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Non-enzymatic peptide cleavage under mild conditions has been a long-standing
challenge in organic synthesis. A further challenge 1s how to achieve site-selectivity in the peptide
cleavage. We report here organocatalytic site-selective cleavage of serine-containing ?eptides at ambient
temperature. The salient feature of this reaction is that the peptide cleavage takes place at the both
N-, and C-termini of the serine residue, and the remaining peptides at the both side of the serine
residue recombine keeping their original sequences. The serine residue is excluded and recovered as an
oxazolidone derivative. This splicing-type reaction was observed with high generality and high functional
group tolerance.
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