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ooon
TO
N
R §”
R, HN‘R4

FE i 15 ESI-MS
No. R R: R2 Rs R4 IMAH]*
41 CHs OCH:zF H H CH(CHb):z 1474
5 CHs OCHzF H H tert-butyl 488
6 CHs OCH2CHs H H CH(CHs3)2 470
7 CHs OCH:CHz3 H H tert-butyl 484
8 CH;s OCH;3 H H CH(CHs)2 456
9 CHs OCHF2 H H tert-butyl 506
10 CHs OCH3 H H tert-butyl 170
11 CHs o<>o H H CH(CHb)2

498
12 CHs OCHF? H H CH(CH»)z 492
13 CHs F H H tert-butyl 458
14 CHs F H H CHs 416
15 CHs F H H CH:CHs 430
16 CHs F H H cyclopropyl 442
17 CHs F H H 1-methylcyclobutyl 470
18 CHs OCHyF H H cyclopropyl 472
19 CHs OCHzF H H cyclobutyl 486
20 CHs OCHzF H H CHs 446
21 CHs OCHzF H H CH:CHs 460
22 CHs OCH:F H H 1-methyleyclobutyl 500
23 CHs OCHF2 H H cyclopropyl 490
24 CHs OCHF2 H H cyclobutyl 504
25 CHs OCHF: H H CHs 464
26 CHs OCHF2 H H CH:CHs 478
27 CHs OCHF2 H H 1-methylcyclobutyl 518
28 CHs OCH;s H H cyclopropyl 454
29 CHs OCHs H H CHs 428
30 CHs OCH3 H H CH2CHs 442
31 CHz OCHz3 H H 1-methylcyclobutyl 482
32 CHs OCH:CH3 H H cyclopropyl 468
33 CHs OCH:CH3s H H cyclobutyl 182
34 CHs OCH:CH3 H H CH; 442
35 CHs OCH2CH3 H H CH2CH3 456
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Ry Ry "R,

eyl ESI-MS

No. R Ri Re Ra R4 [M+H]

36 CHs OCH:2CH3 H H 1-methylcyclobutyl 496

37 CHs F H H cyclobutyl 456

38 CHoF F H H cyclobutyl 474

39 CHzF F H H 1-methylcyclobutyl 488

40 CH:F |F H H CH(CHa)2 462

41 CHzF F H H tert-butyl 476

42 CHzF F H H CH:2CH3; 448

43 CH:F | OCH; H H CH(CHs)2 474

44 CH.F OCHs H H cyclobutyl 486

45 CH2F OCHj3 H H 1-methylcyclobutyl 500

46 CHzF OCH3 H H CH=CHs 460

47 CHzF OCHs H H cyclopropyl 472

48 CHzF OCH:zCH3 H H CH(CHa): 488

49 CHoF OCH2CH3 H H cyclopropyl 486

50 CHzF OCH2CH3 H H CH:2CH3 474

51 CH:F | OCHzF H H CH(CHa)2 492

52 CH:zF OCHzF H H tert-butyl 506

53 CHzF OCHF: H H CH(CHa)z 510

54 CHzF OCHF: H H tert-butyl 524

55 CHoF OCH:CH3 H H tert-butyl 502

56 CHzF OCHzF H H CH:2CHs 478

57 CH:F OCH2F H H 1-methylcyclobutyl 518

58 CH:F OCH.F H H cyclobutyl 504

59 CHzF OCHF%: H H CH=CHs 496

60 CHzF OCHF: H H cyclobutyl 522

61 CHzF OCHF: H H 1-methylcyclobutyl 536
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0oooao
FHHN | FHpIN | e
binding assay binding assay binding assay

° ICs0 (nM) o ICs0 (nM) No- ICs0 (nM)

1 3.7 22 3.1 43 2.2

2 3.1 23 1.6 44 2.3

3 5.0 24 2.7 45 2.2

4 3.3 25 3.1 46 6.0

5 2.7 26 3.7 47 6.3

6 3.2 27 2.3 48 3.6

7 3.6 28 7.4 49 11.2

8 3.1 29 26.8 50 9.5

9 2.7 30 7.4 51 11.9

10 1.8 31 3.0 52 4.1

11 7.1 32 3.9 53 4.7

12 1.4 33 3.0 54 4.9

13 4.0 34 7.0 55 2.9

14 9.8 35 1.8 56 10.7

15 4.1 36 1.3 57 4.1

16 4.2 37 2.3 58 15.3

17 2.3 38 2.2 59 3.9

18 3.6 39 0.9 60 4.6

19 6.3 40 2.6 61 3.7

20 21.8 41 2.1

21 11.3 42 9.8
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