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ABSTRACT: 5-Fluorouracil is one of first line antitumor drugs as a highly active antimetabolite clinically now. It has a broad

antitumor spectrum, but it has shown a significant first pass metabolism, serious toxic side effects, a treatment does near toxic dose, an

unstable oral absorption and a shorter half-life. Therefore, the molecular modification of 5-fluorouracil for overcoming its disadvantages,

improving its targeting activity, playing its active role at the most and reducing its toxic and side effects has become a hot point of

research on anticancer drugs. The recent advances in research on varied molecular modifications of S-fluorouracil derivatives with

targeting activity and their antitumor activities were reviewed, according to different targeting carriers.
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