[19]H 4 ARIEMEFFIR

w21 B R IR AT 16

[51])Int.CI®
C07D305 / 14
A61K 31/335

[21] BiE5 95193480.5

M3LFE 19974E5H 21 H

11} 278 CN 1150422A

[22]RikB 95.6.7
[30]4R 564X

[32194.6.9 [33}FR[31}194 / 07050
[Be)mIERN PCT / FR95/00736 95.6.7
B7IMELAH WO095 /33737 H  95.12.14
[BSHEAERMEBENE 96.12.6
(TsiRA  FH-HAR P X REH ARA G

it HERER
(7218BA H-HEE J-D- B/RER

A - BIEURE

paEncEny FEERASRERHIZTREEFER
HEB
w@A F &

RFERS 5 T WHH 15 T HETEH 0 1T

R EE FRHEELAY. KH&FEm&Hd
At
(S71HAE
EETREANFELILEY. HBEFER
H#thdH adp, HEBR (D . RERKE (1—6
ARBET). HEE Q-6 /MBET), BE 6
ARBETF). X G—6IMBRIET). FEE (4—
6ARRIRT). ¥E. & 5— 6 TR RANKE, Z
ZTREARTRAAFER (I MmE, RP R, BFAK
WA XTRE, WY PR 5w P Bt
R,-0-CO-#, HX P R, Rk, BHE. &
i, FrE. FWE. NFRE, RFERRAHE
ERMNE, R,RAERE. HRE. B, Xk
. XE, BERFTELXRHRE. Kb ZE2FREX
(I EMER (1) HF-SAFBEENHH MR
=ik :00 318

(BJ)% 1456 &




oA X K B

LAR TEEXGHEHLL%:

(I

X¥:
“RAFTEI-6ABRIHAEBRIIBRE . 22-6ABR T4 54 5
LHGOHE. 22-ABBETHERAI B KL, 23-6ARE T HHEE
A, 24-6ABBRTHREL. 35 25 GAFMTALKL,
ZATARFAAA FEABX G2
RNH 0O
RN (amn
X F: OH
RIAFIAHAM—ARSAMAARANEFAEARRGEPERE, A
ANBETEARATEER TRl -AABRTHER, 21-4AB2EF
MEARI=ZATE, £9 PERAEILWTAERIR)}-0-CO-&, LTRy
A%
B1-BABRTFHEL. 22-BARETHREL, 23-84A8E FHL
2. 23-6ABERTHREE. 24-6ABBRTHRAELE. 27— 10125
FTHRFRE, ALEIAR AL SARKERK, HEGRALRE 4
FTRAERTFALE. 21 -4ABEBTFHRAL, LEAREFHA] 44
BRIH-REAE. AR TFA. DRAR, 1-RE R (RHAIEAE] -4
AMERTHRERR, IAAREFI21-AZRETFHELERRAK).
LI-6ABRTHRELE, 24-6ABRTHFHLE, EA(KAHK A&

1



SARTIRBRR, HERTARAETHERT A1 AABRTHE
LA -4ABRTFHEAL). AL, REAIABRFHL]1 - INERT
B AEE R,
AHR—ARIARTIRRAGEE K a-RAXP-KR, HESRT
AEAOTFARRTAL1I-4AERTHELZA] INBRETHER
2, ARFEEFRDEFEDRAG T ASLRKARA,
EHAB—A RS ALIAAER TR AR G246 R T 6 A 2 5K
£, .

R3AFL1-SABRRTHARILBEE, 22-SARR T 641 5
KHBE 22-SABRTHARALHRE. 23 - CABRTHTRA,
AR AASARTIRRROEE S a-RAHP-BR, HEGET A
RABTAERTARE. KA. HE L. FREE. ERR. £EA
£ FRR. FAA. R, BEA. AL, PRA. RAE. RAX. 3
AL, RASZAAR. A%, RARL. —RREAR. RA. KAX
FA. ARATPEHE REARATRL. —RAAATERA. AL, Mip
ZATE, RAASAKAL —ARSARAARALREFHSARIR,
HEANERTRETR. RIART, MEFAERLRAR—A RS A
MASFAGORARRRK, HEGRRRLOTAERTAEE. $£,
RA RBRAR. “REAR. RAERBEAL. BRA. FRAER. AA.
BA. ARATERE RAAATHRL. —RAARTRRAIKALRL
BEERE, o BRIP-EREFARKENRARARAT, KA LI
AORERDLIAANBR T HEP R E22SABRT, FELEL S a-
AR EP-ER,

2AERAEKIHEGHEHLEH, LPRAFEI—ANER T 6
Rk, ZAFARTAAX(N)#H %, X¥R AFXTPREXRy-0-CO-L,
KPR AFHT R, RIAFAI-6ABREFHRE. 22640 K T &5
£, B3-6ARRTFHFKE. SHR—AZSAMALRANET R
BRMEE, HEORTARLATAERTF(R. R)FRE. RAR, -



