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AF=WRUEYRASPANEIRRTHES RER
HRARE RS EREYEE, AR ZRELEY
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XERAF=FAUEVAANEHEDERTIEFRER
HIV B RHR.
1 BARERGHASHONHTHIV EHE

¥ A B (betulinic acid, I )X HFE IR, K FIREHK
BAFZREKEEAY TEAGTHAREY R, AR UM
WHSAEPEE . EARE RO LR, R, %EE Fa919
H - HBEHREHEERR, HEA200QOWE, 1994 4
Fujioka F Mk & mBt W kor P BB B R AR,
BRBETHARAE —FHRHIV S, TMH H KB
HF HIV ZH ECyo3 1. 4 pmol/L, 77 B(TD X 9. 3,
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EWALAY . HHIV SHRBMA GMEIR. EEk, 8
ARBREMEYHILHIV EHSRBTFRHHBEST,
BRERABRNEHER SHBHIEETTIMRE
28 B K, Mayaux EPIUMAR N ESLESDETES $
RN & B AR BB AT 4 ¥ N'-[N-[38-hydroxyl-20
( 29 )-ene-28-oyl ]-8-aminooctanoy! J-L-statine ( I, X #
RPP103611), H 5t HIV-1 £ IC50 4 0. 04~0. 1 pmol/L , i@ 1t
FRABESHRBAO M AR, 0B 07 % X 4R %
REASYERTLEREEHNWES . REME—ET
L HHIV-1 BREHegpd] REEHIV AR/ FIEBk%
YE BREFEFRRNHIV AREREWHAS, 1995
4 Mayaux NI ERT - BRI AR+ —BEHEY,
FRR A CEM A MT-4 ST HIV BEHATR,
HP G 1~V AEREOHRHIV ES. ZX L0
fERANHAERTRAESERBENBILE. M3 LEE
ETUE FRT—RIBRABRYIBAENMEY I~

KOO KPR AR WA TR 0-3,3 -—FET K
HO)-HE AR (I, WFR YK2FH312,PA-457), B/R THRBE N
HIV ##, ® EDs 3% 0. 35 nmol /L, 3§57 5 K F 2 X 104,
Kanamoto 402334 YK2FH312 (91 ALB S A H . &1
FZHARFETHRE M HIV 289, 5 RPR103611 B4E A HL
HEAR, EREL THRABERTHERNR AL BT LR
HRENEMN . ERTROEY —RENEHNEY. 80X
KEAYEHEA | BIERARBE.

EHEAEEE (betulin, X) FR T AR EREXEF=ZHLEY,
AR E MRS 25% 0, TR EEAREARF NN
HO R REESBIEARREENT , Kashiwada S BARINS
WG AR TREMTHIV 239 (), ZE b B8 E Kashiwada
MERT — RPN GHISBENEY AT THHIV FH
¥k, ZROBRIER T B R IEMMENE (X)) ER T HYR
B A B 4 , ECs0 25 0. 87 nmol /L, T 342 400141, ¥
ARERGEDHERIEDFEHEREL,

1Cs0/ (umol + L=1)
R: Rs CEM MT-4
H H 0.23 0.44
H SCH.CH,OH 0.29 0.27
H OH 0.20 0.38

ECso/ (pmol » L~1) Tl

1.4 9.3
15.9 5.9

0.000 35 >2X104
0.002 3

0. 01 1172
0.15 12 500
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R, ECso/(pmol « L™1)  TI

<0.18 >207
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Xt
Pogeoon 0.18 159
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1 BARRRTEMHEAINEDFHE
Fig. 1 Structures and bioactivity of betulinic acid and its derivatives
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2 FERMREREAEHBHRHIV EE

