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APPLICATION OF SULFONAMIDES TO THE SYNTHESIS OF
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This research was done to test the difference in results using a modified
method for synthesis isoquinolines. A comparison was made to results achieved

using the traditional Pictet-Spengler reaction.

The Pictet-Spengler reaction is a route for the synthesis of isoquinoline
alkaloids and derivatives. The reaction utilized acid-catalyzed intramolecular
cyclization of imine intermediates, forming by condensation of B-arylethylamine with
carbonyl compound, to give 1,2,3 4-tetrahydroisoquinoline derivatives. The Pictet-
Spengler reaction has long been limited to active substrates in which the aromatic ring
is activated by electron donating substituents such as methoxy or hydroxy group
mainly at the para position to the point of cyclization. In our work, we presented the
modified method by increasing the electrophilicity of iminium group by means of an

electron withdrawing substituent, sulfonyl group, on the nitrogen.

It was found that this synthetic route provided in moderate to high yields of]
isoquinolines,  3,4-dihydroisoquinolines and 1,2 3,4-tetrahydroisoquinolines,
depending on the appropriate deprotection of the sulfonyl group in the final step. In
addition, the reaction can be applied to both activated and non-activated aromatic

compounds.
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