EE&X, BAX. RALEEAAEZ =R PR, 22-%h % R3-%k w & |
- R A3-Ep A, H2-Eek | 4Eok X XS Eok X

SARERAZRINENHEHLE%, LTYRAFTFA, ZAFARF
B X (D)wg %, AFTR1 AT KT &£ ZR)-0-CO-£, AFYRyEATHRT
2, R3AFTHT A, FATHE, THE, O &, X2 2294, 3-%%
LENR LF SEE DY R T T W 4-FEvg & H 5 Kok X

4.#&%#1*'1%il-ﬁ’&*ﬂﬂ%iﬁri{ﬁi‘ﬁﬂ,é\dhﬁ%d&ﬁ#.—, #
#ﬁ&fﬁTﬁﬁi(m)ﬁﬁm&&ﬁi%—ﬁTiiiiif.(IV)é‘JFv‘t'zﬁﬁ)i
M

R-X (1)

ATREMGH I, XAFHPERFLAGEARTIAN-LHAR,
0 0

<O
y OCOCH,
0COC,H,
AFYZIAFARFATRALG R
R Ry
M v
Ry Y
O-R,

s&‘i’RﬁvRﬁuﬂﬂ%il—34’&*41*]%*%&?‘{, ARy T AR F Ao
RSATEEXETREY £, Fo/ Ry F Rg— A #y & 2 37, ATHRHTES X
L5

(VD)




RE 4% M &R T E#&bRsh/ERgFRsh = &5 £,

SHERAXRIFEG T, ARELTLEBANENTAZE -
T8CE+30CTHRARLEITEHFTRAE.

| 6CARERA X KA EN F ik, ARELTTUATES X E#Rsh/ %

Rg#Rgtk 4 %:

DERYATRAR FARsAFREATREL AN, AR A TH. B, &. &

%E. AREAR. FRIMHGANREN P, AZE-10C E£60C T4,
RHEREAARSCEANANBIAANBRDAR FERESF A,

2) %Ry Rs— MR AA TEB X Bt IRIH:

Ry R,

AFRIWRAXK] -3FHE—BRAZRLHMRE, RegFR7TRE X LH, © N
ATARTIALC1I-AANBZRTHRELE, AARLAFI 1 -4ABET. &
FREARIREREAFTEIAR —AASIALTI - INZRTFHRAEARAN X
ANFRE, AHFB DRI EALTI-ABRETHRALRKAGER, &
ReATEI A ERTHHR ARSI LR FEAZ AN AR TH, v
PERATEALRAN=ZARTERAGERE, FRIATART, ARgHRY
SEREMARNER T —RBREAL4TAHKGIK, H£ER]. RgFRIH X
L, ATEFARFTHARFEROReFRIA R HH P 4

AR ATR-TAEER, RgFR7BRAARLH, eNAFTELARS
KEIFE, ARGATZARPRAIAZARTERKGERL, RIATA
BT ARGIFRT—RZM R AALTARGHAE, A4 B I EABANEN T
MANBEIAANBELERX(V)HERH TERBXG &



(VIID

HO Y ococh,
OCOC H,

XTRFR3PAAERL -3 —RAEERBZ, © AR EHKE#F AR
ROEXFHRE. EDFPHRE. 2 hPRAXTHE X S84
R2-0-CO-X (IX)

X bRyt #T @ HF 2 L, XATAERET(R. &)%A%£-O0-Ry3-0-CO-O-
RL,ABRFHAX(I)NF %, AFZATAA & X(T)H £,

D)SRIATHAAMB ARG EATERE., I FERE. 5 HPRL X
Ry0-CO-%, A ¥Ry A &K1 -3+ 4 —MAELLHMEZ, ReAF LR
FRALTIANZERTHRAE, AR A RSAL214AANB R T R RARK
HEE, RIATEART, ARATH. 8. B, MAR. SAKEEAFF
BAHWEMF, ABRE-10E60CT#H54k, ALRENIARLOEAALSE
HAZIBUINANBKIANRALTHAR T EHR dRgHFRIH B #
Ry R,

THWEA %, RHELTFECLAE Y —ARERAELL-3FH—R
FlEXHEGFD, ATZATEX(I)NE, THE—HRSHHERY IS
FEBVABFITELH S ARL,



CANL I ¢

HOAEHBLLS. AHEFdhHbnlh

AXMTFRAATERBANHFEH LS H:

