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Saponins of formula

a stereoisomeric form thereof or a pharmaceutically acceptable addition salt thereof,

wherein

R, is hydrogen, -(C=0)C,.salkyl, -(C=0)C;.salkenyl, -(C=0)C,.salkenyl substituted
with phenyl, a monosaccharide group or an oligosaccharide group ;

R; is hydrogen, hydroxy, -O(C=0)C;.salkyl, -O(C=0)C,.salkenyl, -O(C=0)CsHs, or
-O(C=0)C;salkenyl substituted with phenyl ;

» Rj; is hydrogen, hydroxy, -O(C=0)C,.salkyl, -O(C=0)C,.salkenyl, -O(C=0)CgHs, or

-O(C=0)C;.salkenyl substituted with phenyl ;

R, is hydrogen, C,alkyl, -(C=0)C,salkyl, -(C=0)C;.salkenyl, -(C=0)C¢Hs, or
-(C=0)C;.salkenyl substituted with phenyl ;

Rs is CH;, CH,OH, CH,OCHj3;, CH,0O-C(=0)CH3;, CHO, COOH ; or
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2 (C=0)C, A - EapiABEBREAN
R,% & - % & ~ -0(C=0)C, s i & + -O(C=0)C, s #i & ~ -
O(C=0)C,H,~ % & ¥ %A R K 2 -0(C=0)C,.s 4 £ ;
R.% & -~ 8 & -~ -0(C=0)C, s & & + -O(C=0)C, s #h
O(C=0)C H,~ & & X A WK 2-0(C=0)C,.s Wi & >
R, % & - C, %A -~ -(C=0)C, s % -~ -(C=0)C,.s i &
(C=0)C,Hs - % @ % % RK 2 -(C=0)C, s M 4 ;
R, # CH,+ CH,0H+ CH,0CH; + CH,0-C(=0)CH; ~ CHO -
COOH : #%
R, & R, B & & -C(=0)-0-z = 1§ %
AR, BE I RERALARRE S K
R; & Re s FRAZX A

EXFAHE (BAILH )
Rs and R, form a divalent radical of formula -C(=0)-0-;
R and Ry are hydrogen; or taken together they form a bond; or
Rs and Rg form a divalent radical of formula
-CH,-O- (a), -CH(OR 3)-O- (b), -C(=0)-O- (¢),  wherein Ry is hydrogen, Cy.salkyl
or -(C=0)C,.salkyl ;
Rsq and Rgp each independently represent CH3, CH,OH, CH,0OCHj,
CH,0-C(=0) C,.salkyl, CHO, CH(OCH3);, CH=NOH, COOH ;
Rgp and R; form a divalent radical of formula -C(=0)-O- ;
Rgp and Rs form a divalent radical of formula -CH,0-CHOH- ;
Ry is CH3, CHZOH,'CH20CH3, CH,0-C(=0)C, salkyl, CHO, COOH ;
R, is CH3, CH,OH, CH,OCHj;, CH,O-C(=0)C; salkyl, CHO, COOH ;

Ry, is hydrogen, hydroxy or O-C(=0)C, salkyl ; or R and R}, form a divalent radical
of formula -CH,0- ; and
Ry;1s CH3, CH,0OH, CH,OCHj;, CH,0-C(=0)CH;, CHO, CH=NOH, or COOH

can be isolated from plants of the family Myrsinaceae and used to decrease the
infectiousness of and reduce the mortality associated with protozoan parasites of the

genus Leishmania which are responsible for a group of conditions known as
leishmaniases.
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-CH,-0O-(a) ~ -CH(OR3)-0O-(b) ~ -C(=0)-0O-(c)* £ ¥ R,;

B & ~C &K K-(C=0)C, 54 %
Ry, ~ B Ry, 1 % & % % CH, - CH,OH + CH,OCH, -
CH,0-C(=0)C,.s % % -~ CHO -~ CH(OCH,), - CH=NOH -
COOH ;
Ry, B Ry & & -C(=0)-0 = = 1§ # ;
Ryy; & Ry #& & -CH,0-CHOH 2 = & & ;
R, % CH,  CH,OH-CH,0CH,~ CH,0-C(=0)C, % £  CHO ~
COOH ;
R,, % CH, - CH,OH- CH,0CH,+ CH,0-C(=0)C,.s & % -
CHO « COOH ;
R, A & ~#8BHA xR O-C(=0)C, s %% 5 & Ry B R\, &R X -
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CH,O0-z — B & 5 &

R,, # CH,-CH,OH-CH,0CH;- CH,0-C(=0)CH;~ CHO -~
CH=NOH + % COOH
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ROC Patent Appln. No. 88123067
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Amended Claims in Chinese — Encl. (II)
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(Submitted on October (4 , 2004)
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15 BAREBR >HEHILESEHE B
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10 # ¢ R, % -0(C=0)C¢Hs % -O(C=0)C(CH;)=CHCHj -
Rz % (E)# (Z2)-O(C=0)CH=CH-C¢H; * &
R4 %A & #-(C=0)CH; -
WwWHEHGEEE 2B H P
/{:l—'_'fbjﬁ\% 1 ‘:P ’ R2 %'O(C’:O)CGHs,
15 R; % (Z)-O(C=0)CH=CH-C¢Hs,
Rs & &, >
1M 2 ¥ > Ry A-0O(C=0)C(CH3)=CHCH; ~
R3 /,‘é] (Z)-O(C=O)CH=CH-C6H5,
R4 2 &,
20 £AEAH 3 ¥ 0 R, A-O(C=0)CeHs

b4 b o

R; % (E)-O(C=0)CH=CH-C¢H; °
Ry & &, ;

R, %-0(C=0)C(CH;)=CHCH; -
R; 2 (E)-O(C=0)CH=CH-C¢H;
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A8
B8
C8
D8

N~ ¥ EHEA & E

10

15

20

Ry % & ;
A6 S F 0 R, #-0(C=0)CeH; »
R; % (E)-O(C=0)CH=CH-CH;
R4 % -(C=0)CH3 ;
#4644 6 ¥ » R, &-0(C=0)C(CH;)=CHCH,; -
R; % (E)-O(C=0)CH=CH-C¢H; -
R, % -(C=0)CH; -
— AN EBFEREHNHZ R s&(Leishmania)Z #] 4+
EmxBREuLY HYEAtAh

BEIBEMBYOMAREE R L TEHEI G R E
H
Ri BAFEEHBEANR
R, #A-O(C=0)C,s # # 2-0O(C=0)C¢Hs ;
R;  %-O(C=0)Cysimtk » HT & REAMEBRK |
Ry A 8 %-0(C=0)C,si 4 ;
Rs#L R s F A X =18 &
-CH(OR3)-O-  (b) -
HEY RzA &
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XN FHEA & E

R, A& s
Rgo #1 Rgy & B 5 L KX %k CH; ;
Ry, ~Rjo #2 Ry, A CH;: &
Rii &4
5 BEERISR—BEETHIZIHRVAE -
5. WwH FEHEEE 4 BExBE2abY . HGAEAH
FEmHREZRH -
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