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Synthesis and structure-activity relationship studies of aziridine-containing
natural products with antimicrobial activity against multidrug-resistant
bacteria

Okamura, Hironori
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Ficellomycin, an aziridine-containing natural product with a_potent
antibacterial activity against multidrug-resistant bacteria including MRSA is a promising candidate
molecule as a novel antimicrobial agent. However, its structural rarity and undetermined absolute
stereochemistry have stalled clinical development research. In this study, we aimed to develop an
efficient synthetic method of ficellomycin and its analog vazabitide A to determine these
stereochemistry. The key strategy of this study was "late-stage construction of unstable
fused-aziridine structure of these natural products”, but the preparation of its precursor was
unexpectedly difficult. Based on this study, the fused-aziridine structure will be constructed by
ring-closure metathesis of the intermediate of this study.
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