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Synthetic chemistry for the development of oligosaccharide-type sialidase
inhibitors

Hirai, Go
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We have found that novel disaccharide analogues are effective inhibitors of
sialidase despite their substrate structure. Conversion to oligosaccharide structure from these
analogs is expected to be a more effective inhibitors for sialidases. Therefore, in this study, we
worked to establish an efficient synthetic method. Although we could not achieve the site-selective
C-H insertion reaction at the C3 position, we succeeded in introducing acetic acid or malonic acid
units by oxidative radical coupling, and achieved the modification of C3-position of the sialic acid

in only four steps. Furthermore, the results suggest that this route may also improve the
efficiency of glycosylation, which was another problem.
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