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Cyclization of 4-pyrazolyl esters of propiolate with iodine ('Graduate School of Industrial
Technology, Nihon University, *Graduate School of Aquatic Environment, Nagasaki
University) O Ayana Sato,' Yasukaki Furuya? Hayato Ichikawa,'

Many pyrazole derivatives exhibit biological activity. Therefore, the development of
synthetic methods for new pyrazole derivatives has attracted huge attention". Pyranopyrazole,
a fused six-membered ring ether with an oxygen atom at the 4 position of pyrazole, has attracted
huge attention as an M4-positive allosteric modifier, but there are few synthetic reports. In our
laboratory, to form the ring structure, 1,3-bis(2,6-diisopropylphenyl) imidazol-2-ylenediene
(acetonitrile) gold(I) tetrafluoroborate was added to propargyloxy pyrazoles at 12 mol% and
heated in an oil bath dissolved in chlorobenzene at 60 °C for 6 to 24 hours. As a result, the
cyclized product was obtained in excellent yields. Herein, we report the synthesis of new
pyrazole derivatives by cyclization reaction using iodine instead of gold catalyst?. Iodine
sodium bicarbonate and substrates were dissolved in nitromethane, and the reaction mixture
was stirred at room temperature for 1 h. The target product, 6-iodo-7-aryldihydropyrano[3,2-
clpyrazole, was synthesized in 42% yield.
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