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Vancomycin is a clinically used antibacterial against nosocomial infections. Howev
er, vancomycin-resistant enterococci (VRE) is now widespread over the world. Moreover, the resistant natur
e of VRE has been transferred to Staphylococcus aureus, the major nosocomial pathogen. In this study, chem
ical modifications of vancomycin was conducted to restore its activity to the resistant bacteria. Three m
ajor achievements are the following. 1) Cell wall intermediates of vancomycin-resistant bacteria were che
mically prepared. It made it possible to examine peptidoglycan biosynthesis in vitro greater in detail. 2
) A novel vancomycin modification method using cross-coupling reaction was developed. 3) The active confor
mation of vancomycin dimers was experimentally suggested.
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