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£<:. - OH, é%a Ci—Cs %%’ Cx"Cs#m Cx—Cs%aﬁgS-
2. WA EX 1 694e, RAAX IEH.
3. A EL 1 s, LEAX II&4.
4. BAEX 1 694664, FREAX I &4,
5. A EK 1 hitsd, FAAX IVEH.

6. FX LA SaGLEH

AP EREALEH T, RBEIZHKXBEAR KK C-Cis X,

L RRAKARKEY CCs AR I, . LRBFXS TP
Wik, FRAKAFRE-ARBAELR,
HAr & 3B E KPR CCu F R FTR, A TafFHhas—A
XEANZEAN O, SHP §ARFETF, FFHE Z-OH. -COOH. —COOR, *
R EZL, RBERERRRKC-CAMIIL. P, EXBFXS
ook, AFRERBLEAREAERELIBET, XF E R
CoCo RAFRBRMFHIEP. EROFH S RIEFRE, L FERS
E—ARENEREEIART, & E ZRFHRR G HAr,

X9 R, L, HAr # E 64325 IRR A% A C.C A4, IHARXRKKR
%, -O0H, B%, C-CRAN’, CCEEEFCCREZL.
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7. X I- IV AR dsgitddh,

Il

#‘F.tx_%/i‘**#’? ¥, REZRHIRKKARAH C—Cs RE,

L RRASARKL C—Cs AR . . EXHAFLS ﬁéﬁa
Rk, AvaFEREEL—-A23 AaFéFaﬁiﬁﬁ T, JFEEsEmIFN
H—AXEANEKE,

HAr 23R XK AR CCu AR L F A, LvaFhast—A
HEAZAN 0. SFP KL ET, S-BEL-OH —COOH. -COOR, 3
TRIPERL, IBKRKFRK CCEAKIE. 6. EXRFKS
Fafik, APRPREL RSP EFERIBRT, RFE R
CoCe ZIFHRR MR Fo, B R4 X S RiaFRL, X bikiFHs
HARS R EEIERT, K EARBEHRRY HAr.
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RAELHEHLED

AEPFRRESHBGLLY. AEHARCIER. $1&. 24
FBREG TR, Kk, KEXBGLESDiESHRIBAEH LI K
FREZRIELEC—EEVGES, REEABZHXEHAXEHEAN,
REAEC— AKX, RTENHLAGETLCHENS, £X9
s hETRORBEH G aIHEHFNER. KAH
HEEFREZZT ARG BB FEIY. KAFLHH. K5
ZA.

URLEEDY AR REBEBVARWEIRI L 0RA TR
FOBHEHETHAEDERGIR. AFHE “AHTHAR, BT
HUEBRRLETELAKRAXLER, BEXOREHYELARRS
LEF S5 ERXEEXENEDHARFEL. Hlie, RABGRKIERZGHE
ARTARB AR B GH A, AP oRMAeGshHes 99. 5% Rkt T
B B, HERLGEBARAESKXY 0.5%(0D. Garteiz
%, Arzneim-Forsch., 1982; 32: 1185-1190). 5 —A %2, LBE
BHRELFAAGFRAELT A BAXY 0% oRAEBHAAR, FH
AEZZAALHAREKRSH 8-92%. HTHAANMKRAGRIEE LY
FREEZRR/RK, BmEFNLEZHFEN @R,

HH—BREANEGHZFHEDRBGFE. AERENZARLF
EMFH B R EA LB ANt LR AL BN E. LEHasER
LEBAERTHRE KB T4 RRELWARBEATN T ARE. At
W First,R. M. et al., The Lancer, 1198, 189.11.18(3IA#A£¥E).

ERMNEIHBEREAGEN, B2, 2B F7EFRARTLRS,
TR L RS HH M0 EE PAS0 256 EM. P450 RG89 # 4 R4
SR ERAL DA A RERGER. Flofl US $4] 5,478,723 #¢ 5,
567, 592 (¥ FINMEHAH £H) £ F 450 AL T ERE. E4 Keogh F (N.
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Eng. J. Med., Vol. 333, No. 10, p. 628, 1995) #= S. Butman ¥ (J. Heart Lung
Transpl., Vol.10, No.3, p.351, 1991)#y ¥, S RAFEFL5MEL
ARAANCHBHESHESHHRBEEINZTARY KXY 85%. AZE
Framsh, AAEIRETTIYLGREF TRAFFH54E4$5,000.
LEeX o 3HEHHFREEHA RETHFATLAGHH N kI
B ek ke (K Olakkola ¥, Clin. Pharmacol. Ther.,
1993, 53:298-305) . %% 3 M Z (Seldane®) (P. Honig % , JAMA,
Vol. 269, No. 12, 1513) fo =## £ (Varhe, A. ¥, Clin. Pharmocol. Ther.,
1994, 56:601-7).

KR E, B EEE. B EFH (ritonavir), #RMEES, K&
. aEEARRIREEL RTENAANEMERFRA B, EHR
AMAREIHAEGIHEHHN, EIBAWREFES. RBEDXFLY
H. B TEFIBRRIATEREAXEXHNTRAEH AR EDEH*, B
ARBRSARGWHMNZRBESY, FLEABHS HIV BEGEF
BAZHBARESR, FIAERREARABHANLAPENGHR, #
it MBREAGHEA, B, XN E L83 REERAEY
FEBORARARNNZARAS 2R, FEE ALESREL TR
AEBHRBEHERTCAANP(T. J. Walsh: “LBSHELFHRA
B ¥k ey B A" 4 M iti, National Institutes of Health, 1996. 2. 7;
Geogopapadakou, N.H. ¥, Antimicrobial Agent and Chemotherapy,
1996. 2, p. 279-291).

ATRRYBRAGBEANN. H&. oY, REPFEHALE
BEAMXATEEFEAR. BTEFHIERAG TR EH TR,
XA PRE (B LR R US 4 4,708, 948; 5,409,938; 5,314, 899;
5,591, 770 #= 5,654,432, MIAHFIAKALE). SAFRES, AL
AP LB A TREH,

£ 1991 ¥, Baily ¥4 # T (Bailey, D.G. ¥, The Lancet,
Vol. 337,1991.2.2, p.268, FIAMEAEE)HHMT THEmELRTH
AWARKE, FAEBEMBEE P50 BEEDXF W RE T A
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AB., BHFLEDEBERANAD G PHERERSTEHT R Chayen
2 # 5 (The Lancet, Vol.337,1991.4.6, p.854), fikA42E & £4
SHREBEHRTTRIAHEIXBEMEAGERRS, REEEH. BX
bailey #» Edar 3£4F 7 # A B 3t F) 36 1 £ ¥ W e i k3 n 35 7 A 9 A
ARFEGERIUS $4 5,229,116, JIAHAEE), 2N ATH
IHEEAEBRT M FRRA E LR BB S0 ERMG R, 5
4o % R, Bailey ¥ 43 Clin, Pharmacokinet, 26(2) :91-98, 1994, %2}
% 954296 M. &7 & M. Edwards. D. J. ¥4 Life Sciences, Vol, 59, No. 13,
pp. 10251030, 1996.

FOWMAHMAGTEHB AR HNORALRFETREIATRE
A Al e AT, RENE. REWRT. FEEE A RiEk%e, =
e FLEFrdROETARAERRGFEILTE. MEXBEREHN
N, TR “HEBTHR” RARKLE. HFER, AREFEL
9 FH. Pl H R “The Medical Letter” , Vol, 37 (issue 955) 1995. 8. 18,
The Peoples Pharmacy, % 4 & (St. Martin’s Press) 1996, p41; 1991. 2. 19
BANBRXTEREERHERTOIFCHR, F 3 T 1 £) REELLA
IR E X F (AAR, pll, 8/30/96).

