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Chemical synthesis of unnatural amino acid and their peptide is a fundamental technique for
middle-molecule drug. In this research, we focused on the substitution reactivity at N-terminus of
cyanide for the synthesis of specialty peptide. We investigated a transition metal-catalyzed
isocyanation at alpha position of carboxylate derivatives

First, we tried Pd-catalyzed isocyanation of 2-hydroxy—-4-phenylbut-3-enoate derivatives
Surprisingly, the corresponding vinyl isonitrile was obtained as major product through
gamma—isocyanation, olefin isomerization sequence. We now planned to publish about the result with
further experiments including the application for synthetic chemistry
We also tried the isocyanation of mandelic acid derivatives. The corresponding esters or N-mono
substituted amide were employed, only trace amount of the product was obtained through decomposition
On the other hands, the target compound was obtained in moderate yield, when N, N-disubstituted amide
was applied. In this reaction, we can selectively obtained the corresponding oxazoles through formal
[2+3] cycloaddition, under the specific reaction conditions.




