) 19 1 = 3 81. 7. 20,0003k (1)
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lH—NMR(ZOOMHZ,DMSO~d6):
1.15 (d,J=6.382,3H)

3.74 (dd,J=1.6,6.3Hz,lH)
3.84 (s,2H)

3.95 (dq,J=6.3,6.3Hz.lH)
5.61 (s,2H)

5.66 (a,J=1.6Hz,1H)

7.43 (m,4H)

- g4 (d,J=5.8Hz,2H)
8.75 (d.J=6.8Hz,2H)

=1

-

17 J (X3r) 3000-3700, 1775, 1625, cm

U.V. A max(Hzo) 310 nm.
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MAZR (200 VEBHEUBY ., FERME KT RS

¥ fB & tr #F (Lichroprep RP-18 Merck® . K/F W E &
MEAGTREBR)#HILtZ . B EBO2EY S BEEZE, U

BEMNAESY (300 ),

UV (H,0) A\ max 330 nm (§ =6110)

PMR( 200MHZ, D20)

1.30(d, J= 6.3 Hz, 3H)

4.01(d, J= 5.8 Hz, 1H)

4.25(dq, J=5.8, 6.3 Hz, 1H)
4.70(s, 2H)

.78(s, 2H)

.46, 7.50(two d, J= 8.2 Hz, 2H)
.8-8.2(m, 2H)

.49(d, J= 5.8 Hz, 1H)

® O N NNwWwm

.60(s, 1H)

B EH S
UmmrERABBE, EURNETALES Y

-(5R, 6S)-6-[1(R)-B Z & ]1-2-[3-(4-B & -1,3-€ | -2-
E)-1-tog B IF EXE EKEEH -3-% 8

-(5R, 6S)-6-[1(R)-B Z & ]-2-[4-(4-% % -1,3-18 ¥ -5-
E)-1-Heg B JFEXEXE]JEEE -3-% B

-(5R, 6S)-6-[1(R)-B Z &£ 1-2-[3-(HH-1,2,3,4-1 B -5-
E)-1-Mog B XX E IKKEW -3-%R B

-(5R, 6S)-6-[I(R)-¥¥ Z ¥ )-2-[4-(1-H-1,2,3,4-19 ¥ -5-

E)-1-H @ & FEXE KEW-3-RE
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-(CH,_) _-A-PO
(CH,) 5H,

2

HonA e, 1% 27 A%
-CH=CH-  (E® Z)  -OCH,-,

-SCHZ- & -CHOH- X

b)=(CHy) ,=PO3H, = (CHy)pSO,NHCN,
- (CH2) nNHSO3H, -(CHp)nCONHSO,CH3 B = (CHy)p CONHSO,CF5,

H¥nE &M
C) —(CHS)p~W-(CHp)pnZ, H H W& i i &£ & ¥ &K = # ,

nZ 8 1, nE T W A

B LE R CO2H, PO3H, SO,NHCN, NHSO3H, CONHSO,CH,
B CONHSO,CF5;
d) -Y-CHo XN
| . Mok Y 8% NHF XA NH,
S OH N-OH B\ N-0- (CHp) _ ,COOH # # n
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a) -(CHp),~A-CO,H,

A nBo. 1H2MAA

-CH=CH- (E® Z) -OCH,  # -SCHp- #

b) -(CHp),SO,NHCN,

HYPnE & Wao

c.mH FFEMEEE I BH2A (It RAER LA
ERZE . RARBATHE,

S FFAMEEEIE2A (I RHHBR LA
mz2o®, HA (5R, 65)-6-{1-(R)EZ & 1-2-[4-[4-(N-~
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