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The p-boryl-a-amino acids have received a significant amount of attention because these
compounds can be easily transformed to S-functionalized a-amino acids such as f-hydroxy-a-
amino acids and o,f-diamino acids, which are frequently found in drugs and bioactive
molecules. To date, several synthetic protocols were reported, but there are still some
disadvantages, such as substrate scope with limited diversity and tedious multistep synthesis.
Additionally, the catalytic stereocontrolled process still remains a challenge. Therefore, it is
highly desirable to develop a more practical and straightforward method to prepare the chiral
S-boryl-a-amino acids.

Herein, we report the copper-catalyzed aminoboration of a,f-unsaturated esters with
diborons and hydroxylamines, giving the corresponding f-boryl-a-amino acids derivatives.
Additionally, asymmetric induction is possible by using a suitable chiral monophosphine ligand,
and optically active f-boryl-a-amino acids derivatives are obtained with high enantioselectivity.
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