Chemoselective synthesis, antiproliferative activities, and SAR study of
1H-pyrazol-5-yl-N,N-dimethylformamidines and pyrazolyl-2-azadienes

EE

Abstract: Chemoselective microwave-assisted amidination was successfully developed to
synthesize 1H-pyrazol-5-yl-N,N-dimethylformamidines and pyrazolyl-2-azadi-enes. All of the
starting materials and resulting products were tested against NCI-H226, NPC-TWO01, and Jurkat
cancer cells to evaluate their antiproliferative activities.

1 H-Pyrazol-5-yl-N,N-dimethylformamidines 2b, 2c, and 2d were most potent with ICs; values in
low micromolar range. The formyl group at C-4 position and the grafted amidinyl group in the main
core of pyrazolic molecule were necessary for the inhibitory activity.

Upregulating Noxa by ER stress, Celastrol exerts synergistic anti-cancer
activity in combination with ABT-737 in
human hepatocellular carcinoma cells
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