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Development of Aib-containing delivery tool of siRNA into cancer cells with
ability of spatio-temporal control of siRNA actions
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Recently, drugs based on RNA molecules, such as small interfering RNA

(siRNA) and microRNA (miR), have been actively developed for the treatment of intractable diseases.
siRNA regulates gene expression by inhibiting specific messenger RNA (mRNA) translation. The o
-aminoisobutyric acid (Aib)-containing peptidic delivery tools of these RNA molecules into cells,
which have the abilities of cancer cell specificity and control of the duration of the actions, have

been developed. Although the creation of the delivery tool enabling the control of the duration of
the action have been tried unsuccessfully, we have shown an Aib-containing delivery tool the
abilities of cancer cell specificity. Furthermore, in consequence of structure-activity relationship

studies, we can show the suitable structure for delivery of RNA into cells.
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Pl acetyl-KLULKLULKULKAULKLUGC(cRGDfC)-NH>
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-siRNA Pl/siRNA 1.15uM/23.0nM 24
10% FBS DMEM siRNA
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