B TERRHRTERGHL LIRS, TAEEHRITEAY
BETHRK, FEAXMEREIHTNLTERTHHMTHRE.
¥3il, TEMBEAWAFSFOAL THMRL AR TERGLE
27 B, ILFHEFOEERER. REBER. T8 RE. REFAX
HARE., 2BPRARERAKRRGRS. RITHFTHAGRSF. ¥
FREMT PRI ARG ERRS ARG XA RBR RN, #&
FEFEREIATHRART A NS FEEMA LA RFA LXK
B

b, AN ERTRAATOMBEZRT LA AFE%S
HELEFTEYD, GEHTRE. ARATEEFRBTAR. SX24
ST, GELAMAEGARER (OARR. FEABRPEHA
BR)ARY, CENECLRHHE, AALTEFHG. RAGTR T
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ARBRAERDH R ETAFRGLEH-FRXE Fd L Musajo ¥,
Herba Hungarica , 1971, Tom. 10, No. 2-3, pp;79-94), Jf HiXsb#t
REAPNAMESEHTAIRERMCH AT KBRAKEGKERY R,

15 43R 0 LKA B 8 AR K F 69407 B8 £ e X eIk R BB UK o9
%A EE X AL THHERE ] P450. Hlde SR D.Bickers ¥4 J.
Investigative Dermatology, 79:2-1-205, 1982; M. Tinel % %
Biochemical Therapeutics, Vol. 36, No.6, 951-955, 1987; H. Fouin-
Fortunet % #J J.Pharm. Experiment Therapeutics, Vol.236, No.1,
237-247, 1986 ¥A % D.Mays ¥ #§ Clin. Pharmacol. Ther., 42:621-
626,1987. EHst, FERAFTLRAL G LR HMNAFTHA a0
&% P40, —MEARL®R, R R KEH Bailey EARNHAFURLE,
AMBEFALNKS FTERGHFLERTIMT FERL G L W4
M., FRE, FEEATEATAAVUGRZEGHE, FXBELAA
HARZXH. ATALAZARTHHAIIHEGK LSS, Bt
AETAEF—HTE, Xo&0a4Hh, RASHRTHATLIHE,
FEREZLTRAAMBREALRGIRBEMB LY, FELEASY
RERZL TV RS TFEAER S BHFFLE.

W B e

H1EFTEMHWAMNGHEAMNER.

H2EFTEAWEMNGWEAMNER.

AXRH—ABEZRE—FHEIREGRFLES P H0Y, A
e h b BX. RE. SEFARATRAXTE *&.

AXRHF—AMEHRBBETE. TEGAMBEHLHIMBLE
GER, BERSA—FRASHELAGERRPETEAATGHH
FAABGEY, FENAGUSHAFRRESRL T E(BXAXT
EERTAANEAK)GATYE, PASFRRLRS I TR EIHEN
HMGKS FExFELE, AR TARAHFRSEIAEHN. B
. HWF.

AERGH—ABEHRRBELS—F R SHELANSHGALY, |
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TG AR RGNS IR R BT EA .

AEXRG A —ABHRIRBES—FH R SHEALANAHHFALRLIA
WARKTE PR FALEZIGAZTHKS TEXDHFF T8 AS
.

AXRH A —ABGRRBL ) —HEAXALEMF BREH LA
TEAIHHERG DL,

AXPHA—ABHRBBELENS D RESY, EAHRBEER
BTN, BRFRACTATHBEEEAZIPRAG SRRSO YH
%

AEREGH—ABHRIRBEXRFETE LA EHIANELEAS
FRIMACE Y, X E ARV L3 B et .

ARREGZ—ABGERB—FXEFRLN IR HHBAESH
EE#HERH. FHN, SHRIRACTEIREYAZHRE (ATH “5
B ) HGREY.

AEREH—ABGRALATIXESHEIWFHRA. FHFHEL
B8 Ty k.

AEXRG A —ABGRFE LRSS, AdY. REBHEFNF L.

AERHH—ABGRANEUNHBEARAIMBRG LSBT
#, RV T R4S EARAPTE TS ALES VAN
FEREwHEXRAELE, RACALAERPEDETRTERES
HAP ek AGERA, 63 GRAS RA(K¥#F T, “adid it
#EAT C & C FEW 2000nM #5F % (bergamottin) R /%% Ak & Fiept
Rt ER).

AXPAA—ABHRREPERTIRENS WS E Y —Faid
ARE (GHRET)AXAASHGELY, L TAXBHGLEHZA
PR L ERTESRY T ERTERA FERTER SO X P F & F5
HaBAf/INZROH A /AKX R TE RS EHRER R
AXRASHHBR. XE “TE€7 %" ZHRE, BEHFZRLEH
HENER, RAZGHBERTI I LA FHEL, EhB 168Kt

w S
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ey, ZAEBXRE TALBGLESY, cNARGLETHTEMES
F R e, AW, RETFP.
AXBEF—AB G RBBIBAD E Y —H AL AGLEY.
48804 5 kA R B S 6 F k.
BIBATHEG X TFALPGTERBF Lo KRR EAFE, LEX
e g B KRB AAR AR 2R H AL,
AEXREEARATHREBWHAREAZHGEIRSGILFLEY.
AXBEEEATRARELETHBERERY. RiT. SFaFTOLAS
HKS FTEXBH AT EERBRAGK B EFEETTANTHR
X, RARBEHRY, FERBRE T EIHEHHABALLSH. KL
AEE LR TAER FDA & USP ATHEMN AR EAMBEALHGH
St ik, RATXEERTRT AXNAHF LT RFEEFmEHE.
E—AHiEes ZhFTER, KXRHHEDHH (QFEA) TR BGL
FAAS PR AT 20 # X I-1IV 654L4-%:

HAr
R ,HAI / R
R\}_§(L L>,‘_I/R
0__0 o })
0 0
I 1 I 1
0 L—E o) L—E
= \—.:.
HAr
F#R\(L/HAr ! R 2
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EREANEH T, REIR HRBRR ARG C-C A,

L RBARHXARNKYG C—C, ARXIE. B, ERAPHERiaH
A, AFRBERSE AKX SN EREAIBRT, FAEKSREHR
Wl — A RBARLE,

HAr RIBRKKBARE CoC, FEAREFR, A PRAFROLLAAK
34BN 0. SHPHRFRTF, FBER-0H -COOH. —COOR(HE ¥ R
do B S0 ABARX KRR C—C, AKX, P, EXohXSFHE
Folt ik, RPAFHBL ARSI EFERARXERT, XE E £ C-C,
FHERBRRGIRKREF, EREHH S RiEPRE, A PaSREL—
A& EAERIERIART, RFEEZRBHRKY HAr. ik, X I-IV
BRESHABATHEGS SR LT RERE (0-0). —#ALH (S-S) K
ik, B TRAE. Kk ERFEX—FZELHA, H-HOH),. E&ET
AR B AT oI R K.

e ERT R G R R BEGESH REIHRLF. B-Z FHERE, QiEH
AT FHK, QI #EBAY, AHEHIE A tikfod ok,
3% 89 R4 F S | HLIA.

R. L. HAr fv E A #&#b# CC, A4, XB/RFAKKE. -0H &
BF. CChRE. CCREFEAEL. CCREEZEFRK. TR
REZETRPEM ARBREX -1V 9IRREH L, LT BRALE
AEHALR L HAr#E L.

