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In today’s drug development world, combinatorial chemistry, high-throughput 
screening and genomics have provided a technologic platform that produces 

hundreds of thousands of new chemical entities with therapeutic potential each year. 
Oral bioavailability plays leading role in primary screening of drug and designing 
innovative drug delivery technologies. Th e therapeutic eff ectiveness of a drug depends 
upon the ability of the dosage form to deliver the medicament to its site of action at 
a rate and amount suffi  cient to elicit the desired pharmacodynamic response. Nearly 
60% of the herbal, synthetic and biotechnological drug candidates face bioavailability 
problems therefore dosage form design becomes an imperative tool. Initial insilico 
and invitro predictive methods for understanding factors infl uencing bioavailability 
exclusively focused on drug characteristics thus overlooked action of transporter 
protein, presystemic metabolism, Pgp effl  ux mechanism which plays signifi cant role 
on absorption of drug. With the advent of novel techniques much attention should 
be focused in dealing with major barriers for oral absorption, as well as methods for 
evaluating oral bioavailability. Choosing a suitable approach among vast number of 
approaches is oft en not an easy task. Suffi  cient survey and knowledge of the causes of 
low bioavailability and various absorption pathways is a key to successful selection 
of an appropriate strategy for a particular drug. Th erefore it is mandatory for every 
research to give more stress on diff erent barriers to absorption and various approaches 
that can be successfully applied to perk up oral bioavailability. 
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