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Abstract

Ritonavir is an effective therapeutic agent for the treatment of AIDS. It was
discovered at Abbott Laboratories in late 1992. The new drug application (NDA)
was filed in December 1995. Commercia start-up followed in January 1996, and
approval of U.S.A. FDA wasin March, 1996. Ritonavir is a protease inhibitor, an
amino alcohol with four chiral centers and two thiazole structures. This thesis
relates to the synthesis of ritonavir.

First, referring to the patent, starting from amino acohol (), through the
carbamation, deprotection of BOC group and finally acylation, ritonavir was
obtained in 25.2% yield from (L)-phenylalanine.

Second, amino alcohol( ) was condensed with acid( ) to give the
intermediate () in 83% yield. The obtained intermediate was characterized by
NMR and MS and is identica with the reported data. Ritonavir can be obtained
by hydrogenolysis of compound ( ) to removing benzyl group and then
connection with the second thiazol part( ) according to the condition described
in the publication, although we have no made atest to confirm it.

Third, starting from amino alcohol (), addition with NCA, protection with
BOC, deprotection the benzyl, reacting on carbonic acid esters( ), deprotection
BOC and acylation, the protease inhibitor ritonavir was aso synthesized in

19.1% yield from (L)-phenylalanine.
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