A KRR Ak bk Eogipd 4 A B G FR B A X V-X Hf
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e b X, T-TIV AT 3LEg, X VX RS LALFE. E-Z FHHMRA.
AEBEAGWHEIHABGUSIRBELEE A THFTRHFE
B A AT AR FHEH (X XI-XVD:

27



98809098. 8 o P ZE15/45mW

28



98809098. 8 oM P ZE16/45W

29



98809098. 8 oM P FE17/45m

0
\
0
==
xv

30



98809098. 8 oM P E18/456mW

31



98809098. 8 oM P E19/45m

32



98809098. 8 oM P ZE20/451

AKERGASHOLET—FHEAXRGAIAZAFNESY, Kk Y
HARKEN. XARAHBEARANASHEZLLFAMBEGRR
. BEH. X . B MAFHFRATHRAFaOMBEESHR), HF
BT sh R ETas B XREFLTAF O —Hd LM £
AR, ERTAXEIGMBERROER SN, 4. EBEE, #£zd
AAXBHIREWPELSH R X BAESHZRASIGETHBEK
. KGBRAABRAI B L8 LA G# (Citrus sinensis) R H 4
BB, 2 HREAHHARREEGHMBEARY L TALA T,
BEMANEIHF, FLAXREIAE “AIMBL". E4ELHNHE
% GG E AR R A H .

BEHAESEIRHAAY. DRAFALHETH LR o RER
BMAEKABRRGHR. ik, ALXPGEIAADHR (OEHR. 46
B. BRAW. KEXBLSBE)THEMEY 1IXHHABARE, Kk
Ao 5%k, B E#% 15%A L &3 20, 25. 30. 35. 40, 45. 50. 55. 60.
65. 70. 75. 80. 85. 90. 95. 100. 150. 200. 250. 300%%, R FAf
HegE o BIHETEHRAUC)EMZE. £ US F4] 5,567, 592(FIA
HhEE). 2B BER MR 5. 10, 15. 20 4 (B AIC oK
¥hwUE RILF) AL PHFERTER. AXBEH. A4H. REW.
WHEFHO AT AZELTLAT W097/15269 . US5, 665,386 #o
PCT/US96/09607 ¥ A & 845 ik Atk 4E kM E YA A L), HHE
wHRSF A,

AEXAHEEGTAEHBESDROEMBESEY, HHNXEH
. EBRE. HEFOMER, PHBEIIROEMBEOE/RT
J . MIBEAEBH AR (LT Citrus sinensis). HH#. %48
BREE. A H T H & B A P4 Food Chemicals Codex § 4 &,
National Academy Press(Washington D.C.)1996 P& Bk (3IA4EH
5%). REESALAVN B AMBEYDROEEA A EHBED (X
ey, i, b (desert) B F), ¥4HHF. AXPRLEFaMBE
B ROHBEGREABRFREE. B TUEAMRBESTRE(R),

33
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AR EIMBEGEAEI ARG EK. FEREXREKFS. TARA
PN R

AR PESHTHEEGFOMBEOD R TARREGAMBEAL
Hegmad, RETARE—F5. Hit, pRAHNEGAMBEIE
AW RALAECI AR EG—HX S HREX XV 654684, B
EL2F LTS, »REE, TARRSRAEARYH AHREMN.
B, FEF.

HALEEAL RS UOFARBEGH R, ABERIATFTREAL
HhEREpEBELEAI AR R FFLTHE. Kk, TLBE
xkekeh iAo E, FRENERICTNGELERRAPKELINE#
AR GRE.

AXAAMBLAREBY TEIRAFHRS TFER R FLEOT &
#ikeIERFRELEEL AL (E 10-10°EHT 12-48 I HZER X
my), HEAEY—# CC, 5B (KATEH)FKIR, HERERS
BAT. AXEHAT, AARREIHELLSRARAALAGER, AL
BRAXEEE I EAAE —FhIGEN. BhRhRKGRRRESH T
EFHFBMEABREARERARG. C-C BELREHKEL, o C,FC A
C, B8. B (L BE) Tk 100%8F, &7 AR FMEBEFol B 05T £8 3K
BB KBk (o OSYLE/56KF). RARAHEAL, B (T8)XME
#RZ U.S.P.AFIREIFY. REREZARBR LD R (A5 Fr A &KL
A, FHREHKEZ US. P AR K EFG. EMTRSEMNREAN
BEAETAR FRIR., EHEEZ FDARTE SR H WAL A 6.

AEPLBAERRKS T EXWFFLENTETRCEARE (L
B/ KRAMESRR, FRESEMANE (LR /AREHTALAMR
Bl 3 R Bl 4k ik. 485 (L8%) : R4k h 1:10-10:1, #Hk
1:1(£3% 5% 8% 10%) i B4R/ Tl 20-80 & 45-60%% &%
(Z8), 648 2:1, 3:1. 1:2. 1:3%, A& 55/45. 60/40. 65/35. 70/30.
10/90. 15/85. 20/80. 25/75. 30/70. 35/65. 40/60. 45/55. 40/60.
35/65. 30/70 %698 /K. BERTUABIFTEKARC oG FELR, &
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HRARER, RBFER. ZEERE. IARMNEEALAVMHBRRER
e BR A ed e, TURRRAGE (Z8)/KESHEH EoA,
BEHFLARTBAESHTES., TARBAAEY, ErdERE
4l ho 38 R IF .

bk, BAERAFR I DI ELETRLERAY, FATU
B AXBIEBET. ARORIRLSEFRLLEELRALDTFR
dh, &EERNMPEENRT. R—KBENSEH 0.01-80 &8/
KA.

ik, AXRERASHEKS TSI RHAFEFNFETHETARLAR
RSP AN LD EL RN TRE G FRENTEE).
HFREG-FRENTRE). AETASE. FRIFEF. F#ARRK
ARkttt e G TRE SRR ETF)EFR), K2
iRt gAtEEREEGERBEE. PRER, ETAREHEMNE
ARABERIH Gk DAL RSt REASHORHT
£, AMFRE. ZARE. RAEFEE. 9% (marmin). 6,7-=8%
HF I XBRXLE.

AZRAREHMBERGMA. AL AsH. AXRRSYH. KXREH
BESPFRELAEXARKENE Y —FH LA XV §HEFHAS
B, RE, TRAAESHX XV 9idH, L FHERAETIARE,
Bk AL A 6 R B B A B A H AT A ROHE.

eyl bApiE sk, ZEX (FX I-XVD) FH—AKEARET TRAHE
A BE HEEIIHACC B CC, EEARIAM(R AT RRAL
BXEHBE). CC, mABLL(RH EF¥ RAEBIIARM O #46
4y, HEABRBELE)FH-ARETBARXSAGEMTELSHER. XEN
B B RARIBPERRASPIMPIRABGE ARLZRAAE
Y AR ETR, S RERERERE. RORAAGE.
HNAHAE, PIkRHE HEHBXE. X X AERGLSHT
AW R R C o ETERARRASR, HFAESRE TAHBELR
ARiR., RRECMNEBHERN, ST RX LT8G QMRS
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XA T o BB k.
WEERP X I-XVI LAWK 75 ik L3l T & 2%
I
0
| SnCly, BF}, Eth _
CHiCLy, 5 - 10°C. 2h

+1I

) R 1 —HAr
' R‘L‘”\ 7

o L—E

L—HAr  SCL(0.01 %5 ). CH;OH (001 - 0,022 )

) T > I+
CH,Cl; 10 min,10 ©C; 72 h, 20°C

EA )y a- TEam

R
07 . R / > M+IV
"7 2) 1 torr, 20 °C

HO OH
E/L
0 NC
R L—HA: oot B ¥ \ -
L—E
(o] ——/
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| R L—HAr  BF; - Et0
+ R~ —> [I+IV
\o/ CCl;10 min, 0 ©°C; 45 min. 20°C

KERBETARRBAARG4R. MR L Chenisrty Letters,
2019-2022, 1990; Can. J. Chem., 63:2673-2678, 1985; Australian
Journal of Chemistry, 42: 1235-1248, 1989; ##&-%#] DD 275687 #=
BIBRAEA SU 1397449, FAHIIAKALE. ZFRUALZFHEAR
BEBEAX T+ KX T4V, {2ho R AE TH R B M 5 548 Tl
FEX I-IV. KEARG4esd. RaRBEGHR. Ro%. HHhas
HFHRELSA E Y —MREEX I-XVI 694649, Tl ARAY.

