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An efficient synthesis of B-mercaptonorleucine ('Grad. Sch. Sci., Osaka Univ., >Grad. Sch. Sci.
PRC, Osaka Univ.) O Rio Morimoto', Yuta Maki'?, Ryo Okamoto'-?, Yasuhiro Kajihara'-?

Peptide ligation reactions, such as native chemical ligation (NCL)' and thioacid capture
ligation (TCL),? are essential for chemical synthesis and semisynthesis of proteins. The
reactions usually necessitate a cysteinyl-peptide, resulting in limitation of the ligation sites at
cysteine and alanine residues. To perform the ligation at other sites, we have been developing
the efficient synthetic strategy for amino acid derivatives with a mercapto group at the [-
position. In this study, we examined the synthesis of f-mercaptonorleucine derivative. Using
Horner-Wadsworth-Emmons reaction and optical resolution, we successfully synthesized f-
mercaptonorleucine derivative from glycylphosphonate in only 6 steps.
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