SEAR R R AL BE C-13 il 44

J R M E?
(1. P& R AKFLTS AR FF5E, 3 KL 430074;
2.EFEFHFREDHHALIT, FE 100850)

TE DIZEW AR ZBR TN E R, 4 Darzens 48 A SN A AR 1 RN -3-FR LK H M BR 2 7R, AR 5 4 25°C LA K FF 3844
IRHY-3-TR B 5T 22 G kN o TR -3 2R T 2 B e A6 X R IR A A6 T L R 24, 4 DR AR kAR AR R - v R I
PRk —3- ML S 22 PR T WG o ST — V— 5 P o 3 S 52 o S T DL W R B L C -2 9 A TR/ LR TR — NV — T R -3
A E R T R o YR TH - N - R 3-SR R AE OCOK A VR R S BE C-13 RGN T - V- K I R -3 AR
“EHMR .

KB 2 R TR

R E %S 0621.3;TQ216

LERFRIZAD A X E %S :0253 - 4320(2005)01 - 0033 - 03

Stereoselective synthesis of taxol C-13 side chain
ZHOU Zhong-qiang' , MEI Xing-guo®
(1. College of Chemistry and Life Sciences, South-Central University for Nationalities, Wuhan 430074, Chinaj;
2 .Institute of Pharmacology and Toxicology, Academy of Military Medical Science., Beijing 100850, China)

Abstract: Trans-3-phenylglycidate ethyl ester was prepared from benzaldehyde and ethyl chloroacetate through Darzens
condensaltion reaction. The opening-ring of trans-3-phenylglycidale ethyl ester with ammonium hydroxide at 25 provided the
erythro-3-phenylisoserineamide . The erythro-3-phenylisoserineamide was refluxed with methanol for 24 h in the presence of para-
toluenesullonic acid and then benzoylation with benzoyl chloride gave erythro-N-benzoyl-3-phenylisoserine methyl ester which
was Lrealed with thionyl chloride gave the threo-N-benzoyl-3-phenylisoserine methyl ester, with the inversion of conliguration at

the C-2.Hydrolysis of the threo-N-benzoyl-3-phenylisoserine methyl ester at 0°C produced the taxol C-13 side chain threo-N-

benzoyl-3-phenylisoserine .

Key words: taxol; side chain; synthesis
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