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A study on the synthesis of a new antitumor drug- Exemestane

Liu Tao, Yao Aiping, Hu Yongzhong( College of Pharmacy , Zhejiang University, Hangzhou Zhejiang 310031)

ABSTRACT OBJECTIVE:To modify the synthetic method of the new antitumor drug - Exemestanec . METHOD:Exe mestane was
synthesized by steps of Oppenauer oxidation, methylenation and dehydrogenation, starting from 5- Epiandrostane-17- one . RESULTS :
The che mical structure of synthetic product was confirmed by ele ment analysis , IR, '"HNMR and MS.CONCLUSION : This synthetic

route is practical .
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1 -4-  -3,17- 2)
(60g.,0 .21 mol) (600 ml) ,
(120ml,1 .16mol) ,
(12g,0.059mol) , 1.5h
10% H,SO,

(120ml x 2) , NaCl

40 min ,
20 min , s
(' TLC ). ;
(120ml x 3) 5 %NaOH
, , ,.80°C , 54,
lg, 90 .7 % ,mpl 65 - 167 C( 171173 - 174 C)
2 -4- - 6- -3,17- 3)
4. 23,17- (2) (40g,0 .14 mol) ,
(260ml) . (40ml) . (40ml,0.
24 mol) . (1.04g,6 .06 mmol) s

40-457C lh, (1.04g,6 .06 mmol) ,40 -

45°C lh 37 % (18ml,0.22mol) ,
2h. 20°C, (100ml) ,
, 2h, 0-5¢C, 700 ml ,
2h, , , 32 .5¢g,
78 % ,mpl 59 - 162 C( (31 73 % ,mpl 60 - 163 C)
3 -14- -6- -3,17- 1)
-4-  -6- - 3,17 - (3) (40g,0.
13 mol) . (20g,0 .14 mol) (1600 ml)
, , 2,3- -5,6-
(DDQ) (60g,0 .26 mol) , 5h. , ,
5%NaOH (100ml x 3) 10% H,SO, (100ml
x3) . NaHCO; (60ml x 2) NaCl  (60ml x 2)
, s 240 ml s 100 ml,
> - (1) )
- (1:1) , 16.3¢, 4 %,
mp 193 C( Blmpi92-1957C) .
CyoHys Oy, (%) :C80.65 H8.23 ;
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( %) C81.04 HS8.05.

IR(KBr,cm') :1732(C = 0),1657(C = 0) ,1620,1593
(HC=0).

"HNMR(CDCly) 8( ppm) :0.95(3H,s,Co - H), 1.17
(3H,s, Cis- H),5.00,5.07(2H,m, =CH,) ,6 .18(1 H,s,C,
- H),6.25(1H,d,C,- H) ,7.09(1H,d,C - H).

MS( M/ Z) :148 (100 %) , 105 (44 %) , 91 (35 %), 79
(28 %) , 149(28 %) , 41(27 %) , 133(26 %) , 55(24 %)
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