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Development of peptidyl prolyl isomerase Pinl inhibitors based on thioamide isomeriz
ation energy
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Peptidyl prolyl isomerase, Pinl, is an enzyme that catalyzes isomerization reactio
n of phosopho-serine-proline and phospho-threonine-proline amide bond. I planned to develop inhibitors for
Pinl enzyme based on thioamide-containing peptides. Proline thioamide has larger rotation energy for isom
erization in comparison with normal proline amide bonds in peptides. Thioamide derivatives of the substrat
e for Pinl are expected to slow the reaction of Pinl. 1 synthesized thioamide version of Pinl substrate pe
ptide derivatives and evaluate its inhibitory activity for Pinl enzyme. The synthesized thioamide showed I
arger inhibitory activity against Pinl in comparison with the simple substrate competition at the active s
ite.
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