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Synthesis of antisense nucleic acid incorporating cyclic sulfonamide backbone
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In this study, we aimed to enhance the target RNA binding ability of

antisense nucleic acids in which the internucleotide bond of the nucleic acid is replaced with a
sulfonamide. Sulfonyltriazole and azide groups were introduced into the 5" position and the base
moiety of deoxyuridine, respectively, and the azide group was reduced to form the desired cyclic
sulfonamide structure. The obtained cyclic nucleoside conformation was fixed with the sugar moiety
in the S-type and the base orientation in the anti type. In addition, by applying the construction
method of sulfonyltriazoles developed here, we also synthesized artificial nucleosides having a
sulfonylalkyl group at the 2" hydroxyl group.
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