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OP13. INHIBITORS OF CARBONIC ANHYDRASES - CHALANGES OF DESIGN AND
SYNTHESIS
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Carbonic anhydrases (CA) are zinc containing enzymes which catalyze reversible hydration
and transport of carbon dioxide and. along with other functions, provide pH regulation in cells.
Among 15 isoforms of human CA special attention is dedicated to inhibition of tumor associated CA
IX and CA XII,' where good inhibitory activities and selectivities for series of sulfocoumarin have
been recently demonstrated.” We have found interesting design of saccharin derivatives which was
driven by protein-inhibitor crystallization experiment.’
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(1,2-Benzoxathiine 2,2-dioxide)
Design and synthesis of derivatives of sulfocoumarin and saccharin will be discussed. Overview of
their inhibition of CA and cytotoxicity on tumor cell lines will be presented.
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