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Regioselective functionalization of ribonucleosides by using borinic acid derivatives (7okyo
University of Science) (OKyoya Ohata, Taiki Tsurusaki, Kazuki Sato, Takeshi Wada

Chemically modified RNAs have attracted attention as an excellent modality of a nucleic
acid medicine. However, since a ribonucleoside has two secondary 2’ and 3’ hydroxy groups
which have similar reactivities, regioselective O-modifications typically require tedious
multiple reactions. On the other hand, it has been recently reported in carbohydrate chemistry,
that borinic acid derivatives selectively reacted with 1,2-cis diols to form ate complexes and
enhanced the nucleophilicity of hydroxy groups. An efficient regioselective functionalization
of hydroxy groups was achieved via reactions of the ate complexes with electrophiles. In this
study, we apply this reaction to ribonucleoside derivatives to develop a regioselective
functionalization method.
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