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*ﬁ’;ﬁ & PFR(DFE) "H NMR (d ppm. 300 MHz)
Bs
S\ C.H-BrN,S  |DMSO-d.: 7.61 (d, J = 8.1, 2H): 7.46
. > )Br g7 BrMNy 6
1. HQN"‘N (d J =78, 2H): 6.70 (s, 1H): 4.99
255.14 (br. s, 2H).
i’; ol C4H,CIN,S  |DMSO-dg: 7.78 (d, J = 84, 2H); 7.39
2. |H,NN (d, J =78, 2H); 7.07 (br. s, 2H); 7.05
210.68 (s. TH).
ST
,;;3—@ C,oH,FsN,S  |CDCly: 8.12-8.06 (m, TH); 7.91 (d, J
HoN" N
3. 2 CF; = 6.9, 1H): 7.50-7.42 (m, 2H): 6.79
24424 (s, TH): 5.02 (br. s, 2H).
C,sHigN,S  |DMSO-d.: 1.28 (s, 9H). 6.89 (s, 1H)
S H 136N 6 . . \ ,
4. [Hnn et 701 (br.s, 2H), 7.34 (d J = 9.0 Hz,
232 35 2H), 7.67 (d, J = 8.1 Hz, 2H)
s = C11Hi2NpS CDCl,: 7.66 (d, J = 7.8, 2H); 7.20 (d,
5. HzN)‘"N N\ CH, (220.07) J =175, 2H): 6.65 (s, TH); 5.06 (br. s,
2H); 2.65 (d, J = 7.5, 2H); 124 (t, J
= 7.2, 3H).
o C,sHigN,S  |CDCly: 765 (d, o = 7.8, 2H); 7.18 (d.
6 by~ J =78, 2H), 6.63 (s, 1H); 5.12 (br.s,
2H); 2.52-2.45 {m, 1H); 1.90-1.80
(258.38) (m, 6H): 1.45-1.38 (m, 4H),
C..H..N.S |cDCl; 7.09 (s, 1H), 7.13 (br.s, 2H),
S W 13" Hg'Y2 3
7. HZNJ\\;\_@OCFB 7.35(d, J = 8.4, 2H); 7.90 (d, J =
260.24 8.1, 2H).
Cl
; i’\\_@ CoReClNoS  Ipmso-dg: 7.80 (s, 2H); 7.46-7.40
© |H.N"'N : :
5 9 245 13 (m, 1H): 7.31 (s, 1H): 7.17 (br. s, 2H).
S (" hci|  CaHiClLN,S  |CDCl: 7.85 (s, 1H); 7.56 (dd. o =
9. H:N" N o, 84, 21 1H): 7.39 (d, J = 84, 1H):
24513 6.72 (s, 1H): 5.01 (br.s, 2H).
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ooooOooao
/SL:\\—QF CoHeF2N2S  |CDCly: 7.60-7.53 (m, 1H); 7.48-7.43
10. HN"N (212.22)  [(m, 1H); 7.18-7.07 (m, 1H); 6.66 (s,
F 1H); 4.98 (br. s, 2H).
S
I JQ}—QF CoHsFaNoS  ope,- 504 (br. s, 2H), 6.80-6.93
' 2 F 901207 |(m. 3H), 7.95-8.04 (m, 1H)
S —
" HZNJ;\'\—QCFS C1oHsFaN2S IpMso-dg: 787-7.74 (m, 3H); 7.40
' F 26223 (s, 1H); 7.22 (br. s, 2H).
EWF C,oHgF4N,S |DMSO-dg: 7.20 (br. s, 2H), 7.24 (s,
13, HoN™ N .- 1H), 7.52 (t, J = 8.7 Hz, 1H), 8.13 (d,
3 262.23 J = 6.0 Hz, 2H)
iw C,oHeF4N,S |CDClI,: 5.04 (br s, 2H), 7.10 (s, 1H),
14, [HoNT'N e 7274, J=75Hz 1H), 751 (t, J =
3 262.23 6.9 Hz, 1H), 8.21-8.28 (m, 1H)
iwCF3 C,oHeF4N,S |CDCly: 5.00 (br s, 2H); 7.16 (s, 1H);
15, [RNTN 737(d, J= 117, 1H); 744 (d, J =
262.23 8.4, 1H); 8.18 (t, J = 7.8, 1H).
CF3
sy C,oHeF4N,S |DMSO-dg: 7.23 (br s, 2H); 7.41 (s,
18. [N SN 1H); 7.55 (d, J = 9.0, 1H); 7.89 (d, J
F 262.23  |=102, 1H); 7.99 (s, 2H).
i A 1l CioHsCIF3N,S |CDCly: 5.05 (br s, 2H), 6.78 (s, 1H),
17. HoN™ N oF 746 (d, / =8.1Hz 1H), 7.82 (d, J =
3 27868  |7.8 Hz, 1H), 8.08 (s, 1H)
N F | C,HsF.N,OS
i H2N’L\N/ 10767 4722 IDMSO-d,: 7.92-7.85 (m, 2H); 7.50
' OCFs; 97893 (t, /= 8.7, 1H); 7.18 (br. s, 3H).
i\—QOCFg C10HeF4N,OS |DMSO-d,: 7.87-7.80 (m, 1H); 7.73
19 NN (d, /=87 Hz, 1H); 755 (d, J = 8.1
27823 Hz, 1H); 7.24 (s, 1H); 7.18 (br.s, 2H).
7 ot | CroHsCIFaNS |\ epe: 508 (s, 1H); 7.82 (d, v = 7.8,
20. |HoN"'N (278.68)  [1H); 7.46 (d, J = 8.1, 1H); 6.78 (s,

