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1. —fbif itk M ARILE LA s KA AR AR ASRE L
Rty k, Q3R E FREAREEARIR LR BEZEL
BT,

). —Ab RN G ERREIRN Sk, ik aE TREA
& fi ik Arie R it 2 bR R mA e K.

3. ARERAIER 2 eFH, L PARIAR R TRE AL
AR F FoBIL e R MR =Y.

4. RIBARAIER 2 5%, HPIREHNALEGRICFIES
ik FliBiEE LA RMIE, %BAEE ST HHBL LT &
5 & 4R IR B) 6 AL iR A M 500 8 4.

5. ARABEARFIER 1 R 289F %, RPxifa TR EREHAR
Frit R #HAT AR — 4 T 42, XS M RS RRARITH 6
iF W, AR R AR g R AR

6. MERAER 1R 2GFE, EPsifod FRSEELR
it Al AT R E RS T M, EgRAFRRR S 8E
Pt 4 Rt B A
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7. RERFAEL 1R 28F5%, Lo FRERELLK
FRi ) AT R ARGt —AF M), LM T LB LA ES DNA
BAE L £ KR AR DNA 347,

8. MRBAANER 1R 2FE, LPsmETFRERELBK
LR FATRBURS ST EH, ZLEAFARLHNGER
ARV LA FANLBRZT,. ZFPRZE, EHARFELTHL
ex X.

9. ARBAFNERK 1K 2695k, ELPxras - FREMREAR
AR HATIRE, AR EAE ol THRAToTHM.

10. ARBAFER 1 R 2 89F5%, L£PMAEFEEREEARR
e H A 0-5 44 log PAA.
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BRI 245 L BB IR ik
AR P
Ak R Ak E R EH PCT/US00/05387 #idraaiss, BEFTa
F 200052 F 28 BiER, LKA “BeRifef AR @A TR

£ AR
RATH AR A ik
KRR H o R Bk A R L AR SR8 ok
ERR—FHFE, ARAYIALEMBAENELT RN LA
B e Sk A R LR B, PR AR R R
B R B EEAATIA], AR/ R AR

X

A AR 40 F 5 RIE A TR 404 |

“Br F BEN” mIRES X ERA, QNGBS Ri
B AR AT RE Q.

“HEAARLNT BR—ALS, HUEHR WL KRk
BT, F b A SR PR RS 49 I, ARATIR A/ KA
G mi, SR MR,

« X457 mpERAA RmpET. AT, FJRmETEE
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A b A3 40

Hndedy” AR EAARATILH Ao A I M 5 )60 A AR AR
3278

HEF" BARGBAAFLH, EHETAEEFAEL, BRI
EE LRI I e O N ECE T R

EREZ

RSN R BRFTAF, SENE, WBAAFLCER
RE T R F R FeRa A4, KBRS MR T AT LR R
BRI ik AR Cde by, XS ET o AR R R MR 3
Ea A, BUMERMNAETILATATRRD G, RERNERDEENK
g, HRAT AR EK GBI, RPZTHRNE 6.

#l4o, & Chenz, T E O BEA%4d (27:44-47(1992)) #= Filurin
(2B GRF ) T72:44-47(1993) FAF TRA XA EF AR AES
AR E ik, REFEOEEARN BEERIATES, bRk
BHEEEAGR/BENAR., F—HAABRATHCEATEE
Bigk b, $484LBGRERERAETAFMRRENELR, &
F &k GAAF, Hliefe Burkett (EE 6, 086,852), Tucci ( £H
5,372,801) #= Mashberg (£ B 4,321,251) t4F AP AF. AR F
KA 38 fet A &k A /£ Pomerantz &) X B ¥ 4] 5, 882, 627 F
NI

SAhE, CEEIER, AHEARHEEE R0 BRER
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R B A R AHMR G A A AR G R ARSI K B IR S TR P, R A K
Wik it EE SRR MIEN SR, ARG E XA AT
R F.

