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Synthesis and properties of modified nucleic acids with sulfonylpropyl modification on the 2
hydroxyl group. (‘Sch. Life Sci. Tech., Science Tokyo) O Shuntaro Takigawa', Takahito
Tomori', Koya Uekusa', Taketo Ohishi', Eitaro Murakami', Yoshiaki Masaki', Kohji Seio'

Antisense nucleic acids, a type of nucleic acid medicine, are used as therapeutic agents that
target RNA. Antisense nucleic acids are modified with nucleic acid modifications to improve
nuclease resistance and double-strand stability so that they can more easily exhibit their
medicinal effects. In the present study, we focused on the introduction of a modified nucleic
acid with a sulfonylpropyl modification at the 2’ hydroxyl group (a) as a modifier to antisense
nucleic acids, and synthesized several 5-methyluridine derivatives with a sulfonylpropyl
modification at the 2’ hydroxyl group. In particular, for the modified nucleic acid with
sulfamoylpropyl modification of the 2" hydroxyl group, the reactivity of the sulfamoyl group
with nitrogen in phosphitylation was evaluated.

We also developed a synthetic route to convert these synthesized 5-methyluridine derivatives
to 5-methylcytidine derivatives (c). Furthermore, these synthesized 5-methyluridine and 5-
methylcytidine derivatives were introduced into oligonucleotides.
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