1H); 5.05 (br. s, 2H).
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gooooao
,S&—QOO% CoHsCIF;N,0S [DMSO-di: 7.19 (br s, 2H), 7.57 (, J
21. HaN™ N = 8.1 Hz, 1H), 7.86 (d, / = 8.1 Hz,
Cl 294.68 1H), 8.05 (s, 1H)
iWCl C,oHgCIFsN,08 [DMSO-df: 7.22 (br s, 2H), 7.28 (s,
22. HoN" "N o or 1H), 7.68 (d, J = 8.4 Hz, 1H), 7.83-
3 294.68 7.92 (m, 2H)
CF4 10
s\ /S~ CoHgCIF;N,S |DMSO-dl: 8.17 (br s, 2H), 7.46 (s,
23 NN A 1H), 7.73 (s, 1H), 8.10 (s, TH), 8.17
Cl 278.68 (s, 1H)
s = F C,oHgF4N,0S [DMSO—dg: 7.20 (br. s, 2H), 7.24 (t, J
24. H NJQ,}—QOH =72.3 Hz, 1H), 7.48 (s, 1H), 7.65 (d,
2
FF (278.23) J =90, 2H)
F
- ina C1oHsFsN2S  |DMSO-dg: 7.72 (d, v = 11.7, 2H);
B F 28022  |7.52 (s, 1H); 7.29 (or. s, 2H). 2
& C-F| c.oHFNg [PVMSO-dg: 835-8.21 (m, 1H): 748~
26. [HoNT'N 10 % % 27 1735 (m, 1H); 7.21 (br. s, 2H); 7.05 (s,
F CFs 280.22
1H).
EWCFs C,oHsFsN,S  |DMSO-dg: 7.24 (s, 1H), 7.28 (br. s,
27.  |HN" N 2H), 765 (t, J = 7.2, 1H), 7.94 (t, J
FF 280.22 = 7.5, 1H).
CF3
28 1 NN (m, 1H); 7.58-7.50 (m, 1H); 7.26
F 262.23 (br.s, 2H); 7.13 (s, 1H)
iwcps C1oHsCIF3N,S |DMSO-d: 7.25 (br s, 2H), 7.43 (s,
29 [HoNT'N o 1H), 7.84 (d, J = 8.4 Hz, 1H), 7.94
278.68 (d, J = 84 Hz, 1H), 8.09 (s, 1H)
Cl
30 |, NN cl 744 (d, J = 6.9 Hz, 1H), 7.74 (d, J =
? F (26312) (9.0 Hz, 1H) 40
N "o | CioHsFsN,08 |DMSO-dg: 7.75-7.62 (m, 2H); 7.33
31 HaN™ "N F>—F (t, J=8.1,1H); 723 (¢, / = 73.2,
(260.24) 1H); 7.12 (br.s, 3H).
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T4 A EROCHTAEREBADILEMORY)—— 48

SEht 451 ERTRPAT 5% ~TRPAT
PR3 (%) ICs,fE FRE 3 (%) IC5ofE
1.0uM 10.0uM (nM) 1.0uM 10.0uM (M)

