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(Abstract] Objective To design, synthesis and activity screening of salicylanilides as new mgluS receptor antagonist.
Methods A scaffold hopping approach has been exploited to design a novel class of mglu5 receptor antagonists I-IV.
The design compounds were synthesized by using salicylic acids and anilines. The structures of target compounds were identified
by NMR and MS. The activity of mglu 5 was screened by Ca** mobilization assay. Results The designed salicylanilides show
potent antagonistic activity to mgluS receptor in vitro. Among them, compound I was the best, and 1Cs, of compound I was
0.079 pmol/L.. Conclusion The salicylanilides were new potent mgluS receptor antagonist and worth to be further studied.
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7.83 (d, J=2.4 Hz, 3H,Ar-H), 7.47 (dd, J=2.4, 2.4
Hz, 1H, Ar-H), 7.36 (s, 1H, Ar-H), 7.03 (d, J=
8.8, 1H, Ar-H), ESI-MS (m/%): 314.9610 (M—H)",
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'H NMR (400 MHz, DMSO-dq) &: 11.41 (s, 1H,
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Ar-H), 7.48 (dd, J=2.8, 2.4 Hz, 1H, Ar-H), 7.03
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(d, J =2.4 Hz, 1H, Ar-H), 7.65 (d, J=2.4 Hz, 1H,
Ar-H), 7.62 (dd, J=8.2, 2.4 Hz, 1H, Ar-H), 7.59
(dd, J=8.6, 2.4 Hz, 1H, Ar-H), 6.97 (d, J=4.0 Hz,
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226 HirEEWIVINER # 5-EH Bk
02— 58 -4 — TR R WA S N o i A Ok T
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2.8 Hz, 1H, Ar-H), 7.88 (dd, J=1.6, 1.6Hz, 1H,
Ar-H), 7.53 (dd, J=2.8, 2.8 Hz, 1H, Ar-H),7.09
(d, J=8.8 Hz, 1H, Ar-H)_ ESI-MS (m/%): 306.992
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