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Liposomal modification of SN-38 nano-prodrugs and evaluation of their cytostatic activity
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Nanoparticles composed solely of prodrug molecules (nano-prodrugs: NPDs)" can
efficiently deliver drugs to tumor tissues by passive targeting based on the EPR effect?.
However, low biocompatibility of NPDs which results in their in vivo aggregation and low
tumor uptake hinders the efficiency of drug delivery. To circumvent these issues, we introduce
the liposomal modification strategy for SN-38 NPDs surface to improve their biocompatibility
(Fig. 1). The functionalization of liposomal layer on NPDs surface with targeting ligand as well
as polyethylene glycol (PEG) is expected to enhance NPDs selective binding to tumor, while
maintaining in vivo colloidal stability.

Liposome coated nano-prodrugs (LNPDs) was prepared by hydration of lipid thin-film with
NPDs dispersion solution, followed by extrusion method. As shown in Fig. 2, PEG
modification improved NPDs dispersion stability in biological buffer and LNPDs can be kept
stable in phosphate-buffered saline for more than 2 days. Specific cellular uptake and
anticancer activity of LNPDs modified by biotin will be discussed.
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