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Cyclic peptides have become increasingly important as drugs. The most
general peptide cyclization approach has several drawbacks including 1) requirement of excess amount
of expensive coupling agents, 2) long reaction time, 3) requirement of tedious purifications. The

conventional approach used coupling agents with mild reactivity in order to suppress undesired
reactions, however the use of such agents has caused above problems. In contrast to the conventional
approach, highly active triphosgene was used in this study. The undesired reactions were
successfully avoided by using micro-flow technologies that enable precise control of reaction time
and temperature. We achieved rapid, mild, and less wasteful synthesis of lactams and a peptide.
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