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Fig 1 Route of synthesis of 1,,,» II,,,, 1L, and IV,,},.

Wi HE  1997-11-26

HATTLA SN H JiE 3o-F2 HE-63- £ B S 2k TE 55
BECDA JEORL, 78 3 A2-OH L REAT B4 slifft Wi 1k



22 Acta Pharmaceutica Sinica 1998,33(11):832 ~835

* 833 -

BN, BT AL 2 SR C £ )34 HE R4
63 LAIE A (1D, (£ )-30- %] & A H
P SR -63- S WA R be (TTD , ( + )-30-Xf
AN AL -0R- S B A FE RS e (IVD . g 1~
IV 4 MCE WL H R 1% 10 7K v 0 e IR, W
SR, 15 min )= IV 178 2 W 48 AE R 10
L4 BAEH, EW 1 AR W% 247 V)G
PEo BATH T- MR 2, 3- — 2K BB A R 4 LA
b4 DN BEAR AT YR, 13 2 4 WL R
F944 1a, Ib; Ila, Ib; Ila, IIb; IVa,IVb. 8 1~
SR ERTEE B3 VU7 R ARSIV SA TN a N
gL L b 5 A 7 5 i LAUE SE . KX 8
ATV G W TR AE IE 1% 18 7K 3 3 S R
IVb 17 B 247 AE H Ha, Ia FT 9 BEAER, K

RALE W) WG B 2 1) 4 A A B A E R o

RIGEIEY AR R . (D) R R
/O P N A W TE R R P OR
RO R IEAL 5 0 B S RAE R (20 9
H 25 AL ) AL s P AR A 2 b A7 P4 (R I 4
PE, AT RUEBGSYE e &4 v &850 Ja, R
AR TV KDL M-S2 AR B AF - A e fk
IVa HDULEEAS B35 V5 A7 PUIB GRS 2 46 & 9
I LIL 3% ) A4 BEAR THa, IHa % M-32 4447
FHHIERT, ZE AR TR . Mt B AT 3a-17
PRI 6p-fr b LWL TR A A [R), 7 2%
&M gt #4441 3S, 6S ]8I 3R, 6R 1, 77
RRE—20 090 (3) LA M T8 e A 1 9%
oy Ja e B G 2 R AT JEiE 1

Tab 1 Physical and spectral data of eight chrial analogs of baogongteng A

Compd MP/C "HNMR " /8 MS(m/z) Lol
Ia oil 2.04Cs, 3H, CH;CO), 2.53Cs, 3H, CH;ND, 1.30~3.00(m,  199(M '), 19.72(¢,1.002)
6H, Cy,4,7-H), 3.02~3.50(m, 2H, C;,5-H), 3.88~4.22(m,  140,113,83

1H, Cy-HD» 5.60Cdd, 1H, ] =4.0,8.0 Hz, Co-H)

Ib oil 2.04Cs, 3H, CH;CO), 2.49Cs, 3H, CH;ND, 1.10~2.90Cm,  199(M '),  —21.80Cc, 1.050)
6H, Cy,4,7-H), 2.96~3.48(m, 2H, C;,5-H), 3.88~4.18(m,  140,113,83
1H, C3-FD» 5.58Cdds 1H, ] =4.0,8.0 Hz, Co-FD

Ila 98~99  2.05Cs, 3H, CH;CO), 2.56(s, 3H, CH;ND, 1.22~2.92(m,  303(M '), 20.45Cc,1.010)
6H, Cy,4,7-H), 3.14~3.52(m, 2H, C;,5-H), 5.14~5.42(m,  182,122,94
1H, C5-HD, 5.58(dd, 1H, J =4.0,8.0 Hz, C4-H), 7.23~7.62
(m, 3H, Ph-H), 7.92~8.18(m, 2H, Ph-H)

IIb 97~98  2.06(ss 3H, CH;CO)» 2.56Cs, 3H, CH3ND, 1.50~2.95Cms  303(M'),  —21.55(¢,1.005)
6H, Cy,4,7-H), 3.10~3.55(m, 2H, C;,5-H), 5.10~5.46(m,  182,122,94
1H, C5-HD,» 5.60Cdd, 1H, J =4.0,8.0 Hz, Co-HD, 7.26~7.64
(m, 3H, Ph-H), 7.94~8.16(m, 2H, Ph-H)