AZRROMBEGHR. B4H. BAOW. WEHN. LB EFHE
AARZRE, FALTARZAFLELZRR 22 AESGEHA,
AEmEZORBBGEDFI R, KXPGEASY T %A A LM
BERRTRREEGSHEALPLEY. NETHAEEBRLAR %
RHBRETHERN (B S EIRXEORES. HEBXGED
REHHX., AFRLHEBX. ERBX. KXANLEY. FaHBE
QPR oW, REDETTUABRRZAMBEARRGALS PR
REEARAG—Fy, RAFMALF, LPmiieteL Ak
kA, RTF.

KA FEHBENHR. REY. B0 EALPHLSHTH
HAPRLECHAORBBRGGEHHEIRE. AXRIHY “FTIAK
T RBBEETBAGORADARELE REH TRAALLBHHG
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A TAETRE (0 1% 5% 10%%; SME AUC k834,
AEEXEBMAI AGHAREFRE)GETE. “T3AR” GALBE
BHBEGHR. REY. BEHRLSBRENBIIH REA)FE
y-#GHEEINGETIHE (Kt mEEF PA50 RAEMN BT
Bt ZEZHARGEEE. SHAALRLE, HESETH
BErangiig., FEAN. BHAN. RRELBFHARAZIH. RAZE.
RERA—R. “FRZH™ o “RAZE" QEMAHLTALADHE
B EIRERBEA BRG], AXAHGARLEBX LR
Wegidd. RAMBEGHR. REAY. B4 F, S EFARER
BREF, RERREXBARLLSHN. HRENFHERH. ARGHEN
KGR, W AIRF)ARLESHN. EHBX. BEYMNFTALH 4 US
+ #| 5,576,448; 5,576,446; 5,576,437; 5,576,439; b5,576,438;
5,576, 337, 5,576,339 #» 5,576,336 T, MARFIAKALRE. KR
RS PRPHL,. TEARGERB{ALAGFaOMBLOB K. B
&%, B8 Aittt, LRAHEENEX.

XEHAGRE “HY” EXARBERALEDH BRI B T EDAKRE
ERGLFEHR. FHE, XEHAOKE ‘B ZLAER TR
FRABILER FHNEAFART)GEMHR. GHhoES RGP RRA
EHFEFEDYBANBEABRHATHH S, Hde Merck Index. F 12
J&, Merck Research Laboratories, Whitehouse Station, NJ, 1996;
“The Physicians Desk Reference” # 47 i&, 1993, p101-321; “Goodman
and Gilamn’s The Pharmacological Basis of Therapeutics” % 8 J&
(1990) p84-1614 #= 1655-1715; ¥A & “The United States Pharmacoperia,
The National Formulary” , USP XXII NF XVII(1990) ¥ %] & &5 24 &,
KELRPGLEBIIANNARE. REHHLOHEHARKXAIFR
fBAE US REFGRAR ARG, RESH LM TEKEHE,
EHPRRBEHX. KEATAFE, AFE, K ARET. X
BAME, ARZXEHBERTHETESARGEGHER. BREPE
XAERERBH TEBMELEKT ZEALEETAHIGEH. £
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#, RAKHHEIXALEFRFOZRERERTHGHH. 50 US 4
5,567,592, SIAHEALRE. AXUZATARDHH o BELZH.

AXRHAWFFEHBESBRTAEEY, RATHIXEY
Wit R EIRE. Kk, BHGuREDARES 2% K, Fhik
50%K, £ 4%, BERIIAREZSGEWI, ARbIZaEEERH. %
% ( indinavir). L- % ¥R (L-deprenyl). £ £3 . &L
A(Sandimmune®). 3} #E % A (Neoral®). A& F (nelfinavir).
VX-478/141 W94, 3E&36-F. MEW FitLdie. IHAFHHEE
AERESHALBOBAMBLEGOBAF/Z—FHREFLEH, —&
AHA TS ALK AEHAGBBERRS SHHALENER). BT
AMABAHLH. HBEHNF. LERRRAARRELARE A =6 F £
EBEAR(AENILBE—ZNPALRATHHETHHEFTIR) R
BoTREPNSHNE.

BALRRAGLE FRRETPHANES. REERAKETA
SR YhE R &, HHegEH 5] T Merck Index. F 12 F&, Merck
Research Laboratories, Whitehouse Station, NJ, 1996 % (FIA#H4
£%), REPRAFLERRBGYARLAREBRAARH R

BALLFHODABIBEP AL ERY%H, HlAdaR. afAL
Bk, FHLOEHREREF. £ 1 Kirk-Othmer Encyclopedia of
Chemical Technology % 3 B&, Vol.17, p.281 ff, FIAEHAFH. &7
DERREECETHHLTBX, pEBBX(BR). RehkiVBRKE
¥.

5% 364
IR R B (X XVII) 6545
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M}Jo
s} Xvi

HFE6T-HRAFTEARBANLT T 0.1 3) PE, AEAHES
FHES kKL KHE 190mg(730nmol). KL EW T-FELAFEE
(0.386g) 5 M T 3uL CHCL, ¥, HBERZERABEEHABESE. K
BBAARAXEER, ZBREAL 5-6C, FARRBR&RRHHHE.
A 43p L SnCl,#9 IM CHCL, & #&#= 16 u mol BF, - Et,0; £it 5 44,
REREMT 4l CHCL, 893REALH 2 4 FOMmA; HHZEMA 4 mol
BF, - Et,0. ¥R BFEHF T 5-6CFH ARSI, REHKFERLE.
ST AERERSY: BESWALAEEE TSumcl # BF, & SnCl,, Ff
AN (BB RAH A 5-6C F HHH)3 4 F499bwR (225m01) vLBIR
B 5 R BRBAH. BH 00425, BEEMN, FEEHNLBEMRT 3. 16ul
95%Z.B%; AmA 0.6ml 50%% KOH K& #& (w/v), HEBIARIERE®E. WA
K (2.24mL), REHEERANNE LT (Speed Vac) £ E P&, B
£ T8, FfRY 50%89 RAM. KERMA 3uL CH,CL, RRFK, HBHK
4-7F 89 CH,C1, A 10mL 5% KOH K& (w/v) IR & KA A 10mL 5%49 NaCl
KERE W/V)RBHLR. BE CHCL, FHRKBETTH.

