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Abstract

(Z)-Tamoxifen was synthesized from
a simple olefin (trans-stilbene) in 5
steps and 40% overall yield (Z/E = 74:26).
The phenyl substituted group (4-Me2NCH2CH2OC6H4)
was attached by a bromination-dehydrobromination-Suzuki
reaction sequence. Subsequently, the ethyl group was attached to
the triarylated olefin by a bromination-Negishi reaction
sequence. Both the Suzuki and Negishi cross-coupling processes are
stereospecific, and the stereoselectivity depends only on the bromination-dehydrobromination reactions.
(Z)-Tamoxifen was also obtained from trans-stilbene in only 3 steps by using
Heck reaction-bromination-Negishi reaction sequence
in 57% overall yield (Z/E = 65:35).


Key words

tamoxifen - cross-coupling - stilbene - substituted
olefins - palladium
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