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Glycosides possess structures in which a sugar moiety such as glucose and a non-sugar moiety
are covalently linked. Among the glycosides, the most common compounds are O-glycosides, in
which the sugar part and the non-sugar part are linked by a carbon-oxygen bond. O-glycosides
possessing a variety of useful biological activities have been reported. However, in vivo, O-
glycosides are easily hydrolyzed by acids or glycosidases and lose their original biological activity.
On the other hand, in a type of glycoside called a C-glycoside, a sugar portion and a non-sugar
portion are linked by a carbon-carbon bond and are not hydrolyzed by acids or glycosidases.
Therefore, C-glycosides are not easily decomposed even in the living body and have high
metabolic stability. Taking advantage of these characteristics of C-glycosides, in recent years,
drugs having a C-glycosides structure such as ipragliflozin (SGLT2 inhibitor) for treating diabetes
have been developed. However, conventional synthetic methods for C-glycosides require the use
of highly toxic reagents. In this study, we worked on the development of a new environment-
friendly synthetic method for C-glycosides, and succeeded in developing a synthetic method for C-
glycosides using reagents with low toxicity.
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Synthetic study on bioactive natural products and pharmaceuticals possessing C—glycodide structures
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Glycosides possess structures in which a sugar moiety such as glucose and a non—sugar moiety are covalently linked. Among the
glycosides, the most common compounds are O—glycosides, in which the sugar part and the non—sugar part are linked by a carbon—
oxygen bond. O-glycosides possessing a variety of useful biological activities have been reported. However, in vivo, O—glycosides are
easily hydrolyzed by acids or glycosidases and lose their original biological activity. On the other hand, in a type of glycoside called a
C—glycoside, a sugar portion and a non—sugar portion are linked by a carbon—carbon bond and are not hydrolyzed by acids or
glycosidases. Therefore, C—glycosides are not easily decomposed even in the living body and have high metabolic stability. Taking
advantage of these characteristics of C—glycosides, in recent years, drugs having a C—glycosides structure such as ipragliflozin
(SGLT2 inhibitor) for treating diabetes have been developed. However, conventional synthetic methods for C—glycosides require the
use of highly toxic reagents. In this study, we worked on the development of a new environment—friendly synthetic method for C—
glycosides, and succeeded in developing a synthetic method for C—glycosides using reagents with low toxicity.
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