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Development of stapled peptide catalysts based on restriction of conformational
freedom and molecular recognition

UEDA, Atsushi

3,100,000
a,a -
a,pB -
1,4- 99% ee
a_
2,4,5-

Stapled peptide possessing carbocyclic o , o -disubstituted a -amino acids
was synthesized by standard solution-phase synthesis followed by ring-closing metathesis reaction.
Conformational freedom-restricted peptides were used as an asymmetric organocatalyst for Michael
addition of nitroalkanes and dialkyl malonates to o , B -unsaturated ketone, and high
enantioselectivities were observed with broad substrate scope. X-ray crystallographic analysis of
the peptide showed a -helical structure. Stereoselective synthesis of 2,4,5-trisubstituted
tetrahydropyran was also demonstrated.
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