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Diboronic Acid Anhydride-Catalyzed Direct Peptide Bond Formations
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We report the catalytic direct peptide bond formations via dehydrative
condensation of B -hydroxy-a -amino acids, affording the serine, threonine, or B
-hydroxyval ine-derived peptides in high to excellent yields with high functional group tolerance,
minimum epimerization, and excellent chemoselectivity. The key to the success of these
atom-economical transformations is the use of diboronic acid anhydride catalyst for the
hydroxy-directed reactions.
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aperformed with 5.0 mol % of 1¢. “Performed with HCI salt of amino ester 19 (1.0 equiv) in the presence of molecular sieves 4A (100 mg/0.10 mmol).
Diastereomers were not detected by '3C NMR analysis.
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