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Synthesis and evaluation of DNAs containing 4'-C-aminoethoxythymidine. ('Graduate
School of Applied Biological Science, Gifu University) oYuki Katsuzaki' + Ryohei Kajino' *
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So far, we have evaluated the activity of 4'-C-aminoethoxy-2'-O-methyluridine 1 in siRNA.
This modification has been shown to improve the stability of RNA in bovine serum. It has also
been reported that the stereoelectronic effect (anomeric effect and gauche effect) regulates
sugar puckering to N-type and enhances the thermal stability of the RNA/RNA duplexes. In
this study, considering the application of 4'-C-aminoethoxy modification to antisense
oligonucleotides, we designed and synthesized DNA containing 4'-C-aminoethoxythymidine 2
and evaluated its characteristics. As a result, it was clarified that this analog does not reduce
the thermal stability of the DNA/RNA duplexes and improves the stability of DNA in bovine
serum. Furthermore, DNA/RNA duplexes containing this analog were found to be excellent
substrates for E. coli RNase H. These results suggest that 4'-C-aminoethoxy modification is
promising for application to antisense oligonucleotides.
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