@

L
“RAFAI-GABRTHABALREE. 22-ARRFHALSL
AEHHE, 22-ARRTHARALARE, 23-6ABRTFHIK
2. 24-GABETHRAE. $E. 25-6LKGFARFE,
ZAF AR T ARAK FEAXHL:
RNH O
R, : 5 (I
X o
RiAFAAK—AZSARAATANRE T ERRRGET BA, 5
ERETIERETAERTIFE1I-AAZRTORE. 214N BET
HRAEZAZATE, £9 FREL % TEREAR}0-CO-2, XFRy
Aw:
~A1-SABETHRE. 42-8ABRTHENR, 23-SARETH
k. 23-GARRFHIFRE. 24-AZRTHEBE, 271048
BT HRFRE, ZERAFR—AXSARKERRK, F&HRARR
BFAERTRRE. 21-4ARRTHEAE. REAREFSS1 -4
AERFH-LEAE. R TR, BRAE. 1% B(HHAE AL
VS TELTIS VAT ESFL PEIEFIS I ETESEES
R). 23 -6AZRFHAEE, 44-AZRTHHHE, XR(HHA—

1



AEZSARTFALRR, HERTIARAATAXRF 21 drEET
HEEETI - AAERTHRAL). AL, REZLELRHIA] — 448
RIHEARER,
BAR—AZSARTEARRRGER S a-ERAP-KE, HUBET
ZARBTAERTAR] - AINBERTHRREAL] AABETHER
£, ARHAEL TR HRPESRGFASOHLIEL,
BAR—AKSALIAN B T OB G2 4-68F F 6 6 2 5
%,

R3AFLI-SABRFTHARAIMKE. 42 - SARETHEM X
XEHE,. 22-SABRTHARSLBRE. 23-6ABRETFHRER.
AHAR—ARSARTFEARANER R a-BAL P-4, HEBET A
ALABATAERTARA. BL. A, 32, ZRE EAL. E4
2. FRE. SR BE. BEE A TRE BRL. RAL. 3
BRARE. RAKFAAL. K2, BRAAL. —EA&L. 22, B&
RAEE. AATERE BAAATRA. —RAALTRA. AA. AL
FZRPE, ARAHSAKAL - AZSANAIRALEFHT ALK
£, HENERTAOTA. RARRT, HESALIEZHH—A X
SAMAATANRREARRK, HESRARLE FEERTFELA. 3
A, AR BREE, “RAAR BAERZEAAL. CLRA. FAZA.
AE. B2, ARTEE. BEAARATAR —HAZLTRAIEAR
A, BEXAXKRE. a-REASP EALSALKARAANAT, £ 14
AEEAGRERILIAABER T RA R EA R RAL2SAZET. 34
REASa-KERXP-KE,

b, TAARMRIATHZRZXAR A% S MET X ERA
HERR - RRAP-ER, HENRTIRALTAERF(A. &. 8.
Byb . BEE. KX S FRE. RAA. BEAE. TAL.
FAE, BR. BREE. AL, PERR RE. RAL IRAL. EA
AZFEAR, AR, RAKL, —RBAL. RE. RARZA. A7
BA. “HEAARTERA. AL MAFZATE BRRAFLEAEL

2



REAFFTIANBE T RB 2P R E228A BB T, SEZXR S a-&
REP-KE,

ik, TAARFRIAFTHEFEZAASLKA L —A RS AME
AFRARTHSRERE, HERFAATA. REARE T, HEBLEK
AEHAR—ARSAHAATAGRAEARK, HESRALL Y TEE
BRF(R. . £. Rl -IAZETHER. 2610AZRFHF L.
L1-4ABRTIHRAL. 26-10ABETFTHEALE. A 4. 21445
RIGRALE, BAREFRHR1 A ZRTFH_HARE. LRAER
PEL- AN BRTHRAR. 2] AABZRTFHRALZLAR, 214
ABERTHBRE. RFRHS26-10ABRETFTHFAZL. RA. AL, &
APBE,. ARAFI] INERTHREALTRE, LHA KRR
PEI-ANBRTIH_BEAARTRE, AAEARFHIL1-IABET
A RS R,

RAKR, AEMFABX(1)N A%, XFRATL] - AABRTFH
A, ZAFARTAAKX(N)ME, XF¥RIAFET &L ZR)-0-CO-%,
XFR)AFTHRT A, R3ATL]-6AZR FHREL. 22648 K FHEH
. 23-6AZRTHFRKE., AHARA—AXSARAARAHE T HL
BRRAGEL, HEHRTIEAOTAERT(R. R)FEE(TR). KR
R(PRR), —RAARCTPEAL). BARLRAAR). RAAEE
AARTAEZERAB)EZATE, S22+ HES3-%hE. 2 Eo 2 X
3-Ee K, H2-Eek R, 4ok R X5 Kok &,

XA, AXAFRAX(I)H*%, XTYRATTE, ZAFAR
FTAREX(N)HE, KPR ATETHERR-O-CO-&, X¥RyAFRT
2, R3AFTHTR, FTHA., THRE, o R, £, 24wk, 3.
k. - K, 3R, 2Ek R, 4Eok k ES ek X,

