2016 2017

Oxidative amidation from nitroalkane and amine

Hayashi, Yujiro
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A mild and convenient oxidative entry into amide formation between readily
available nitroalkanes and amines has been developed. This amide coupling procedure can be achieved
simply in the presence of iodine, molecular oxygen, and solid potassium carbonate. For ?eptide
synthesis, amidation proceeds with complete stereochemical integrity and high functional group
tolerance.

We also developed an efficient amidation method between readily available 1,1-dicyanoalkanes and
chiral or non-chiral amines simply with molecular oxygen and a carbonate base. Both oxidative
protocols can be applied to sterically and electronically challenging substrates in a highly
chemoselective, practical, and rapid manner. Mechanistic investigation reveals that the radical
species are involved in both reactions.
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