Illa 106~107  2.06(s, 3H, CH;CO), 2.56(s, 3H, CH;ND, 1.48~2.90(m,  337(M '), 33.80Cc, 1.000)
6H, Cy,4,7-H), 3.10~3.52(m, 2H, C;,5-H), 5.15~5.43(m,  182,122,94
1H, C5-HD» 5.58Cdd, 1H, J =4.0,8.0 Hz, Co-HD,» 7.44(d,2H, ]
=9.0 Hz, Ph-HD, 8.02(d,2H,J=9.0 Hz, Ph-FD

IIIb 105~106  2.02(s, 3H, CH;CO), 2.54(s, 3H, CH;ND, 1.50~2.90(m,  337(M' ),  —26.05(0.998)
6H, Cy,4,7-H), 3.16~3.55(m, 2H, C;,s-H), 5.15~5.44(m,  182,122,94

1HYC3_H)Y 558(ddY1HYJ:40180 HZ!C()—H)y 740((1!2H1J
=9.0 HZ!Ph—H)y 798(d12H1J:90 HZ!Ph—H)
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Compd MP/C "HNMR ™ /8 MS(m/z) Laly ™"
IVa 131~133  2.03Cs, 3H, CH,;COD, 2.45 (s, 3H, CH3Ph), 2.60 (s 3H,  353(M'D,  10.58(c, 1.002)
CH;N)Y 160”285(m1 6Hr C2,4,7—H)r 300 ”354(m1 2Hr 182! 122! 94
C1,5—H)y 462~490(m¥1H¥C3_H)Y 540((1(1! IHYJ:40180
Hz, C()—H)y 735(d12H1J:80 HZyPh—H)y 780(d12H1J:80
HZ!Ph—H)
IVb 132—-133  2.03(s, 3H, CH;CO), 2.43 (s, 3H, CH;Ph), 2.56 (s, 3H, 353(M' ), -9.76(¢,1.015>
CH3N)! 160”305(1711 6Hy C2,4,7—H)y 3 14 ~360(m1 2Hy 182! 122! 94

C1,5—H)y 460~490(m¥1H¥C3_H)Y 538((1(1! IHYJ:40180
HZ!C()—H)y 730(d12H1J:80 HZyPh—H)y 775(d12H1J:80

Hz, Ph—H)

* Solvent for 'THNMR: CDCly; * * Solvent for Lalp: CHCLs.
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P¥ 7315 IIb 87.2 mgo TGE T C7Hy NOy s
WHAE%: C67.31, H6.98, N 4.62; SZill
fH%: C67.14, H6.97, N 4.48,
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BRI, Ay 33 2 (LR )
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I #5175 Ia 132.7 mg. TCE T C7HyyNO,Cls
WEAH%: C 60.45, H 5.97, N 4.15; £
fH%: C60.45, H6.00, N 4.16-

Px 4> H 15 1MIb 47.8 mg. JC & AT
C7H,oNO,CL tHE A % : C60.45, H5.97, N
4.15; SEIMME % : C59.81, H5.85, N4.11-
4 (x)-3a-XT H A P A R -6 - £ Wb SRS B
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57.79, H6.52, N3.97, S9.06; SEMAE%: C
58.37, H6.43, N 3.79, S8.79,

ZWALEW 1 %93 7715, 2.6700 g L&
) IV ¥745 Iva 0.8389 go JTCE T Cp5Hos NOSSs
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Pr o> #l 3 Vb 1.1518 go JC % 70 M1
C7Hy3NOsS, WHEAH%: C 57.79, H6.52, N

3.97, S9.06; SEM{E%: C56.89, H6.48, N
3.76, S8.91.
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THE PREPARATION AND BIOACTIVITIES OF
CHIRAL ANALOGS OF BAOGONGTENG A

Yang Liming( Yang LM) and Wang Huining{ Wang HN)

( Department of Chemistrys Shanghai Second Medical Universitys Shanghai 200025 )

ABSTRACT Eight chiral analogs of baogongteng A were prepared from ( + )-3o-hydroxy-6§-
acetoxytropane by chemical resolution. In myotic or mydriatic tests in rabbits, ( — )-3a-paramethyl

benzenesulfonyloxy-63-acetoxytropane showed cholinergic activities, while ( + )-3a-benzoyloxy-68-

acetoxytropane and ( + )-3a-parachloro benzoyloxy-63-acetoxytropane showed anticholinergic activities.
KEY WORDS Analogs of baogongteng A; Chiral; Cholinergic activity; Anticholinergic activity