AFPZAFRX(NNENEX(NHFRAASEARN B ARG s
Gy



WEAXY, LPRAZIEGHZAMBX(])HFS TG TEH
X$4: BX(HAREEITEDE TEBX(V)H SRS %
(VI)

R-X (1)
APRIPEEHZL, XAFTELERETFLANLER T AAM-LHALR
(Mg-Y,X ¥ Y A7 & £ & F),

Iv)

V)

X¥RiFR3pAT @M ZL, AR4AFARTFFRsAFEBRTRES £,
Fo/ S RgFRg—Ae K & & 3R,

HO.: O

| (VD)
: 0

H :
HO  \ OCOCH,
OCOC H,

BEIAMNARTFERGRsHF/ARYFRSATHAHZIBEBRY £,
—HWN, AR R(OAXD)ZLAHANENF, ABE-78CE30T
TEEEAFE,
Wik, RgATAR T, RsATEEAE REF £ AR4FRs—EH X
BASAKIO6AKR G BA IR,



SRAAFEARTH, RsHAMAFTTAETE. 1-CARRCE. T2
ATE, SPRFPHERE. ZCAFHREE, P-SPRAFAERCLARLY
A2, FRAAEL I WAt i,

LSRR —RH & 2K, A RIREE R S5 A24 IR AN
BTSN,

TRER TiE5 X#Hd &R T EHRRsh/ IRy FRsK I & #3342
DER4AFAR THRsATREATREF AN, AR TH. 8. B, &
i, BREER. SBRIABHANEN Y, LB E-10C £60T T4,
FHEBRRAARSRAGANBR (LS. AR, ARB)IANMK(LE.
THE. —ATHR. - TERB)DARTFEREP L,
2)ZRg4FRs—RM R EASAKROAKGRHKH, L AAMBEALE TiE
T EN R 34N R_,?Pg (VID)

! }?<R7

KR4 # &5 XL, ReFPRIMAIRE, SNAFEET SA1— 445
BRIGEE, AAREFLL1 - 4ABRT, AF L5 9K miF 2 #
B ARSALI-ANERTHRARABRRGEXLAGSIEL, LA
TEARBE ARSI - INBRTFHEAEARKG ARG S 2 AR A&
FTEI- AN ZERTHRAREIAPZAFTRZAGZAATR, S5
FRZAHZARPRARRGEL, #R7ATLRETF, AReIR7S AT M
RENER T —RBRAAITAIRGIRK, #ER]. RgFRIHZL, AT
Ry ARITHARTF ERORGFRTA R G F Y £

A)ERIATH-TAEE R, RegFRTAFAZLRE, CNATELEES
RA(FR)AFR(RR), ARGAFZARTRIARZEATARAS X
£, RIATAR T IRgFR7—R B A EA4TARGKNE, AANE ZHA
g, AHEPBIAGANEN TR BE(V)SEFH THEEXY 2

o .
oo,



(ViIn

{  OCOCH,
OCOC,H,

XFPRFERIPATEHZL, CRAAXEAFABRRAGETRI. £5 FH
. A HPRAATERXY S 8iL:

R2-0-CO-X (IX)
XFRybeA @A L, XAFTAERFT(K. £)K-0-R2-4-0-CO-O-Ry %
EEfaA (1) Fw, AYZAFRAARBX(N)HE,

gk, BX(V)HFERPHRARE H20C THTLE.

Hix, AZBATHLRLE. LEFABALBETRZANE W
oA FTRKR], 2-—RCKIANERAMEARHHERANENT, Als
BABZEANAMNEI N CEBEZEAGANRALT, ARAEXEIRHH
BAGEXTRE. €9 FERE&. %76 & 38 X (X)) # & st il X ()
WFEm, £REO0S0C, KARAHTHFTEIHARE,

DERIATAHABRANETHRE, EHFRE, s HTPEREAX
RyO-CO-%, A ¥Ryb#T @M XL, ReATAR T ALI4ABR FHE
AR, A —ARSALIAANBR THRARABRANEE, RVATART
M, A& TH. B, &. KAB., ARARERFZIRGAREN Y, &
ZE-10CE60CT, kA REIS-30C TH, AEBEMAIRER
AAFHAAZTIRALENANERER. AR)AANR(LE. THE. =
ATHE. - TERB)ALTHAR FERGRGFRTBAHEY £,

BX(IV)E = & T B AT k8 X0 = &5

(X)




X FZ1Iodl @ B2 L.,

—B, EMEARE A TRABBRA RS, THBRTIH. 458
. IRBERAALEY RN, AXTRGHYTFRALFIPHATRAR
A+ RAER.

BERERAAAMNGER, AEKANRAKFREKR-FIAK T & H7
XA RAAER.

