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Synthesis of (S)-5'-C-aminoalkylnucleosides bearing purine and pyrimidine bases, and the
properties of sSiRNA containing these nucleosides(*The United Graduate School of Agricultural
Science, Gifu University, 2Faculty of Applied Biological Sciences, Gifu University, *Center for
Highly Advanced Integration of Nano and Life Sciences (G-CHAIN), Gifu university) O
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4'-C-Aminopropyl-nucleoside [4'-AP] is promising as oligonucleotide therapeutics such as
SiRNA, because oligonucleotides containing 4'-C-aminopropyl-nucleoside show high
resistance toward nucleasel. However, incorporation of 4’-C-aminopropyl-nucleoside on
oligonucleotide decreases binding affinity to mRNA. We previously reported that the synthesis
and property of (R)- and (S)-5'-C-aminopropyl-nucleosides [(R)-5-AP, (S)-5'-AP] bearing
uracil (U) nucleobase. The siRNA containing (S)-5-AP showed higher binding affinity to
MRNA and enzymatic stability in serum, compared with (R)-5’-AP and 4'-AP. Accordingly,
(S)-5'-AP is promising a candidate for siRNA therapeutics?. In this study, we synthesized (S)-
5'-AP bearing cytosine and purine nucleobases for use in a variety of siRNA sequences, and
evaluated properties of SiRNA containing these nucleoside analogs.
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Fig. Structure of (S)-5'-C-aminopropyl-nucleosides
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