TAKBZELHEERABR TRRRRE S %6 HPLC %4L, @itk T
AW FH. RAKEREERR, FELATHGRAKGADE A 5
LIRS RH B RABREMME (MR Hewlett Packard). #M
BB (A3 AR RS AIMTHELEGLRETLIL TR T: 0, 55 5,
55; 10, 90; 11, 98; 17, 98 18, 55; 22, 55. & EA&9R T4 250nm
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K x4.6mm A2, FHLEELD 4MEBEE CIS(OWEEA; MC A4]),
AaSMEHAY 23m K x 4om ABETH 0.5 BEAERZRY, FBE
A 40+0.2C. HARFEEHS 1. 0nl/min, H4T 22 SHWETAY. £
259+2 TAeM 4 10p L 94z plik, JFEZMA Ak EE (Gilson) 2 4.
XXVII S EZZE TGRS 13.4 547, 'H N M R. 5§ (400MHZ,
CD,0D) 1.15, s#= 1.26, s#= 1.39, s, 4 -Me (FExtuik) ; 1.64, s, 8 Me;
1.6-1.9, m, H6’, 6 ; 2.0-2.3, m, H7” ; 3.70, s, 7-OMe; 3.83, m #F
4.20, t, H5 (kxtmik); 4.01,d, H10'; 4.45, s, H12'; 5.39, t, HY ;
5.45, d, H3: 6.40, s, H8: 6.49, d, H6; 6.71,d H4; 7.06, d,H5;
7.02-7.35, m, XX. Hi#& n/z(&*}): MS, 437(MH'); MS/MS, 261,
177, 153 (MH' 89 1 B7).

AT 365 B A8 HPLC £ 6 AP H) & M i oG b S TRAL 52,
1. AT HXHNEHES 12.5g KOH/L &5 1:1 8 : K (v/v) &,
2. F& 2L 5% B FRA 1. OL A% & Mrid e 330nL stk LEE R
2.0 2-4F.
3. F#5.0454, REABRTTHRLIRIFLEA.
4. £ 330nL M LHEREL T K 24 3 WA
5. 4/ 330mL R4 KOH & 1:1 ZE: K G/V)EREITH 245 3
—R. B%K KOH 8, 25400 (KRR 2ERARSS.
ERLEA pH 4N ZBE S EFERBAEPTH (KFESHATY
% T 6).
6. ¥ (FEEEIXRT O.IBAALEEZEY, FERKHRZAAET
AZTFTO.5#HFIK)34 X, SHELBEERFANELET RAET
A I b A TR
7. A—F5UHuAEERW R, KB EEL 200ml, FRAHSHH
LR TES A CHREH (544, #£K 50, IECEF K2).
8. 4 Mk A% (Speed Vac) EEMTHTEM(F R N PREL
M, I BARE R L% (F 22-258).
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9. WMMEHFENLYE, AKFE Sul 44 1.5g MeHh, FRBEE
& 4 8% bml 893K 4.

10. ®&A 5ol 345 150l FFR, #HE, RARS, FALBES
B (2 54, RE 35). MAEWIFFRAA.

11. TEFHE 10 Ak B E5Robfm LHARERFBERA XY
5mL.

12, £ Aimig A% (Speed Vac) L EM KA (F % 11) PR ETHE,
HAAREREH T HREET (TR KXY 20%).

13. ¥H&H (TR 12X TLH, MEHA 0.25-0. 30g/nl 3%,
B 0.2um RYIRTHMIE B RL)BAIERER, FLERBR
F-20C.

RTH-FHEAREAN. %, LFAHNBLIFRAGAEE H b
6 3k S FLL |

1. 1% A USP 4 Z.8%. NF/FCC % KOH Fo S64t.K 4] &4 5% S 84047 (w/v)
# 70:30 K: L8 (v/v) B &,

2. HIH® 1 M0 LHERLFAR(IMBTE) 9¥A, R
A3 H % Ml (Food Chemicals Codex &) R4, HB¥RAOWB £ &K
HERAABERT.

3. EHESR, £95-100C THHF 110, AHEE, LB
MK E TR, FEFm—RoHOLHER(FTIE 2 HAHY
HAR).

4, TEAHBABM TR NEEHSSLERNNMERE. ST AH
FERENNGHBES Z I hxdFFLE, BRIINEEGERMES
kA F Lt (pRARARE. XAHhTFE), FELXLWER
RFp PR R B AE.

5 MK AEH, AELFHHERKS pH TR FIH.

6. HHETAZLO. 1-0.3K)AEZHRTRATSLELY (Bl
TERBHEFT-60 2-90CTHEANHTHERR4EH). —Bk#L, &Y
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BESR LS KY I5WER.

7. ¥FE 6 EWE SRR USP LERA, HAESRAY. £5
HEAFHMEAA LRSS RRKEREA L. BFEFTNBEEXFET IR
B RE MR,

8. BFpM, {afhiik, FEHGT R T HLERBRUETALET,
AECEAKEHBE (B4 99%) R T (Fl4= 10%).

HFAE, AN FEH L Lo REANGHE KXAGHIEE
REAS; (BIEMBEARH) A SEAELAR —FRAZ AN AAATH
4, PR kAL EIARETA N XV ESWAARESWE
AN hZH., —HREOEFRAEGEA FTE LX), BT
kEEGEB FEB. 7€), REHLEWHFAEK. THEA
ST ASRAE— BUM.

ATHFEERERXXPEMHEHRTETRAAN.

FE A AABREFBREKSTEXRAFEAHEATH—F EREER
B T AR HAE K b

B — R AR oG A% £ A% il (Food Chemicals Codex ) BEE B,
FEBEAAGELBEER. RRAFEMNRIHELHEGH & (e, £
M, BEERM. KAFHER), HKikehF k&M mik A% (Speed Vac)
K% R (Savant BLE, I£FL 12-24 hHF 1021074, HEAKZ
BALERPRE), BAGFEBALFTR. FBEAFHG*E—KA
BhAREG 0.04-0. 1 4%, HBZHMRERAK,

BAEREFERAFELARA R TR IR TFEAFRERBHFEFE
¥ GEELZHHm 16 4256069 1:1 T8 K (v/v, USP &) #ksk, ¥
ABHE, BARSER, %A E (International Equipment 28],
% K2-5, KE 35, 594), FAEFRNCEHEM. FEAERAK. I
REETLEE A ik L2 (Speed Vac) R EMH B PR LI RKS
FeB. ERBEGEHTARTAZR, AllALKENTX.
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FELN: EEAMHBLEHGTLE

WTERRGASIMEATALEERELGHH, KFHoHBL
FAESCABERTREYMHEHERMEE. BEEEZINAENAATHY
¥ahé&sE.

¥ 445 £ A4 (Food Chemicals Codex R)BEEETER Y, #A
BEREMAGELRESR (102-10° 48, 3-4 X). EEXWFZHe %
—BALH BB 5-10% HFHMBEEEXD L LHEE 2:1(/v) R4,
% R4 (International Equipment 23], #-% K2-5, %% 35, 5%
), FAkEkEEATHGM. RLBELER—K, BFKEMR #
F— B _LEMSH, HBEAMmiE AT (Speed Vac) KEEHR L LK
(Savant LE, 107%-10° 36, 12 I8, LEFRE). FEELRBF
5 L8k (2 12. 5g A EA/LE91:1 LB K (v/v, USPAR)) B 1:4 (w/v)
Rb, KR4MES 5 24 GREERREN 35, BEPEFEELEMA.
KEBEZBBRERLERERAXRENLEL, KR 1:1 L& K G/vV) R
—K. REMRRAGERYG LERRA R, REHAGTEHABREE.
ABARGILRRXFFREECHEER 6 K, BARFIRERY (LE)
ek Ed, FAMBHLERRED 0.2 BARX LIRS BER
Jmig B % (Speed Vac) REBEL £F.

