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Allylation reaction of optically active secondary allylic alcohol derivatives with organocopper
reagents were investigated. We chose picolinic acid as a leaving group, and expected that the group
would be activated by the electron withdrawing property of the pyridyl group and by chelation to the
metal cation. In practice, the activation was stronger than we expected, and anti Sy2’ products were
obtained stereo- and regioselectively by reaction with copper reagents derived from RMgBr and
CuBr-Me,S in 1:1, 2:1, and 3:1 ratios. We then investigated RLi-based copper reagents, which
proceeded efficiently in the presence of MgBr,. By this finding we succeeded in reaction of less
nucleophilic copper reagents possessing hetero-aryl or acetylenic moiety. Furthermore, the reaction was
applied to formation of quaternary carbon centers in two ways. We also applied the reaction for
synthesis of isoflavans and the active form of loxoprofen.
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