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Drug delivery

Prodrug approach to 
improving bioavailability 
of guanidino-containing 
compounds

The oral bioavailability of guanidino-containing drug compounds 
could be improved by synthesizing them as amino acid prodrugs. 
In vitro, amino acid esters of a guanidino-containing molecule were 
absorbed more efficiently in human cells than the unmodified parent 
compound. The esters also had high in vitro affinity for an enzyme 
that activates amino acid prodrugs. Future studies could include 
synthesizing and testing valine and isoleucine esters of guanidino-
containing therapeutics.
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