FEB ZidmIeMEEBGEETE

WTARLGANBRETELERERNSH, LEFTRE A&
ERESATEMNHZERMER. AREAECEZTAARNTEHESHE
FE. W 1IARFEANESL 4 ARHTHERS, BEBHE, HA
BAER, BSEBG44, #2H 35), FHAE 0.2 HAEXLOB
HEEBRHRLHE. I EGERBEALAEHEBFT-20CTT 2 X
Fk, REdbib@BdEs, AREATRENRE. TLH#FT—K
REAFTETE LT UFERHARR, FRER MR LT (Speed Vac)
$ERELLE. BALDETRAER—FHLE, 2ERZEAKETH
R, RAESGEETAATHPLCH#HAT.
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R AP HEL BB ERZREGEEL RS, BHZ LT HPLC
£tf. EREBRBEELR, FLAIH D KARGAIDIE A 5HLHEA
BAG A A B RSB ALEESE (L B: Hewlett Packard). zuBLEFIR] (W4
24 UEA RS RFIMPELEGLHE TS ERT: 0, 75 5, 75 10,
90; 11, 98; 17, 98; 18, 75; 22, 75. & &AM R4 250nm & * 4. 6mm
2, THESE 4 B aEEE CI18OWEHA; 0DS-L80, YMC A4]),
AaAmE A 23m K < am AZETHR 0.5 BMAERBHRY, FEK
¥E 40+/-0.2C. ¥BAREEN 1.0nL/nin, 34T 22 S e4EAT A M.
F£ 400+/-200nm #= 210+/-2nm F AR H24 25 v L ¥AERKR, FHEE
A askES (Gilson) 4-4.

R RBTRXLERMMB LS. 4S5, A REE, Hiu#k
AT HPLC &4, #ALHEELR, FRLEIGRARGASDIMASL
B LRARN A B RAOBARENME (N B: Hewlett Packard). #%
BLo R (A9-4 ) AARSASATALEGIEE S S EPT: 0, 10
5, 10; 30, 80; 40, 80; 41, 95; 50, 95; 53, 10; 60, 10. &#FA#
B 150nm K x 2. 0omm AR AR, FAHLSE 4 HXEHE C18(14%
% # #; 0DS-L80, YMC »A &), MM A+ A M4 (Prism, Keystone
Scientific 2-3)) % 2mm W24 F PTFE BE&KY, HFHEHEHEFE 35+/-0.2
T. ¥AEEEH 0. 20nL/nin, H47 60 5469357 A ¥, &£ 400+/-200nn
F2 210+/-2nm F AR H 2R 10 p L6 HBLR 6B E A= & XM, £ 2290m
F#k, 450nm X%, 370nm 3 ( bandpassfiltration).

FEBR: mIMBEBGEEF X

R R PHEIBRBLEACREGFFEARRS (FE NG
), MELTF HPLC £4. SAKESEERK, FL#dd KR
HiEhie A 5HLREARG AT B REOBREESEE B Hewlett
Packard). HBHE (R94it) ARRSAIMFEEG LB E IS E
4F: 0, 75; 5, 75; 10, 90; 11, 98; 17, 98; 18, 75; 22, 75. &
%A LA 250nm K x 4. 6um A2 0 A2, T4 24 3] 4 SBUREEBA 4G C18 (9%
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E&F4r; 0DS-L80, YMC 23]), Aesiardhe 23m ¥ x 4mm ARE
FA 0.5 MAEBSHKY, HBLEHE 40+/-02C. B AEAEZEHH
1. OmL/min, #AT 22 94 8EATRR. & 400+/-200nm #= 310+/-2nm F
BalgaEs 250l FE NHBLRERGERRZ, FRLERGHKE
£ (Gilson) 4 4.

R BPEIHRZERMHELE. L5, ABERE, Nk
AT HPLC &#. RALKBFERK, FHRLBEIEHKRERGAFIMA L
W LHEARYG AT B ROV REMHEE (ILB: Hewlett Packard). %
BLHE (A543 AR BESADATAENTHEES2ELT: 0, 10;
5 10; 30, 80; 40, 80; 41, 95 50, 95; 53, 10; 60, 10. &#EEE
A 250nm K x 2.0nm A& AR, TARLEEE 4 BREBEY C18(14%%
##7; 0DS-L80, YMC 23] ), MM A % A ##H (Prism, Keystone Scientific
2-8)) 65 2um M2 HEA PTFE EBHKY, SFHBFE 35+/-0.2C. FikE
FHH 0. 20mL/min, 34T 60 4-4r 4435 47 B . £ 400+/-200nm #= 310+/-2nm
TAREESHN 100 L HEELEGELEARAME, £ 220m THXK,
450nm X 4%, 370nm 4.

FEB ' BAFHHUPLC HE4LAKAGLESY

B 11-12.5 94 B (FEB X B )4 B RFH R EEM (Speed Vac,
EERMARFT)GERLWEH,, T HRMEE RBFEEM (AP
AAdr 3.4L +F . 0.6L 95%ZLM (RAAK) A 0.2L 7 HELAR), AE
AT 34 54 AR (250 % 4. 6mm, Keystone Scientific 28, F#
DNB{S}) ' B4 XI-XVI(ULE: Hewlett Packard). WX EFEHFH
1. OmL/min, #AT 22 5465247 AH. & 400+/-200nm F» 310+/—2nm F
BREEH 250 LFSBETADM) GEENR, SFAEAASKESR
(Gilson) 9~4&.

FEC WHIAASEEFE PASO N FH LB
BHEERETH 0L ZHEXRSWHMNGTEERS 100nL BETRE
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Z e 100ng/nl F ik @& G Signa) BA, FHHEEHRLY.
BE%AHd 0. 10M %44, 1.0oM Z v Z 8 5. ouM fAb4E 4 &,
pH7. 4 (Ff & X #: Fisher Scientific). ATAHHHHBALFHRARE
# (Research Diagnostic 2 8]). &k, #FAE. FRA%*EF+ (XL
Z#¥ kB Signa). HFF. KHER*LE. FRFEL. HEFEE.
Lk E (WHEMELA Indofine HFAT)., ARFE A A. B, B
B HFNELRRR. o TH, REAWHNRERTARRERKE,
FAIRAE BRI R B d B EAR &4 HPLC Rog & iR,
ZE, REATHES/ALR., REREXTAAR L EE 70T B4,
B BEREE RN AERENRTGRLERAE 5000 L, mASL &
A B BB RS B RAR EY 100 ER%EY UBEANRER
ASYFA4A 1. 0uM MEERES Ay esARE. W/l ¥ HE-6-HR
HBLEEE. Ao 100M B AB-6-8& L, M kB Signa), KEWRANE
S9(Anatomic Gift Foundation) ##& B ARBe-EmA, UERE D
B EHRBEBIEENBEEFHR (EMEHEHERE, —&H 10
nL). ¥E B4 Dubnoff BABF 37C FTHEZR 3 44, BdFMm10p
LT 1:1 TH KRS 10p M3 IERE (Signe) i LA BRRAS TEEE
RAY, HHSETCTRE 15454, FRLESHRAETAARESBF
Ao 2.5mL BT LHH 300nM 3R EAAELLAH AR, US Hik) k4$
IR H.

