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Research of oral prodrugs: opportunities and challenges

CAO Feng', PING Qi-neng'*, CHEN Jun’

(1. Department of Pharmaceutics, China Pharmaceutical University, Nanjing 210038, China;
2. School of Science, Nanjing University of Technology, Nanjing 210009, China)

Abstract: Prodrug is an effective way to improve the oral absorption of the drugs which belong to

Biopharmaceuticals Classification System ( BCS) class IIT and IV. This review addresses the progress of

the oral prodrugs in recent years, mainly including classical prodrug design and targeted prodrug design.

Classical prodrug design is focused on modification of oil-water partition coefficient or decrease the

metabolism of parent drugs. Targeted prodrug design is actively concerned with the physiological

characteristics of the gastrointestinal tract to target tissues, enzymes and influx transporters. Intestinal

influx transporter, the peptide transporter-targeted prodrug design is a growing field of the research of oral

prodrugs recently. Challenges of prodrug strategy, design and investigation in vivo are also discussed.
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