— R, IHRNFAREZRO-S0CTHFiY,

BX(X)HFRTREALTERAEFE: AL A ALB(ARLA. AL
. R, RE AR AP (BR ALA). FELIIARLAS/K LIS LR
FEFMHFEDIAA TERXNI-H LB EXEATF LA TLESHRRD:

(XI)

AFZ13edl @ P72 L.

—H%, ALZATR(WALRH. —FAR. FTARTEAR)PHK(LHE)
HE—WGIREONAMENTY, ARBWCEASROBWGRBEANE
HTFRATEIHRH.

BA(XI)H A STUDZ AT REST LB B FIN-XRA AP 5
Bt e 5T EE XN Rt RAE:

(X11)

APZieiT @2 L.



—H, AHRABRAFERAMEN(RFBILGIEER. FB)Y, &
HEhBREARB(ZLE)ARRZAGANBRELT, A2 E-50CE+20C
T8,

T ¥A £EP0253738 A EP0336841, & &£ PCT WO092/09589 & I ¥ # ¥ #
KRG THERX(X D) >,

BELE#EAAFTEHFRAASBX(I)NH " TARAPLERRE
REZ ARGl F ik ifrshit.

RZAFTAX(IAHEX()HFRAAEIFGLEHFHA.

A& 4L, MM.L.Shelanski & 3 B ¥ 5 5 i [Proc.Natl. Acad.Sci.
USA,70,765-768(1973)| M X T A X B R B MM EE OB L B E 6 M, 4
#G.Chauviere & £ Rl ¥ # 7 i [C.R.Acad.Sci.,293,serie I, 501-503(1981)]
RATHBREMRARTZONHL, AAMXRF, AFZAFEX(D)
BB X (1) iR d 25 5 %48 TaxotereF] 4 45 7% .

ARA, APZEAFRA(IHEHSAX()ARERAMEBEAEAL -
10mg/KgH EXHBHA X EEHBI6 AR HeirkIAABHIEL
AEREEHN,

E L B MR SRR, R AR5 5 Taxol & Taxo-
tere M B A AR RER. AIXRBEOEAASMdr IRRAX(BRERL
BB E. SRBERR—AFTANBEARAZERAFLEARPNAS LR >
sw®FRAARE, T8 wPISY/DOXZ M XEMNBX HXHAR, —£
AL ERHLLE %, PISS/DOXR —HAABHTEEH AL Emdrl# oK

Ta&skaMERALLA,
% 741

ASem3w £ h 2 45260mg3- R T AR E X 2-4-FPAEER)-4-%
£-13-Z4 % -5 (2R, 4S, SR\ ZEB4a-LHAR2a-XBAXS5P, 20-
KA-1pBE78P-F £-910-= &-19-: P-11-¥ B H-13a-BE ik
P, AREHISTHAIART, #x0.116cm33MTP X ERG LR X%k,

8



AI8TCRATS4G, A B M0.116cm33MTF XL RS LB B k. & A
BRERGHE-TSCHHIOI Y, RELABRREBHOCTRHEISIH., LA
HRREH-T8CHE, BM0.116cm33IMTP R LAY LR ER, BARSEA-78C
RE209 %, A0CAB302>%, REAL20CA A0S H. RERA %A
lem3 4 LB KB RPSmIL B LERE., ABIE, 444 B1.5cm3
LELERR, $ANAEH, AARE TR, ARERXBIRESTE,
HAHIOTHEO27kPa) F X% . A HFH240mghE & “ZFOBEK” , %
A A& #£1.6cmi F ¥ 10g = A AL#(0.063-0.2mm) # F & & # ik sh AL (332
& TH-—RKFTKE: AARAIINAHDKIHEBH A5cm388 5. &
HREHHARL %8BS, AOCHEWO027TkPa) F X %20 £2F, A BF
£10.15g3-B T RAFK R-2-4-FP AE-X %) 4- X X13-Z= -5 (2R,
4S, SR)-BBda-LB AR 2a-KBAX-S5P, 20-5K £-1,10p-=7 %-
100 -F 2780 -2 F £-9-8-19-+ F-11-¥H %-130 -8, L& X"X9H
K"K