BRI E ARG AR R AT K e B, ARk
WA LR LR A ALK, A E T feat, slaE AR AR
TopAmEh At (A TERER) 4T M0 E TRERIFLH AP
&, ¢ R LR AER, AR AR AR P AR B i i
IR . AR EAEAARBKAR G A A g T B EF MK kAR
W, AR KR 69 B B (A B 6y R AT ). &I, #1d Chen
%, Bl 1/HEMRR, 15-85ChRB8 £8E, 1984); Lanpidis 5,
BEFIL 43,716-720(1983), BE L, REREETF AL ERE
W E & F AR N AR A AT LA A R IR AR F 1R E 5 B
SRR — AR -, R R AR iR L A KA AR BE
HHRE, B, EmRgakiestmetERR, e
A ATP (Z 5% ) 193K %) 7).

X At

AR O K N —Fi8 ik M AT IR b A 4 I AR AR AT
& LR MR F ik,

B—ord, RMNEAA—FEEE@OAELEGHELTREWRTIAGES
Mty E 9T F k.

HANHRAF O THSR, 05 FRBAREBMEAFRARE
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ELE (RGOS EFOARRame) TEHBELEEGER, AR
3] AP AT IR B AR R G R mit s Bk b . KRBT
fTiE B F R R MIE, B, ETRARFAFGRTILAT, #
B RATEE.,

BEX—FHARFTER, WiLHRELRBRE, AR EINLNGE
SRR ESARA, AR SAFICH 8B F SRE R RE, HR
¥ ho il 77 ik e A

BRBALAN S —TZEHFTER, BNR{—FLABUFGRE LA
mppt ik, AFETHSTR: AMEBTFREREEKARTHETRE K
B4 B HEARE AL, A RMBAT IR mIRA R E RN,
AR~ RALEA T, RELN, NELMNTELEN FRAFTH BE
ERmie, FREBBENITERFREA.

AEREPHX—FRFETF, RNFBET —HREBELFEITH
HikiEMf G RmR N YF ik, AR TH TR & (1) Hald
B FRERATLH A F S F R RE E4, R R HhidiE RN
LR mp, A& (2) KR FREAF N ERBALFETNES, &
it fe XK R, X RH, REMFLTAGRFRFFHET.

AE P, LEhit—FeEas B KRB ARAATAR
w5 e, TAiBid T a6 ZIFRBMAL N, KRR THAL
AW, MARAMLERGRE, AXAGTEE ﬁiéii*xﬁ'_]-;ﬁ—iﬂn VATRZ .

AAERHEERRATREERS T, 185 TREREBARIFTH,
R
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R, GIETEES O, FAFE, LES, BRLL, TERE,
BTY, FREPTLE,
o

“dE-FeA b, GRTRREFE, AAAEE, B, KA
B4 Ak b B4R,

AL IS B AT A R, Rik ) BAAAFITH R B RFE
g, ERAEXRARBALY, LERTEREO RFA X
F B AR HBARF N-BRAR £,

A T Ak E M B R G AR mILRAR T, ARILH AL+
Pe3 6 77 7 60 BURL 2 My o B AT K2 5,000 ¢ T &, sk, & F
EFF AR A R AR BAFCAG T AR RE AR, RSN
FouMFEEYRLEAEEEERAEEATLT, BRI/ RF
%t L . Bk AR LA RS 6L ) 0 £ SARIRA T8
M EA £, Blde, R ST TS N-BRRGARPLE,
AP B THANET h—FF. SHReH:

1. AFieHH-TFesMH, Blie, fABFLT LR N-IRAHNLLEA
W, kL a6 RO AR R AR R RAREARIR
b REAAR A R0 R BATRS] .

2. AFTAS-F th sE MR AN AL ALK DNA S5 A A A RS
45 DNA #5130 “3RAR”.

3. AFILH S F e MR S RAREER S SR T IR
shA, Bliol 4 AR RME GRS, Mo/ R 5 LA R R & H S LB
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A8 IR

4, FRAHEMBALLRCLEALEARFT T “RE” BN
ag AL .

