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Table S1. Functional Activity of Compounds 66–74, 78, 80–84, and 86–90 in Calcium Flux Assays Uusing HEK-293 Cells 

Stably Expressing the Human 5-HT2A, 5-HT2B, or 5-HT2C Receptor 

 

 

compda R n c n c n c 2A/2C 2B/2C

5-HT (1) 17 ±7.1 100% 14 3.0 ±1.5 100% 12 0.12 ±0.08 100% 17 134 24

66 NA 2 > 1000 43% ±19% 4 301 ±278 74% ±3% 4 > 3

67 NA 2 > 1000 10% ±1% 2 1965 ±153 66% ±0.3% 2 > 1

68 NA 2 NA 2 695 ±444 79% ±6% 3

69 NA 3 NA 3 1577 ±1716 87% ±11% 5

70 NA 2 NA 2 > 1000 61% ±6% 3

71 NA 2 NA 2 > 1000 41% ±2% 2

72 NA 2 NA 2 > 1000 39% ±10% 2

73 NA 2 > 1000 10% ±27% 2 > 1000 45% ±3% 2

74 NA 2 NA 2 1196 ±639 75% ±12% 2

78 NA 2 NA 2 1179 ±531 77% ±4% 2

80 NA 2 NA 2 > 1000 30% ±13% 2

81 NA 2 NA 2 > 1000 39% ±6% 2

82 NA 2 NA 2 > 1000 38% ±8% 2

83 NA 2 NA 2 > 1000 39% ±26% 3

84 NA 2 NA 2 > 1000 26% ±10% 2

5-HT (1) 10 ±1.7 100% 15 1.0 ±0.10 100% 15 0.09 ±0.01 100% 11 111 11

86 NA 2 204 ±39 84% ±4% 3 232 ±99 88% ±6% 2 > 43 0.88

87 > 10 µM 42% ±5% 2 185 ±34 84% ±2% 3 136 ±77 91% ±3% 3 1.4

88 NA 2 1739 ±302 17% ±2% 3 332 ±103 79% ±10% 3 > 30 5.2

89 NA 3 NA 3 > 5 µM 62% ±4% 2

90 NA 2 NA 2 > 10 µM 24% ±3% 2

a  Tested in two independent screening campaigns using different cell lines/passages.
b  Percent of maximal activation by 5-HT; activation at 10 µ M for compounds without EC50 value.
c  n : Number of concentration curves from ≥2 (typically ≥3) independent experiments.
NA: E max ≤ 12%.

5-HT2A 5-HT2B 5-HT2C Selectivity
EC50 ±SEM (nM) E max ±SEMbEC50 ±SEM (nM) E max ±SEMb EC50 ±SEM (nM) E max ±SEMb
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Copy of 1H, 13C-NMR and HPLC Spectra 
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trans-[2-(2-Bromophenyl)cyclopropyl]methylamine Hydrochloride (29).  

 

NH2

Br

HCl.
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trans-[2-(3-Methylphenyl)cyclopropyl]methylamine Hydrochloride (37). 

 

NH2
H3C HCl.
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