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ABSTRACT Objective: Poly (beta-malic acid) (PMLA) was synthesized, and used as polymeric drug carrier. A novel poly(beta-mal-
ic acid)-hydroxycamptothecin conjugate (abbreviated as PMLA-HCPT) for active tumor targeting was set up. Methods: The structure of
this prodrug was confirmed by FT-IR and 1H-NMR. Furthermore, the conjugation efficiency, drug release property of the prodrug was
determined. The cytotoxicity were assessed by using human ovarian cancer HO-8910 cell lines as in vitro cell model. Results: (1) The
conjugates were prepared successfully. (2) In vitro HCPT release from PMLA-HCPT conjugate occurred at a faster rate at acidic pH
compared with neutral pH (7.4). The released free HCPT after 16 h of incubation at pH 5.6, 6.8 and 7.4 was 76.8 %, 47.2 % and 18.1 %,
respectively. (3)The cytotoxicity of PMLA-HCPT conjugates against HO-8910 cells, were not lower than free HCPT. Conclusion: PMLA
is a good drug carrier material. PMLA-HCPT conjugate could be used as a promising hydroxycamptothecin carrier.
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Table 1 The effect of reaction time on yield
Reaction medium PH Time h Yield %
CH,CI/H,O 7.5~7.8 2 9
CH,CL/H,0 7.5~7.8 4 30
CH,CL/H,O 7.5~7.8 8 32
CH,CL/H,O 7.5~7.8 12 35
CH,CI/H,O 7.5~7.8 24 30
NH,-HCPT

PMLA-HCPT o

2.2 PMLA-HCPT
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2
Table 2 The effect of amount of reactants on drug loading
PMLA mmol NH,-HCPT mmol Time h Drug loading %
0.1 0.1 24 0.67
0.1 0.2 24 0.86
0.1 0.3 24 34
0.1 0.4 24 45

6 PMLA-HCPT
Fig. 6 1H-NMR spectrum of PMLA-HCPT
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