5. AFRR MM Yoh LBUE (pKa), ®E, XF-AfEE Tirehlk
A 32 pH FRUR TH9feA. A, B TFH X R THR T 2| KAk
ey sh A E, ALY, fHMBFTRERRTHFMERLE
&, dabHA Ty B X RH, AT RS SR IFMEER,
FAF A AR AR A L,

b 1 eA-IR ). 2 (RH-BART R EH-FH). F23 (A& G
BB ) T A48 ZAE ARG T At e iR AR,
JTT AR AT AAE R R 4E, B P 09— FF R R IR KRR A RAR A AL
BH, e 1-FEZMegE A (B, log PAL). HLH) 4 Fa 5 BURF
Bokd-ERH, X8 TFRAMWSFHELTREE (RAT XER
HX) Ao pha (PHEXSHFEHK) OFREAMCAER. Fldo, 48X
FAbBE (RNH,?), BoKMFAR T (RNHY) 6 Al e A ,
B b MK I A BR L.

RIE AL B WML EATE, £ log PIEHA-1.0ESHM
& TR AERAFITRH .

PR T 5) A AR HAAR BBHF ZRAALA, AL
B AT R, Kk RASUUA THAZE 6, fRREELA
B, AKIAH BRI R A A B R R R,
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kM) 1
ERE I AR ATIL R B AR B

FEAA 2086 dmik, 1 oM BRBE, S4bTeiky, BREE, Sb
$EG, MBE, AfA KRR RPMI 3254 F, 44 100, 50, 10
Fo 1 ug/ml RERE &9 &8 B FARILH .

BE—F AR fe g, ERA 5% C0,F0 95 WA 6L R
FleBA P, TECIESAFEMIC S 4F, REHA L 1% BBURT 2 447
WFERRAA, BARFERZE, EF 30540, 1B, 208, 4
NNEFAe 8 NN E @R, KEA 2-TERIRMIL, AyAKEETF

L HATR 5.

45 R A BAARITH R A He B MILEAR ) R IR B Ao AT A
B & fmBOAE AR 8 ik b AT REAR BN, A2 SR RB AR T 46 R K
A8, FREROMEAREARAAL 10pg/nl Fod EHRE, Rk
TAZ L CIFLHAefRE. RIEFAHA, THEEEOSHREE
B 10ug/ml 6RERIT, EECAEHNHREEELAERXF T EZAL
ey 4e o iR BLEAT

Sk 2
IR A e T o Sk R 4
E%%ﬁ%%@#mﬁ%zg,&mxm%m%%ﬁgm,ﬁﬁ&
A £ REEHHHEBME A £ BRELATAFILH 0§ BAR AL,
O 20% e kit KB FHTLERIEREFERED
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ML, FHAE 3TEC ¥, XEmea SR REGFRE AR, ik
O HUE BE R AR R R AT A K, BaleRGiFiaRE X
1 B, {2iBF LA meEY 15 547 A ARTH .

b % maeARtt, Sbimiedfe A iR AR AR AL 6 AR ) AL B i i fm
ek S AR Je & T AR F AR RATITH].

&4 3
ARt ) B AR b 4R e LB AR

B E KA XA R E LR R mie, BAEAMAETRE
R B ARATER A TR, XS HAL XA 645 & AL e AL HI K Ao
AR REY.

