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The direct insertion of a nitrene group into a carbon-hydrogen bond to form a carbon-nitrogen
bond is a useful method for the synthesis of amine derivatives. The amidation using PhI=NTs
and TrocNs as nitrene precursors have been reported. However, these reactions were only
applicable to carbon-hydrogen bonds in the activated methylene position, such as 3-keto esters,
malonates, and 1,3-diketones. The a-amidation of simple carbonyl compounds such as ketones,
esters, and amides via nitrene transfer has not been reported. We report herein that the reaction
of acylimidazoles with dioxazolones in the presence of an iridium catalyst undergoes o-
amidation via a nitrene transfer. The effect of substituents on dioxazolones is investigated. The
method of introducing an amino group directly into the a-position of a carbonyl group is useful
for the synthesis of a-amino acid derivatives.
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