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Efficient regio- and stereoselective synthesis of biological active Tamoxifen analogues still remains a grand 

challenge, because the tetra-substituted olefins have inherently steric hindrance of eclipsing geometries 

around the carbon-carbon double bonds1, 2. Herein we present chemo-selective activation reactions of (E)-1-

bromo-2-iodoalkenes: the iodine atom of the scaffold selectively undertook CuTC-mediated cross-coupling 

reactions with tributylphenyltin, suppressing side-production of alkynes which are terribly caused by β-

halogen elimination reactions in (E)-1-bromo-2-iodoalkenes. The stereochemistry of the double bond is fully 

retained in the activation of the vinylic bromine, deprotection, and alkylation steps: thus it enables us to 

singly construct (E)- and (Z)-Tamoxifen (Scheme 1), and the template strategy would provide a general entry 

of Tamoxifen analogues syntheses3. 

 

Scheme 1. Stereo-defined template-syntheses of (E)- and (Z)-Tamoxifens. 
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