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Nickel-catalyzed nucleophilic borylation of imines by using bis(pinacolato)diboron as boron source was developed
to afford a-amino boronic acids which have been attracted as peptide mimetics.

The best ligand of this reaction is tricyclohexylphosphine to give racemic products in good vyield. The
electron-withdrawing groups on nitrogen are not necessary to promote the addition.

Enantioselective reaction was also studied. The series of bidentate nitrogen ligands were evaluated, because using
bipyridine as ligand gave the racemic product in moderate yield. Pyridyl oxazoline and bisoxazoline ligands were
demonstrated to resulted in no reaction. The Bolm’s type 2,2’-(1-hydroxyethyl)bipyridine ligand promote the
borylation to N-benzylideneaniline and gave the product in low yield The dimethyl protection of Bolm’s ligand
improve the reaction to provide the product after acetyl protection of amino group in moderate yield and
enantiomeric excess.