R THFERLEERHEHHEA T HPLC #M. BERXERARS
FEES 10 54 GERH 35), BH/FLARBETHRE, FEEAM
i# A% (Speed Vac) L E AL k. REAXTHHAIELET 40uL
1:1 T KP, mA 2.5l ZH, FRLEIRAHEGEC-HB-KX
TR,

TRER AT &S HPLC 2o X ZRPHLHHNEF EREN
FREDTHFEREIRMYD, FAETRAATEZENZHREFME
WHELFWRE ERALFE B B). RAKHREEREK, FHLBAIHE
KRG AESA A 5d 0.025%(v/v) P&/ LIRS A B BRATHA
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ZPHEE (BLE: Hewlett Packard). #BLEf R (A4543t). BA-AFHA
b HAEWAZDA B HEHLSE. AAAE (l/win)F: 0, 10, 0.10;
2, 10, 0.10; 3.5, 10, 0.20; 4, 10, 0.25; 5, 10, 0.25 30, 55, 0.25;
32, 08, 0.25 33, 98, 0.40; 39.8, 98, 0.40; 40, 98, 0.25 45, 10,
0.25; 45.25, 10, 0.20; 50, 10, 0.20; 50.25, 10, 0.10. &#EEH
R4 150nm ¥ x 2.1mm A %2, A A ¥ A M # (Prism, Keystone
Scientific A4d), M4MEAMH 2un AR PTFE EZEY, FAH
BH 35+/-0.2C. EHHAT 50.25 4PEFAMRAZLN, ®THR
FedmE60uL 1:1 TH: KRS, BEMA 40pL K EMEELH 100
L 69 AR Bl 6 3560, £ 228nm THA, 291nm A4, Fo 280nm K.
AEBEEHT, HERTBAMY. FERLRRREDPARGEY
BRI B A 16. 2. 17.4 4= 22.2 54,

FEC: A EF PAS0 N F A LB L

BERTH 0L ZHEBEAL) XAHFAMNGLEERE 1000
L3 FRBEFHE 100ng/ol & ik @ %G (Signa) RS-, FHHEET
BAY. REEFME 0. 10M 484, 1.00M L2k L&A 5. omM Kb
&, pHT. 4P A& A: Fisher Scientific). A& HBAFEH
Ji 2 8 B (Research Diagnostic 2 3]). ###& F (Norvir™, Abbott
Laboratories). # % C i el LFHR. 5K B’ FHROGA
S 4T, REWEIRERFARRERRE, REAIAAERFH
B ERBLEANRRRE AL REAFAEER/HR KRERE
AEAEASEH T THME. ERESHEALEFHNAREAXETHR
BARFA 500u L, A 5pL &4 BKEEBEE TS B RAREY
100 455 (AERA AL RSV T AA 1. OnM ABERTS —HH R
BB W/l HEHB--HR LML, # 10nM HHRE-6-RRE; 3
%8 Sigma), REHFAMME S9(Anatomic Gift Foundation) B Bk
REBHEMA, URRE NSRBI LETBELETHR(EAR
EHENERRA, —&#H 10pL). HREA Dubnoff BAE ¢ 37C TR
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B304, BFEMI0pLET 1:1 T8 KGEEZH (Invirase™,
Roche Laboratories)# Bi# it BHRAS TREERESY, ¥ &HiE 37T
TR 15 54, FBAIHFRETRAAEKREF LR 2. 50l THREF LR
H.

AT HFEHRERHEGHSA T HPLC 314, HFEXERARS
FRHS 10 24 GREH 35), $HFLARBETARE, FEEMAM
i A% (Speed Vac) R E AL &K, ¥EANARTHARDALET 400l
1:1 TE:KP, oA 2.50L W, FEEZRAREGE C-B-EX
T, TUAERATHESN HPLC 20 W ERXERPHSHEFTERRF
G FREYFOEEShAEETANKEY, FAETARTEZENZ
BIR B FEmGIFIRENEHR (AT E B B). ERAKESERK,
FBRBLHHKARGADM A 5HTHARNATE B BEOBAREK
WE (LE: Hewlett Packard). I uFRE] (GAo4r+t). AR RS AFAB
P A ENADIMBH TS L EMT: 0, 10; 5, 10; 30, 80; 31, 95; 40,
95; 43, 10; 48, 10. A BT P AEH 0. 2ul/min. &FHEHHR T A 150nm
¥x2 1mm A4, BEAEAMHB (Prism, Keystone Scientific 2A4]),
R4 E A 2un W2 A PTFE B B&Y, HFEBRKEE 35+/-0.2C.
ATRIIV IR, LT 48 2 HERFITHRAZA, T4
SR aWE 50l 1:1 LH:ARS. £REEHR 10pL HEZRENR
AE. BXEEHT, EEEHIERMD A EEEHIERBHBF
ok Ak 6943 G i) a2 91 4 24.2. 26. 0 F= 30. 0 54F.

A b 4G 1 A

HEPERAEAN AL RN, BRFE CHERAANSHFLXNA
HFARBROBRARTEE, A TASRREGHANGELETAR
EELEERBIG L. BEFE L. B B’ HELALXPSGT aHIS
MR, AL CEEHHAMNBELILE. B 1 BFTAXBX XI Ao
XIII HAHHER, ZEFTHFEARRBFARELRALALEAHGH
AN, B 2 BEFrTALBLASHE S H Ritonavir Fel gt
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W 6 A

EXERGSHY, Kikkwhitd L ERORMREIRATAR
K.

% T oAt Aote Lo 7 ik, AT EHF £

A, mIMBEFREIARGTOMBEGHRATRELI R AFH
R E 2Nk, QERES—F CC, B KhTRAEGRGRS
MR AG T AMBELGHR, B AGRRZE, LN ELA
HAOF OB EGH RRERETEN.

B. L£#&FE A 95k, K PAles T A BRI R MR LS
.

C. &5 EANF &, L PHAHRARGREP R LEPKE 30/70
R/ AR, PRk ERSA 1-10%85 SR W/V).

bR R AT o 2R

D. BEY—# CC, 5. KORAPRBRGEXIAXGFAMBELY
WK, VMERY L PHAEERHFEFEEGE.

E. $HAFE D HFAMBLEAYA, X TPAASFamGEadh R
R/ ESFH.

F. &5 EDHFBMBEGHR, K2R LEMKE 30/70 KR/
ARERASBRRG, X TEEBESA 1-10%4 A4 W/V).

G. WHEZORBROTAIAE G AIHRIALRE N F*,
OIEBFAGELELRAAALRFIE A # D SEIARGFAMBEY
R
AXPHALSHRECSREAGIH AN R KEHF) B, #
BAA, 5HY. P/ AFEBNE/ZBAEFRE), AREMNARFE C
WEEER e A i, FTaREL (RTREFOERRE (R) X
ETERE). ZE, ALPKLLY. AdH. BRE&H. HNF GR) K
HAEFEC PRAEPTO56 YHE(LE 1), £ 0.45. 0.4, 0.5
0.3. 0.25. 0.22. 0.2. 0.18. 0.15. 0.12. 0.1. 0.08. 0.05 2% 0.03
REN, %H 0.01-0.25mg (&3 0.02. 0.04. 0.06, 0.08. 0.1. 0. 12
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0.14. 0.16. 0.18. 0.2, 0.22 #0 0.24, ABFAMEZAGEE)HAL
A AR EMR 15,

