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We have recentry developed novel aza-amino acid (azaBPA) that mimicked p-
bronophenylalanine (BPA) by repracing o-C atom with N atom¥. Boron atom has substantial
neutron absorptivity, and boronic acid selectively interacts with hydroxy groups of amino acid
residues and saccharides. Azapeptides tend to have B-turn structures that are thought to be
important in protein-protein interactions. These characteristics strongly suggest that
azapeptides containing azaBPA can function as promising bio-active agents. The SH2 ligand
peptide of Grb2 protein has a B-turn structure. Together with the structural similarity between
azaBPA and phosphotyrosine, this peptide would be a good proof of principle for apprication
of azaBPA. We examined synthesis and structural characteristics of azaBPA-containing
azapeptides mimicking Grb2-SH2 ligand peptide. A 5-mer peptide, c.f. Gly-azaBPA-Val-Asn-
Val, was synthesized by coupling a tripeptide Gly-azaBPA-Val and a dipeptide Asn-Val
prepared in liquid phase and solid phases, respectively. Properties of these azapeptides will
also be presented.
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1) Synthesis of boronophenylalanine-like aza-amino acids for boron-containing azapeptide precursors.
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