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ABSTRACT Objective: To prepare the pH-sensitive conjugate of a-linolenic acid-doxorubicin and observe its antitumor activity in
vitro. Methods: Boc-LH, LH and L-DOX are synthesized with the catalyst (EDC -HCI) and the main raw materials: BocNHNH2,
a-linolenic acid and doxorubicin, and characterized in terms of HINMR and MASS. The drugs release characteristic was performed in
different pH media in vitro by the by LC/MS. The cytotoxicity effects of L-DOX on human hepatocellular carcinoma cell HepG2, human
breast cancer cell line MDA-MB-231 and MCF-7 cells was measured by MTT assay. Results: With the help of EDC-HCI, the L-DOX
was synthesized. The cytotoxicity of L-DOX on the three different tumor cells were stronger than doxorubicin at the same concentration,
and could be inhibited by adding the freea-linolenic acid. Conclusion: L-DOX could be targeted to tumor cells via a-linolenic acid recep-
tor. It could be a new potential anticancer drug.
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