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Tab 1. Comparison of oxidation methods from triptolide( I ) and epitriptolide (I ) to triptonide( I )
Sample  Weight,mg Oxidixing agent Solvent Reaction time,h Yield, %
I 47 CrO3,C;H;sN CH,Cl, 3 44
(0. 13 mmol) (0. 78 mmol.1.56 mmol)
I 47 CrO;,C;H;sN CH,Cl, 3 45
(0.13) (1. 30 mmol, 2. 60 mmol)
Il 216 Cs;H;NHCrO;Cl CH,Cl, 1.5 31
(0. 6 mmol) (0. 9 mmol)
I 216 Cs;H;NHCrO;ClL CH.Cl, 4.5 31
(0. 6 mmol) (0. 9 mmol)
I 72 K,Cr,07,H>SO,,H,O CH,Cl, 5.5 71
(0. 2 mmol) (0.1 mD
I 72 K,Cr,07,H,S0,,H,0 CH,Cl, 2:4,6.5 88
(0. 2 mmol) (0.2 mD)
I 72 K,Cr,0;,H,SO,,H,0O (CH3),CO 5 50
(0. 9 mmol) (0.1 mD
o 360 K,Cr,07,H,S0,,CrO5,H,0O CH,Cl, 0.33 96
(1 mmol) (1.65 ml)
I 360 K,Cr,0;,H,S0,,CrO;,H,0 CH,Cl, 0.33 56
(1 mmol) (1. 65 mb
I 1080 K,Cr;07,H;S0,,CrO3,.H,0O (CH3),CO 0.33 97
(3 mmol) (4.95 mD)
s 97 %, o
[} 14-a
L 1 -
(epitriptolide, Il ) ,
- - s 1 78 mg ( 0. 78
96% . ) mmol ) 4 ml 15
min, 123 mg (1. 56 mmol),

o 15 min [ 4
ml 47 mg (0. 13
mmol) |, 3h )

Yanaco ( 40 ml , , 1 mol/L
) JNM-GX400 .1 mol/L .
, TMS 3 o
N TLC . I
I .
Lol H( , 1 20.7 mg(
) (1:1.5); 44%)
TLC : G s 2 1 s
- (1:1.5) - (2:98) 130 mg (1. 3 mmol) 205 mg
r Kedde , (21160 mmyol D

47 mg (0. 13 mmol), I 21 mg(
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3 o
3 194 mg (0. 9
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1.2 ml,
216 mg (0. 6 mmol)
4 ml, 1.5h, 3 ml,
, 3
,TLC , I
I o
, I 67 mg( 31%).
4 3
, 4.5 h, I 68

mg ( 31%).
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mg, ( 88%),
7 6
, TLC 2h.4h 6.5 h
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50 % b7

4 / /
2.95 g (10
mmol) 1. 35 g(13. 5 mmol),
13.5 ml . 97 %
4.0 g(39. 6 mmol) .
9( )
1. 65 ml 360 mg
s ,50~60C
20 min, s
, ,TLC , I
. 1 203 mg( 56 %),
10 ¢ )
1. 08 g(3 mmol) )
4.95 ml,50~60C 20 min,
9, TLC
I , I 1.04 g( 97%) .
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Abstract  Triptonide( I ) is one of the epoxide diterpenes isolated from Tripterygium wil-
Jordii Hook f. (TW). Pharmacologic assay showed that triptonide possesses a potent male
antifertility effect, and its dose ratio of antifertility action to immunosuppressive action is
lower than that of any other known epoxide diterpene from TW. It is inferred that triptonide
may be developed into a male contraceptive, but the content of triptonide is very low in TW.
We have semi-synthesized triptonide by the oxidation of triptolide( I ) isolated from TW. It
is clear from the data of some oxidation methods that the condition of oxidation with
K.Cr,0,/CrO,/H,S0,/H,0/(CH;),CO is better. Triptolide was conversed into triptonide by
979%.
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