LA BEMBRHZEMERALEE, REAXE XA HATEL
B, SAEH G mBRABRASREAERE RN, GiEh @Bt
#%.,

JF A% 2k K ) FUAL 32 04 s e R AR AR btk P AR At A A skl it
ITEAE, Tk e mRe) RAREMREA.

kb 4
SR A 4 48 47 ST AR
SR AR IS A AR AR B . WIRE, A
B R DA HERE, WA dm K, SFEASMERARE RS E 3T
Tz, REXLIMARE EFFLHBT, RERBAELAFLH,




0 B (SqCHN) big BT A S KK AT M R G . ARA
Al e R A IR RY 1 NG, IFLH AR, K,
L MRS A RBT, M4 fiFfo st Rl ifimfl o3 Rk PR
B, AROH BT Rk, HMAE RAR KR T AKE, FFLHE

5 BCHRHEEAK.

- KBS
Y BN ) AT U
F SRR AT s T S b BUEE R R IRAF 69 AR AR O B W B AR SE
10 FMiEf, REXEZRYEIFEHNBT , ASHARTH 69RILARE
B mie AR, EF_ LA MBNE N6 KR BAARLA, B

B mAe AT B, £ 10-15 94F, K3 HAFLHAERERE,

L34 6
15 FRICH L E 8 7 A et
£ ) F 5) Fa B F KA AR ARILA Ao BAY C 4ol 306 57 F) ) hn S B

LB 1-5 WARITH], BT B mIRR M R AL F LT A 6K A L
REZN, £ RAEFARNM.
FRAEA] 1% 3 5 75 F
20 ¥ REE 0 S
EHEA 123 [
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&4 7

AL o
&,k AL 6 77 P Ao AT 0 F A A B R R E S A
oty 4 LR R

M6 77 R Fa & FA%3E )

A8 T RER

BERA AH A

KA I

ARG T SR

T EAE T, ARIE 2000 4 7 A 11 B AR Burkett #9 £ B+
#] 6,086,852, FAFHFEFTEHETREEDY. REAFHEH
HPLC s4@fedr B thaptasy, A5 852 P ERM, w5, 6.7
Fo § RAMHENS., b T Fo 8 RANHLSHATEEEAMKR
(regioisomers), /-2 4% (V& 8) Fu-d4 45 (M 7) RA KT, F 5
REMIA S A T 6 N-BLT AAT 44, 9% 6 KAMIEHRE 8 4 N-
L REATEH .

L34 8
LW EE oL Rmpa, S FRER 0 1848 FRFY
g 5. 6. 7 fu 8 KAMILE, *EE OB (SqCHN) 69t
A, SRAE@BAEE LA ML S BIERDE TR RAE SR
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T, REARSEANERLA R, REFELEREFRATEIBR,
M 8 AAATEOFGHOAEE. SR 20% EF mALH) 44
b, M 6 AuAdh BE 95% BaRsy T, W 8 LA M BT 89% 69
BT, mERI|ARY 20% ERmEARG. BR, & 6 fo 8 e8]
ik MR G 5 I R A M.

Fo & F fedhid BN A LB SRR B T I, ZRliER M
Jo e F e R B Ao m e T A ATP (S BEMARST) 69385 7). Ramateid R
Fodk S 64 85 BOR T XA S 44 TR R AGA Btk

i, 3T RAD B GE—AE, B 5 FE T
KAWL E TR, CNARIE 5E 6 Fo 8 ABF 69315
Py A, Bk, ¥R A AREALENSTHE, TR
AR A R

L4 9

W 6 fe 8 AL EE A IR L— HRA RB A, KR
KA LT EEmRAEE LR mRs B, RBEAES 8 65 kit
. RBRE @ik, R, M. FEAABK L RERE, L
BECEMGE, QHERE, RERFRB. AHBHYILT WRE
K Fo PPN ERE” $9ARNKE, BN Balb-C b EKA
HARE B, ASATIR AW IRA G HR, KR —F 6kt
Fatk W RENIE S T4 6 40 8 L& Mat LS A1 mAS ey L At

11



B2 AR RA B RA R LB A 2360y 7 XWRET AL, M
BEe2HETALRAIMKLTETR.
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