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Journey of naturally occurring isolated active compound to semi synthetic derivatives via azomethine ylide or 1, 3 Dipolar Cycloaddition for better pharmacological activity

Arindam Maity1*, Tapan Kumar Shaw2

1Department of Pharmaceutical Technology, JIS University, Kolkata-700109, West Bengal, India.
2BCDA College of Pharmacy & Technology, Barasat, Kolkata-700127, West Bengal, India.
*E. Mail: arindam.ju05@gmail.com

Abstract (within 250)
Development of a Lead bioactive natural compound/s to an effective and new bioactive one by semi-synthetic approach with incorporating of heteroatom’s (O, N, S etc) was become more popular for drug discovery research. Several popular natural products like artemether, artesunate, docetaxel, paclitaxel, flavopiridol, ixabepilone etc was evolved as major drug candidate via semi-synthetic modification of lead bioactive natural products. This is popular now a day due to less possible side effects of natural product or its derivatives and available known application areas with less toxicity. Cycloaddition approach has emerged as one of the most effective strategies for developments of modification of natural products. One of the important methods is dipolar cycloaddition or azomethine ylide cycloaddition.  The process generates new stereocenters which allowed it to contribute very much to the development of stereo structure-activity relationships during screening campaigns. This triggers us to study with natural compounds having a free double bond-like in andrographolide, curcumin, withaferin etc. We started our journey of preparing diversely functionalized heterocycles via azomethine ylide cycloaddition or dipolar cycloaddition using simple commercially available or synthetic dipolarophiles and extended it to a new dimension by employing dipolarophiles available from nature like andrographolide, withaferin A, curcumin etc. Several compounds have been prepared and biological activity evaluation revealed some very promising increase in activity in compare to the natural moieties. These results of biological evaluation encouraged us to construct a better diversified library and applying it for different pharmacological activity.
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