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Development of Innovative Peptide Synthetic Method by Dehydrative Condensation
Catalysis
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Dehydrtaive condensation reaction between equimolar amounts of carboxylic acids
and amines is the most ideal synthetic method of amides and peptides. Several arylboronic acids have
already been reported effective as catalysts for this condensation reaction. Here we found that
2,4-bis(trifluoromethyl)phenylboronic acid was much more effective than arylboronic acids known as
catalysts. It is noted that ortho-trifluoromethyl group of 2,4-bis(trifluoromethyl)phenylboronic acid is
important to increase the catalytic activity. ortho-Trifluoromethyl group played important roles as not
only electron-withdrawing group but also sterically bulky group. This steric bulkiness suppressed the
generation of inert species via boronic acid and amines.
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