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Development of novel synthetic method for chiral phosphine-containing f-amino acid
precursors through asymmetric conjugate addition reaction (' Graduate School of Engineering,
Nagoya Institute of Technology) OKosei Miyake', Kazuki Fujita', Akane Iwamura', Naoki
Yasukawa', Shuichi Nakamura'

Chiral f-amino acids are important structural motifs found in various biologically active
compounds and pharmaceuticals. One of the efficient methods for the synthesis of chiral /-
amino acids is the enantioselective conjugate addition reactions of some nucleophiles with /-
nitroacrylates. However, there are no reports for the synthesis of phosphine-containing chiral
f-amino acids bearing the tetrasubstituted carbon center through the enantioselective conjugate
addition reactions to S-nitroacrylates. Herein, we report the synthesis of phosphine-containing
chiral f-amino acid precursors by the enantioselective conjugate addition reaction to /-
nitroacrylates using phosphine sulfides as nucleophiles. The organocatalyst with the unique
skeleton which was developed in our laboratory enables the reaction to proceed in high yield
and high enantioselectivity. Especially, the conversion of the heteroarene amide part of the
organocatalyst from 2-picolinamide to 2-quinolinamide improves the enantioselective control.
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