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N-Terminal Selective Conjugation of Peptide by 1,3-Dipolar Cycloaddition
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Peptide modification is crucial for drug conjugation, bioimaging, and material
development. However, site selective modification of peptides is still challenging
owing to the existence of several reaction sites and interactions. In this study, we
describe the copper (I)-catalyzed 1,3-dipolar cycloaddition reaction of N-terminal of
peptide entailing the formation of strong C—C bond. The reaction proceeded efficiently
to afford the corresponding pyrrolidine derivatives with excellent diastereoselectivity.
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