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Chapter-I, entitled “the intramolecular Horner-Wardsworth-Emmons (H.W.E) type olefination as a 

novel route for the total synthesis of the diaryl ether-based cyclopeptide OF4949 and some 

analogues”. The OF-4949s represented by the general structure I are known aminopeptidase 

inhibitors and thus constitute an important target for analogue design.  
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We became interested to extend the study towards the synthesis of OF-4949 through 

macrocyclisation of the key aminophosphonate derivative III. 
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Further retrosynthetic analysis of III reveals the fragments IV, V, VII, and VIII for a convergent union. 
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Chapter-II, entitled “Synthesis of α-amino acid derivatives using cross-metathesis reaction” 

describes our efforts towards the synthesis of the key α-amino acid fragment of a class of biologically 

active cyclic peptides are described. The naturally occurring cyclic peptide Trapoxin has as 



constituent a nine-carbon α-amino acid terminating in an unusual epoxy ketone moiety. Similarly, 

the α-amino acids IX-X are also constituents of other members of the class. 
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We became interested in developing a general synthetic route to this class of α-amino acid 

derivatives. The retrosynthetic analysis for the synthesis of the epoxy ketone containing α-amino 

acid derivative XI is given below. 
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Chapter-III, entitled “Synthesis of cyclopeptide derivatives of biological interest”. The retro-synthetic 

analysis for the synthesis of trapoxin XII is outlined below. Thus, functional group interconversion of 

the target molecule gives the unsaturated compound which could be further disconected into two 

olefins XIII and XIV. 
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