E 5] 1 95.23 100 A 71.29 100 C
Ehtdpl 2 99.71 100 A 34.88 4378 ——
=M%l 3 | 9554 99.5 A 68.51 98.26 C
EEfFl 4 | 99.76 99.99 A 72.22 100 ——
=l 5 | 98.12 99.13 A 95.6 98.5 —
el 6 | 99.29 99.64 A 97.34 99.34 C
E 5 7 100 99.48 A 79.39 100 C
=i 9 98.4 98.06 A 94.74 94.14 ——
EhtEF) 10 [ 99.92 100 — 35.23 68.40 —
S 11 100 100 A 22.87 39.67 ——
EEFI 12 98.4 99.18 A 9458 99.49 C
EHifF 13 [ 99.65 99.8 A 99.32 99.32 ——
EhtEF) 19 [ 99.73 100 A 99.49 99.27 A
=gl 20 | 99.64 99.77 A 99.65 100 A
EhEFI 21 | 99.47 99.99 A 100 100 A
EHEHl 22 | 10000 | 100.00 A 98.34 100 —
EHaf 23 | 99.32 100 A 100 100 A
%l 24 | 99.56 100 A 100 99.77 B
=M% 25 | 99.89 100 A 98.78 | 100.00 B
E I 26 99.9 99.5 A 97.74 100.00 C
=gl 27 | 97.83 99.83 A 81.78 99.60 C
EhEF 28 | 98.02 99.6 A 92.85 100.00 —
a5 29 | 98.07 99 63 A 100 100 A
Eha 30 | 9559 99.71 A 100 99.31 B
=R 31| 99.15 99.20 —— 99.59 96.16 —
=5l 32 | 99.20 99.40 —— 99.81 100 ——
=g 35 | 98.33 99.33 A ——— ——— A
E {5l 36 100 99.87 A 100 100 A
=%l 37 [ 99.76 99.87 —— 96.54 95.79 —
EHif5) 38 | 99.81 99.91 A 98.96 99.19 A
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T4 A EROCHTAEREBADILEMORY)—— 48

SEht 451 ERTRPAT 5% ~TRPAT
PR3 (%) ICs,fE FEEE (%) 1C,, B
1.0uM 10.0uM (nM) 1.0uM 10.0uM (M)

E 5] 1 95.23 100 A 71.29 100 C
Ehtdpl 2 99.71 100 A 34.88 4378 ——
=M%l 3 | 9554 99.5 A 68.51 98.26 C
EEfFl 4 | 99.76 99.99 A 72.22 100 ——
=l 5 | 98.12 99.13 A 95.6 98.5 ——
el 6 | 99.29 99.64 A 97.34 99.34 C
E {5l 7 100 99.48 A 79.39 100 C
E ] 9 98.4 98.06 A 94.74 94.14 —
EhtEF) 10 [ 99.92 100 — 35.23 68.40 —
=R 11 100 100 A 22.87 39.67 —
EEFI 12 98.4 99.18 A 9458 99.49 C
EHifF 13 [ 99.65 99.8 A 99.32 99.32 ———
EhtEF) 19 [ 99.73 100 A 99.49 99.27 A
=gl 20 | 99.64 99.77 A 99.65 100 A
EhEFI 21 | 99.47 99.99 A 100 100 A
EHEHl 22 | 10000 | 100.00 A 98.34 100 —
EHaf 23 | 99.32 100 A 100 100 A
%l 24 | 99.56 100 A 100 99.77 B
=M% 25 | 99.89 100 A 98.78 | 100.00 B
E I 26 99.9 99.5 A 97.74 100.00 C
=gl 27 | 97.83 99.83 A 81.78 99.60 C
EhEF 28 | 98.02 99.6 A 92.85 100.00 —
a5 29 | 98.07 99 63 A 100 100 A
Eha 30 | 9559 99.71 A 100 99.31 B
=R 31| 99.15 99.20 —— 99.59 96.16 —
=5l 32 | 99.20 99.40 —— 99.81 100 —
=g 37 | 98.33 99.33 A ——— ——— A
E 5 38 100 99.87 A 100 100 A
EhtEl 39 [ 99.76 99.87 —— 96.54 95.79 —
EHif5) 40 [ 99.81 99.91 A 98.96 99.19 A
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