7Smg3-RT AL Z R 2 U-FARAEAER)-4- XX 13-Fw gz 5.
(2R, 4S, SR)-ZHda-CHAE20-KBAX-5, 20-3F &-1P,10P -
—RE-10a-FRA-78P-FEF X 9-K-19-+ FP-11-¥H H-13a-8B L
1.5em30.INE B CHER T HER, AHWCERATRASIH. A2A Y
SCTF16:08 5, i AMA0SmI0.INE R CHE®R, LA ERLARE Y
20CFTRHA3IIH. RARSHMA25em3 =K PE. 2.5ecm3Bf & 8 4K
EaA2em3 A KARE, AANE, 2KAASemI— & TR, HH 0
Mo, MABRE TR, ANLABIAZLE, ABMCEATARE
(0.27kPa) % 5. I HFH124mg R &"EOMA" CARALHE & %12
L[SA Merck,Kieselgel 60F2544 &%, & £ 0.5mm, A — & P E ¥ A K&k x
R, Rk TH-_KFRROBEARHS95)]. AAPH-—APER
SHh(AERTI0-90)ARBE FRAEA*HHERE ARLEBILES
&, REALHWOCERTHAREWO27kP2)E X EHN, F23Tmeg3-HT AL E
ERE2-24-3-%X%- (2R, 3S)-HH4a-LBAL20-KBARXSP,



20-5A -1 ,10p-—2%-10a-F £-7,8P - 7 £-9-8-19-+ P-11- ¥ H %
3a-8, TE"EQMAR, CRAANTHHSHR:
- R.M.N.#1H (600MHz,CDCl3,5, ppm):1.21(s,3H:CH3);1.22
(s,9H: C(CH3)3);1.28(s,3H: CH3); 1.38(mt, 1 H: £ 742 # H);1.68 #=2.31(2mt,
HAIH: 41945 #CHy);1.70(s,3H: £ 1043 # CH3);1.85
(s,1JH: & 142 #5 OH);1.87(s,3H:CH3);2.17 # 2.332mt, & A~ 1H: A& 1443 #
CH2);2.17 42 2.43 ( % %) d #= dt,J=16 #= J=16 # 4.5Hz, & A~ 1H: 464
CH?2);2.41(s,3H: COCH3);3.25(mt,1H: £ 2' {5 # OH);4.05#=4.35(2d,J=9Hz,
HA1H: #2042 #9CH3);4.30(d,J=7Hz,1H: £ 345 #9H);4.42(s,1H: £1042 #
OH);4.60(mt,1H: 42'z #H);4.75(d,
J=4Hz,1H: £54 % H);5.30(mt,1H: £3'4 #H); 5.38(d,J=10Hz,
1H:CONH);5.67(d,J=7Hz,1H: A& 24: ¥ H);6.33( X # t,J=9Hz,1H: £ 134 &)
H);7.30(t,J=7.5Hz,1H: & # {3 3'H¥ #%);7.37(d,J=7.5Hz,
2H: 4 4842 3'H¥ %);7.40(t,J=7.5Hz,2H: 4 9 {1 3'H¥ #*);7.51(t,
=7.5Hz,2H: % F {i # OCOCgHsH);7.60(t,J=7.5Hz,1H: & * 4 #
OCOCgH5H);8.17(d,J=7.5Hz,2H: & 45 f # OCOCgHsH).
TATEFAWNEI-RTALEL2-G-TFREXE)-4- X% 13-2
%3 —-5- (2R, 4S, SR)-ZB4a-LH AR 20- LB ARSP, 20-3F &-1
p-#E-78p-%F £-9, 10-= &-19-% F-11-¥H H-13 o -8
AIem3— K TR EZMHIOOmME3- R T AEFX2-4-FAREAXRL)-4-%
£-1,3-F45 -5 (2R, 4S, SR)-BB4a-LRHAX2a-XBAKXSP, 20-
FA-1B,10B-—F % 780 -FFA9-K-19-F F-11-¥H H-13a-8BE %
T, ABEHTHAIRT, MAQLSEAAD T8, KRE 24 M A0.43g &
BBERIGH . AHRREBRECHALBZENHWCTRAOL, KB LR S
Clarcel RAHBRBEYXR MM BRLEABZIEAZS LI E AR AP E&D
BhABE, EibhBAHA0C F&EO0.27kPa)K %, & 2 1.13g% &
&, €M EEE22em T $40g = R A2 (0.063-0.2mm) ¥ F & &, # ik 4L
(R PEH-—&TFR: KR T2-98),F B & KE44 5 5 10cm3 818
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2o SIHREHFL %8S, A40TEEO027kPa) R B2 H £ F., &
HF2063g3-HT AEEE2-U-TREXE)-4-%X2%_13-Zw -5
(2R, 4S, SR)-#Bda-TBAE2a-FR AL SP, 20-3- A-1P -2 £-
78P - F £-9, 10-= &-19-% P-11- B H H-13a0-8%, T HE"Z QA"
*.

