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Molecular mechanism of intracellular uptake of liposomes mediated by lipoprotein
receptors
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In this study, the interaction of PEGylated liposomes carrying fluorescently

labeled cholesterol with lipoprotein receptors and the subsequent intracellular uptake were
evaluated usin? HepG2 cells, an in vitro model system for human hepatocytes. Blocking lipoprotein
receptors resulted in the decrease in the intracellular uptake of the labeled liposomes, which
indicates the involvement of lipoprotein receptors in the liposome internalization. Liposomes
modified with apolipoproteins were internalized in HepG2 cells in FBS-depleted culture medium at the
same levels as unmodified liposomes in FBS-containing culture medium, which indicates that
apolipoproteins were the major serum components involved in liposomal binding to lipoprotein
receptors.
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[Bangham et a., J. Mal. Biol. 1965, 13, 238-252.]
Hydrogenated soy  phosphatidylcholine  (HSPC),  N-(carbonyl-methoxyPEG
2000)-1,2-distearoyl-sn-glycero-3-phosphoethanolamine (PEG2000-DSPE), cholesteral,
25-[N-[(7-nitro-2-1,3-benzoxadiazol-4-yl)methyl]amino] -27-norchol esterol (NBD-Chol)
HSPC/PEG2000-DSPE/Chol/NBD-Chol (56.3/5.3/37.4/1 mol %)
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