—HEEAEXPAREIHTERBXGHBERS R S ME, L¥X
XI-XVI &P eg &R B T35 %] 0.15-0. 25mg/ml. X <FiLoBeioH
= F: XI+XII+XIII+XIV T k4 50% #4eH XV o XV, 2 XI-XIV,
SRR 3: 2: 2: 1, FEXVXVI &4 2:1. E—ALkFEPEAL
POASHRLELAIKRPTEHXOHBETHELGREHHA
ZREY (P ARE bty i), XERERAD k. #
do, KRR EALIEXT 0.25ng/ml. 0.3. 0.8. 1. 2. 5. 8. 2 128.
200mg/ml ¥. X TEREXAGIESYW, —ALHRFTEFEALALSHEGT
NELEEMRARTRRIATE L P ALANHBX. K& “RX by
o “RAXEHAHBX” BAXPLLSDHEERTTE EofXR b HE
b E, XEREFH XN AABRBERAR RARZE S ZH,
RAXLBERRTRR “HHMERA" HERLESH. EATETF US
BAAEEH AT TRARINESBELALPEAF EF B L ETHRBEK
NXEXRXTEAEHAAENGRLECET, 8% US +4
4,708, 948; 5,409, 938; 5, 455, 251; 4,977, 244; 5, 462, 956; 5, 314, 899;
5,104, 977; 5, 484, 889; 5, 591, 770; 5, 599, 839; 5, 672, 607; 5, 674, 900;
5,648, 354; 5, 691, 386; 5,681,829 F= 5,564,4323IAMH £ E). £
FAXRAAE S ETREAFEHER G S —HME L US5, 665, 386.
W097/15269 #= W096/40192 (FI A4EH £ %),

ATFEHdiF, EeERIIAEALRE: 60/056, 382; 60/048, 183;
60/043, 878; 08/764, 081 F= 08/673, 800 (Attorney Docket % 7552-001-
99; 7552-004-99; 7552-005-99; 7552-006-99 F» 7552—-007-99) #= Attorney
Docket 5 7552-008-99; ¥ i & 7|5 08/997, 259(1997. 12.23 #£ X).

TRXYBRELARARGLECKASS, £FR L. E# Hr e LA,
4rxt LRSY, BESHOEMANLAFHEK,. B FRAE. 4
MRERTFTE Fdh, XBASWEiAREEEXTHE, REFHHX.
XA W T IR ERB X I-XVI /L4 H B BUAX.
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O/
e} O
\ s
0]
R
N
O @]

AZRGLeHy, —afAGTREGRREOE: 4. C-C, K
£. -sc—<C, ®E). 0=, ®E). -N,. -M(C,-C, %&X)-N(C,~C, %
) CCRA. £X. 0CCHRA). K. C—Chtik. £, . 8 CC,
BREKE. —CF,. € (=0)0-(C,~C, &) . -0C(=0) (C,—C, X&) . -0C(=0)N(C,—C,
RE)CC, %A). -NHCO(C,-C, % A&). -CO0H. -000(C—C, ®X). -
CONH(C,-C, %), —CON(C-C, % %) (C,-C, }e&). -S(C,—C, &), -ON.
-NO,. -S0(C,—C, %4 . -S0, (C,—C, ) &) . -SO,NH (C,—C, }t4k) . #-SO,N (C,—C,
wi) C—CRrE).

F—apke TREBGRARLEOE: CC, BE. FE. C-C, ®K
R)FE, A EA 9k RifEed vk, ekl gl
g i, skeb X bt Eifskwh Rk, APE R FES R abe
A, bk, oK. bk R, SRR R4k C-C ki
X C—C ERE) C,C3rkA). C—C ¥k, Fik. C-C,ARMAE. C-C,
REL. -0C(=0) (C,C kL), -0C=ON(C,-C, BH) (C,—C, }E). -S(C,—C;
wk). K&, -MCC, 8wE). NC-C, &&)( C-C, xE). -NC-C,
BE)-CO-( C,C, 5 4). -NHCO(C,-C, % &). —C00H. -C00(C,—C,%H).
-CONH(C,~C, 5t %&). -CON(C,-C, %) (C,-C, %%). SH. SO(C,-C, 3e&).
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-S0,(C,—C,%t%&). -SONH(C,—C, %t %). #-SO,N(C,—C, %) (C,-C,RA).

Fomid THEORRLOHE: -SC-C, BA)%X-90,(,~C, &
) €CC &), NC-C ki) CC,kA). -SC-C,x&k). -S0C,C,
). -C0(C—C &), CEOH —CE=0)0(C—C, L), C-C,ER,
ZPERE PARE. CERE. -NHIC(=0)CH,. C,—C, %5k, —COOH.
-C(=0)0(C,—C, %), CE00C,<C, wA&). -No,. A, BEE &yt
Fopkmp k. wbu ik, Bk k. wRE A swwik XobE R X4R
ek X Rl K, Kbk k. RS A K C-C, R
A& CCGRE -0CC AR, 8 FHE -ON -CF,. N,
~NH,. -NH(C,C,%e&). -N(CC,5#) (C,-Cs¥k). ~C(=0)0(C,—C, =),
-C(=0) (C,—C, %t ). -COOH. -SO,NH(C,—C, %t&). -SO,N(C,—C, ®4) (C,—C,
&), -SO,NH,. -NHSO,(C,~C, RH&). -S(C,—C; }rH)#-50,(C,—C, $&).
AR, 2E RE TEARE —FRAEE ek A C1-C4 RA
l’ﬁ%(’g’l‘kﬂ, :%L‘ ﬁa\ *ikﬂk)\ ﬁg. _O(C1"C4 ﬁ%)‘ _C(=0)( Cl—C4%
X)), €C=0)0(C,—C, &), -OCF,. —CF,. —-Q,0H X-CH,0(C,—C, i)
A TREME.

X =mpARAREF, HAr(Bp, C—C,, FHREARLF#E) LI AA
89 L4,

AEXRE QI LB Y. B4POTAEHAPEEREY. WKk
HPREEALRILD B AN ZEREALSPGLESE. EHAH
WRLBERELAAY, ALHFLRLY (RBEA) HHROE
WA RGEY. KEXAMEGH Rt —% L ads:
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OH
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HO1SO
0SOsH
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AZPGtd. Kidh, #4K3BF T MR Ae/ BB,
AR B E /S /F P HEER.

HAEK, AN BEMNFILGBBARAAHC, Ao bk
F)Fa T B0 P AT IR A G LA,

ALE “ABTH-FHARLN. HBEEASLSHER EMibOHR
A EEHRS T, FHHARTHEGFE. EEAy, LA
BFemegr X thEIRESE I hHFFE £ (ALL), EHHFX 2R
Bhe., ZEALSESKSH CC, 8, £HE 70:30(V/V)K: L&, &
S, EMBRBRME, AARR LI AIARGFEMNBESHR Y (&
Fr—#HAZXRLESY. RitY. dHRGSHFAREMBEGHR) &
BA Y. REGFAEMBESHRZART S,

P RER Mk, HKik 40-120C, £4#% 60-110C, &k 80-105T €&
# 80. 85. 90. 95. 100 #= 105C. AE#RKRE, B/ KBSMELEITHK
HEAMBESYRAARBR o XER—RREF—KR R E,
wERAE R (FAHERE). TREALTAFBLAR 1-15% 4%
% 3-10% FHEZ 4. 5. 6. 7. 8 &% 9 (w/v) #8k, #Hi4e NaOH. KOH &
TR RE /KRB AT I T k.

R EEEARREH, W—HFMEZHFAREMNERY pH, £k
B Ak, KxBEPHMAE (6-7.5). pH AR M TERBH R AR
ERBHR. wHEFLE. FEEFHOHIBRBETARBLGA
HPLC. GC ¥4al.

AEA LR RBY P RELEBERY R —H 7 X2 ERRY
58RA, BEBCREREDA.
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