TATHFXAMEI-BRT AEEE2-G-FRA-X#)-4- %213
L4 -5 (2R, 4S, SR)-EBda-LHAE2a-XBAX S, 20-%K &
-18,10p-—2%-78P - F £-9-K-19-: P-11- ¥ H H-13a - %

£20cm3 TH A3em3 W A% H 2 651.8g3-H T AAZ R 2-(4-FAEXE
X)-4-X%-13-B=4 K -5- (2R, 4S, SR-BBda-LH AL 2a-%X 5
AR5, 20-3FA-10,10P-—BR-9-A-7p-= KT AR R-11-¥ 4 %-13
a-BAERY, MALSgRALAF0S5g4A > T H. iR A RO B AR ALK
BRARTERUIE, AOHEE%20C, ARLABIEZLE. B4R
BRI LR LR, HERLH, MABETR, ARLEBIESR
&, AHWOCERTREO27kPa) k% . A HFE1.6g X E"FOBA",
R M A LE3cmE T R 60g= KA A(0.063-0.2mm)F & &, # i 2L (i
Rik: CRUB-—A TR, H4AR120-80), 9 54%510cm’. H 24
kR854 5, £40CHE0.27kPa) F X 58200 £ -F., X #4155
091g3-H T A ZK X 2-4-FTAEXRA)-4- X %13 =K 502R,
4S,5R)-R Bda- LB AE-2a- KB A X5, 20-3F /-1P,10p-— 2278
B-2FEI-R-19-2 P-11-RH HB-130-8, 2H8"ZaME"HK,

TAFTEFXABE3-HTAEAZEE2-U-PRARER) 4-XR-13-2
3 —~5- (2R, 4S, SR)-BB4a-CHARX2a- KB ARL-5P, 20-3F fi-1
B,10B-—2 R-9-A-TB-Z AP RAEK-11-¥H5%-13a-5:

A20cm3 £ K = & F K A20.68cm3 £ KR 2 651.9g3- 8 T A& % &2
4-PAREXE)-4-X%-13-FZ4% -5 (2R, 4S, SR)ZXKda-LEBAL
2a-XBAE-56, 20-%K&-1Pp, 7B, 10B-Z2 %9 R-11-¥#4 H$-13a
-BERY, AREHISCTHAILRT, BM0Sdcm3=Z A PRABE. A
ABRCHEISTERHIONH, REALNHSCEATRAONIN, KEL
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BREH-ISCTFMASm3EMKR, 2HRHE, 2 KAA2em3-_RFEFR
B, A hAeH, RARE TR, ARLRXBIEZLE, FALEAY
40C & E(0.27kPa) T Xk %. A HF224gk &%, T HAARI2cmET E
100g = RAL#(0.063-0.2mm)# % & & # i (kR ik: FTH-—&KTE: W
WRH2-98), I HEKEHGE Y HIScm3HIE 2. S F RL2HI R %64
%, £40C &R E(0.27kPa) F R B2 M £ F. A HF 21.23g3-HTRARZR
2-4-FREXE)-4- X%-13-8% K -5 (2R, 4S, SR)-2Bda-T8
AE20-KXBRE-5B, 20-5&-15,100-—BR-9-R-TP-= R T H5%-
11-EHH-130-8, X X"ZOKL"HK,

TATHEFAWNEI-RTAEELE2UG-FTAEEE)-4-£%-13-2
3} -5 (2R, 4S, SR)ZABda-LBAX2a-XBAX5P, 20-3F &-1,
76, 10B-=2 K -9-&-11-¥H H-13 -5

3.95g3-HT AEEE2-4-FAREXE)-4X2.13-Z4§ -5 (2R,
4S, SR)ABR4-LEBAE20-XB A A5, 20-3F A-1p-BR9-£-7P,10
B-M-(2,22-=RKCAX)BRE-11-BHH-13a-BE20cm3F HA7ecm3 L 8
REBFTHERALAURTY, ARHTHE, HAEZEAHH60T AL,
R m2ghihr. REAGOC THREIARLSBISHH, BAFHBE 420
C, AAACLAMRLARIERZLIE. RLEABIEAZAS A15em37 5
HELR B e BEHA0C F & E(0.27kPa) % % £ F. £ A F M100cm3
—RPR.ANBAFRIOcmInf- R % A B KEREE24, XE A10cm3
A@AhEk. AARETRAND, ARLEBIERTE, BALEAA
CREWO027TkPa) k% £ T. A HFHSS5Tg0 &"HOML", CRALAL
6cmi F $300g = £ AL 5 (0.063-0.2mm) #) &% RAL(ERHEA: T H-— &
T RARART §0-100%12-98),F H @ E 4518 5 H100cm3 8548 5. & 4
REWMBHRF %6, £40CTEE0.27kPa) F R 5200 £ F. ix #4549
252g3-RT RAE A 2-4-PAREXR)-4- XX -1, 3 Bk 5.
(2R, 4S, SR)ABK4-LBRE2a- KB AXS5P, 20-38 K-1,7P,105 -
ZREI-R-11-FHH-130-8, 206" A"K,
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TRAABRYHPCT WO94/07878# £ 5 24 FTH A3-RT AL Z &
2-4-FREXE)-4-X%-13-8=5 -5 (2R, 4S, SR-BB4-LH AL
2a-XBAXSP, 20-3FA-1p-2X-9-K_7 B,10p-M —(2,2,2-= & L &
BB E-11-¥H%-130-8.