F B B B (oleanolic acid, MDRFHFERERERF=
BRLEGY EXRIALKE SNBHPEE BUAREL
B8 M HE,. E20NEHFIFE. BRATLE
HHUBEBEARSMESBRAFETAH60 HF190 #
HyPpCl, 5HAREL. FRRERRF—-EHNRHIV HTE
5, ECso ¥ 1. 7 pg/mL, TT % 12. 807,

Kashiwada %018 £ AR ERB I, LFHRR
HESUEY HINBEJTHE SIABRE,FRT—F
5 3-B WA F B R M ATE Y OV~ XXEDF Cp.-ClEME F

2 2

BERTAY(E~ X)), ReRRKNERARETEY
XXI # XM B R THRBHH HIV #, XXI ECso X 0.5 ng/
mL, #4557 35 %X 22 400, XV EC5o2% 3.9 ng/mL, 87T ¥
F3570, KR LGN ERNANTRENMLERKER
BRAX, REgRALE2,

FERERIUARMOBERR,MHIV EABAHES
ARRERATHRIEFURRIASIARSEHKREN
HIV EAMEHHE W Ma £ X R RR S TRABF
REMEIHEBEA_EREENEY XX ~ X0, FHRE
HREL

wa ECso/ 1 o ECso/
(emol + L-1) (umol « L—1)
M 1.7 12.8 ff XXK 0.5 34.8
b | 7.2 2.1 || xmv 2.6 4.9
XX 8.3 3.1 XXV 0.1 123
XX 1.5 9.3 || v 0.1 83
o- XX 1.5 9.3 {f M 0.1 83
o
XX é/\)(,coon XXV g)\)QCW“ bt 1.2 3.9 { xu 0.1 101
o . . XXI 0.0005 22 400 X012 0.003 9 3 570
X é,»&/coou e ?&coou
o] [o}
xa g)\)(coou oo g’\Xcoou
M2 FERBRIBEETEINAAINEYFE
Fig.2 Structures and bioactivity of 3-acyloxy oleanolic acid derivatives
21 FEKEBRBENFHRBTES
Table 1 Oleandic acid derivatives linked different length acid chains
Fi-x ] R: ICso/ (umol » L)
" ¢ COOH 8
XXX COCOOH COOH 20
XXX COCH,COOH COCH 8
X CO(CH;),COO COOH 4
XXX CO(CH;);COOH COOH 4
XXXE : CO(CH,),COOH COOH 3
OO CO(CH,)COOH COOH 3
XXXV CO(CH;)sCOOH COOH 4
XxXxv CO(CH;)sCOOCH; COOH 5.6
XM CO(CH;)sCOOH COOCH; 7.5
oM CO(CH;)sCOOCH; COOCH; >20

HICHETH, F6 PHRUAMBEEEEERIEHN
B MEHIV SR, EHNMAEER. SRR =
BEE<FARERA_BEB<FHRRRT _MAR<F
ERRR_BER<AMEMOC_BERFHM2AER
BAT EUEBAFT TR 28 BB FHNREARRT R, B
HHIV O EHRE XEHEK,

B BFEERBARELAEKNRAEMRETEBL
&9 X0 (ICs1. 7 pmol /L, F3), XOE K3 IR X ET R
KR HBAY XL (Cs 1. 7 pmol/L, A 3), X0XX . XL

EFMEREL EEEEFRA. STREES FAREARA
528 B R EMSELES K BBLSHIV BEMZ AR
LT 00K L XLZE 28 A MK KBS EETSANS,
BEACNLFREREARNHY BAMERAREN LS.
WF RN BERE, 28 ARERTERREAD A
ERE (ﬂramyrin)yﬂﬂi‘é?iﬂlﬁ HIV & & 8 8 3& # JCs0>
100 pmol/L). EHA N, FEM3 RBLR28 RERX
REOTERA, TRAETNRAB LI N5 HIV FAMN
K& EMREMEEAS,
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ONH(CH,),COOH

