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Abstract
The development of antiretroviral therapy for acquired immunodeficiency syndrome
(AIDS) has traced one of the most dramatic progressions in the history of medicine. By late
1980s, it had become apparent that combination chemotherapy with two reverse transcriptase
inhibitors (RTIs) was more effective than NRTI monotherapy, which led to the current highly
active antiretroviral therapy or HAART. From the beginning, the development of anti-AIDS
drugs was based on molecular targeting. The first drug azidothymidine literally targeted the
viral reverse transcriptase. As of today, well over 300 crystal structures have been solved for
various human immunodeficiency virus reverse transcriptase and protease - a testimony to the
importance placed on structural information in the process of inhibitor design. Combined with
medicinal chemistry and target-based screening efforts, structural investigations have led to a

structurally diverse compendium of anti-AIDS drugs.
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