FFZATEX(N)EGEX(1)HG8H 5350k X 6 4EEF 20 32
LRI HER, AR EAEA AL FTMRIELNLEERGRHAH
BRAEM, TLEROUEABEF/ABENERNBAEZ NG MR
HEEFMBIBE, ILHBF/ZTERARRCELALR,. FaRS
BHEB. KB, XB. B, BE3F. RCEARINE4. LA MBI L
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B, DANE. FEAE. LAA. BE. MRS XGA. S2. 5n
AFAAE. Kaposi& . I &, RLBE. RLEHZWER. Wilms
M % . Hodgkink . X & %K. S KAHTHE. BRACHEORR. 28
ABRHENRKEE, KANGH S LA PEBIBNAHG. A%
RAHF LRGN FTHGIAEREAGEAIF LA, AR TAFRLA
# .

AXRHFRTUABBRESTRAEFTESRAB XL AARY, X
ABEFERAABEERINN TR, BEEN G L0 BRARE. KB
MRS, MAASLTRAE. ERAMIMBANS ABKA RS,

AEAEOHEHEY —HAFRNETFARLEE S M 0@ X(])
FRBhmdh, TARRBTAFT RN —HASABF LTRSS
BaM . EARSIMEBMNHE X2 moW, EONRAKLIELD SHEH.
SREHRASAREGEN., KA, TLROBIAKERARTANY
Ao ETALSHLAMN. #H. GENIAZHGEHEH X,

BN AMHBNGRETURE " S G EMAFLIRA. B2 HA
BFAMRBOEELAMAAR.

HFMmEESAE, AL KO RELKSEBERALE TR, 5 T
HEFSKERIAES R, TURALMESAIRAZESERGEYD
B, AEHHARHBBLBZAGTERNANSEG., LEHSKEARTIY
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B ETHSHELRT OB RABERB XHKR, 2 KRERESBIKAR
B, ARA ARG ESALAINORE S AL A ZAGpHA AL E
RO FRE, RETURA MR ST RA T BA %6 L5 k4.

BEEMMANE LR RS BOET IS FRAELARE EL %
6 F K& 8.

AEBABTULHEN001%E FHEHR S AL BTERS Y
FARPATRAZLSEGMNEFGORHE, Rk, Hi4X2mdh, ALK
BEshy ik M6 45N E2£0.01-1000me s H &,

AAHEFTAE ARG EF —REF, HEORAREAF CHREAES
Y. $AREAR. LREHFEZAMBEAZLBFABEATN. AEAT
MERHBBOLERCEEE R NEBE T oA, FEE(x. BXD)
#TNE. &% B EFRBIZERIILG LT X AN OO KL TS
HA, FRABBOEEEALN, AK. KARE. LXXABER AN
PR ETBAFRZANRR, POFZZAGRBEES, FAK. Ko
BRG] B TR EIZAGENERIEFCEZEANZAK, A
PrHBIAGTRAMBGRAMY, PAREZFTRRTZ LGSR
A%, PREETLRAEEEPZEEN AN, WRARK. KAHRE
Rk ARMFZEAAKARI MR ERF S, ik RFBRLARZE
HABOEE, PHAGED. FLEE. ME£. HAZF. 255 %4
BHEFCZANREE, WL-ENARESZANE, PUREEOHZ
AHEHMN, WM, RRERORAK, DTRIFHZEGTEMITE
B, WAIEAEAESREZANEFLRAAHHAN, PEORZIESSE
IREARAABERERREY, PEIRCES. TAAFRABLES
PPRIBLEBIANAAS, POEAR P LA - HZ EH%R
¥, PRELZFZEAAEREE, PEATAREFALTEAEZEY
BRE,

RAEEAEAFZEHRAGOMNER, CAHRAGEFIARKAETA
B. AENERBEBABBX. HABORZ S EhEEHAABREH
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NERREANE, BF. LERBRAELEXAG > S, U S FN & F 8B
NER, XERARN MY ZHIAGNEITRAELREAE, REEES
HEOMNEILEINBH, —£W, AFFEERBERAKONE, L&
B, AHHHERRABL, AHXNZHARHIE, FTFFIF—BHA,
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AAGKRE, RAG—BRERL. FRAETTRYREARESEE.

TEEHAAEXLAG AL W,
EX]

% %4 14% 2 $940mg * &% 5 ¥ & 1cm3Emulphor EL620#1cm3 ¢ &
T, REHEIHEZRNIScmIE N L KRXIFHE,

BEMALEREKIIHREERRIA RS,
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