HOOC(H,C)OC

ONH(CH,),COOH

B3 &% X0X, XLAEHRK
Fig.3 Structures of compounds X0 and XL

I MRERXAHSEWNRHIV SR

ME R M (ursolic acid, XLI)RZLH M. SRR, A TR
EaBAF=RX LSy SFURRIFASRAK, 34
REFBE. B RMBAREEA, 18 LANKKP W, FR
FIR, FURBEMEAHIPE, MERREIOMNA
0MAHNEA—ITPE. ERRUNFBEARSHLE LR
AFETRA2T B2 P, RETMNE. AL NHE.
FHIV FHAEHS,

RER.FUERTAARRAHLMNR HIV &4,
ECso 9 4. 4 pmol/mL,TI % 3.3, AR RMXM H AR AH 2
MU B TFRARAFURRATEHWBEEEET
BAHBBRHIV BHEGLAY, BT EE N 8RR
TEWBN. XRBENHHIV %Y,

Kashiwada 8 REARAFYEMOENES B
HARTRFIMERIUEESLENTEY XL ~ XLK , ¥
ATTRXERFEOBEENR. B3-0-GB' ,3'-ZPET

ZHE)-MERLL RGNS AR. FRRRME
MEFEYMAXD~FRAERBHHHIV B, A%
FHHHIV £, ECso 2.1 pmol/L,TI % 23. 6, AT {4
# XLV HBR T HRBMHHIV E#, HEC,:#0. 31 pmol/L,
TI X 155.5, WA REHERE 2,

Ma EINBRETEBERR.ZHEEEERRA
ERMA R, EWH HIV E S8 [Cofi 251k 8.
14,7 pmol/L, IS HBEHREZVRERA B AKBLRE
BMASME HIV EAMATEER, it Ma B RMA 3 AL
BESHMMIREFRUBI —RREARTEY, UEE
IIARENRKEXNEENER, GR3 RETA. A3 LEE
EFSIABENKEMMHHIV B —EHEWH, SFHFE
BEM. S MRUANRSEBEZESR IR M. WH
HIV SR, X4 FHRHREBRRMFES MBI HIVE
BERETH. Y28 REBHFERREMHBEHEILE
Wk,

F2 ERRIBEETEY
Table 2 3-Acyloxy ursolic acid derivatives

®ay R ECso/(umol - L-Y) TI { #&Y R ECso/(umol « L™1)  TI
Xl H 44 3.3
XL 15.3 2.9
§ XLI OOH - FX T | -
S P
XLE MOOH 2.1 23.6 | X 6.4 4.8
v A oo g wn - AA #9 0
XLV W“ 0.31 155.5 XLK M 3k

23 SIARFKEREHRRRITEY
Table 3 Ursolic acid derivatives linked different
length acid chains

wew R KCul
(pmol « L—1)
XLI H COOH 8
L H CH,3 80
L1 COCOOH COOH 7
LI COCH.COOH COOH
XM CO(CH).CCOH COOH [
XLI CO(CH.)sCOOH COOH 4

LI CO(CH.);COOCH; COOCH;  >50

4 HESKA
AR FHRERABRBERLEABHYH HIV 5
RERBR BERFUERAEERSHARBMFLF=

WAL EY SHERERBMUZAE.BRBRTLEYD
XISh, Rt F MR BARRRY S-BEEMEYRR
HIV BHR R mARMMMFEY  SRAZEBREN
DEIMNBBENHENAHIV HEREXER. FHRM.
BRBHEARNARED FERMAL, FRZLEE F,
BARME FAETH, RREERNRD/E FHERRR,;
FHREMABEMOWE FARNTH EFAFRTFERR,
D/E R ENMK. btk R,.E FHLEHRTEES HIV &
RERAA.

ARZRRURY ENEYEHIBTHRAARN
BREXE EAR FYURR . BRREEF =R XLED
TARBUNLEY EARFLG Z. MBEE. MAR
HEFOHHIV ORI, UREAR FERRAEER
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