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TH-NMR (CDCl3): 9.46 (s, 1H); 4.48 (t, J = 6.5 Hz, 1H); 3.26-3.13 (m, 1H); 2.74-

2.60 (m, 1H).
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TH NMR (500 MHz, CDClg) d ppm 1.74 - 1.83 (m, 2 H), 1.83 - 1.90 (m, 2 H), 2.32 (
td, J=11.6, 2.6 Hz, 2 H), 2.55 (tt, J=11.9, 3.8 Hz, 1 H), 2.99 (br. d, J=11.3 Hz
, 2 H), 3.86 (s, 2 H), 7.18 - 7.22 (m, 2 H), 7.22 - 7.25 (m, 2 H), 7.28 - 7.34 (
m, 2 H), 7.44 - 7.51 (m, 1 H), 7.51 - 7.58 (m, 4 H), 7.78 (s, 1 H), 8.43 (d, J=7
.2 Hz, 1 H).

Doooooo

0000000000000 0000O00D0O00DNO00DDNON0DNONO0ONONOoONOoonoon

0000000000000 O00O0O0O0O0OO0O0O0OO00OO0DO0OODOOOOOoOoOoooon
O

O

ooooao
ooooao

oooooao
bobozsgoo0o0doobooboooobooooooo0oooobooooobooOoobooboOoo
gboobooooooobgoboboboooobobobobobooooobobobao
ugbdoooooobouoboboboobooooboboboboobooobouobobobaa
ooooboooooobooooobooooooobooooobobooooboooobooo
gooboooobooocooboboobooooboooobooo0ooobso0oobooogn
ugbobooooobooboobobobo,bo,00b00b00obobooooobobobad
ooooboooooobooooobooooooobooooobobooooboboooobooo
goobogzgoobooboooobooooobooo0oooobooooobooOooboobood
gboobooooobooboboobooonn

1H NMR (500 MHz, CDCl3) d ppm 3.67 (q, J=10.1 Hz, 2 H), 3.71 - 3.76 (m, 4 H), 4.

02 - 4.10 (m, 4 H), 6.57 (t, J=4.6 Hz, 1 H), 6.65 (d, J=7.8 Hz, 1 H), 7.53 (s, 1
H), 7.94 (d, J=7.8 Hz, 1 H), 8.35 (d, J=4.9 Hz, 1 H).
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H), 3.31 (td, J=12.6, 2.3 Hz, 1 H), 3.66 (g, J=9.8 Hz, 2 H), 4.22 (b

J=13.2 Hz, 2 H), 6.65 (d, J=7.9 Hz, 1 H), 7.21 - 7.28 (m, 3 H), 7.30 - 7.3
H), 7.51 (s, 1 H), 7.89 (d, J=7.6 Hz, 1 H).
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MHz, CDCL3) d ppm 2.57 (s, 3 H), 3.82 (g, J=9.7 Hz, 2 H), 6.81 (dd,

J=5.8, 2.3 Hz, 1 H), 6.85 (d, J=2.1 Hz, 1 H), 7.00 (dd, J=10.9, 2.3 Hz, 1 H), 7.
05 (dd, J=8.3, 2.3 Hz, 1 H), 7.10 (dd, J=7.2, 1.6 Hz, 1 H), 7.63 (t, J=8.3 Hz, 1
H), 7.84 (s, 1 H), 8.26 (d, J=7.2 Hz, 1 H), 8.46 (d, J=5.8 Hz, 1 H).
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.04 (t, J=7.2 Hz, 3 H), 1.87 (br. s., 1 H), 1.73

94 (m, 2 H), 2.39 (td, J=13.3, 4.9 Hz, 2 H), 2.77 (t,

J=11.8, 2.0 Hz, 2 H), 3.36 - 3.43 (m, 2 H), 6.81 (d, J

=7.2 Hz, 1 H), 7.28 - 7.32 (m, 1 H), 7.33 (s, 1 H), 7.40 (t, J=7.7 Hz, 2 H), 7.5
- 7.61 (m, J=8.1, 1.2 Hz, 2 H), 7.79 (d, J=7.5 Hz, 1 H).
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IH NMR (500 MHz, CDCLg) d ppm 1.94 (qd, J=12.1, 3.8 Hz, 2 H), 1.98 - 2.07 (m, 4

H), 2.15 - 2.27 (m, 2 H), 2.79 (tt, J=12.1, 3.8 Hz, 1 H), 2.88 (t, J=7.5 Hz, 2 H
). 3.29 (td, J=12.7, 2.3 Hz, 2 H), 4.18 (br.d, J=13.0 Hz, 2 H), 6.61 (d, J=7.8 H
z, 1 H), 7.21 - 7.26 (m, 3 H), 7.29 (s, 1 H), 7.31 - 7.36 (m, 2 H), 7.79 (d, J=7
.8 Hz, 1 H).
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ppm 1.85 - 2.00 (m, 2 H), 2.02 - 2.12 (m, 2 H), 2.84 (

3.8 Hz, 1 H), 3.36 (td, J=12.7, 2.3 Hz, 2 H), 4.29 (dt, J=13.2, 2.0
72 (d, J=7.9 Hz, 1 H), 7.21 - 7.28 (m, 3 H), 7.30 - 7.38 (m, 2 H), 7
2 Hz, 1 H), 8.03 (d, J=7.9 Hz, 1 H).
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MHz, CDCl5) d ppm 2.56 - 2.63 (m, 4 H), 3.74 (q, J=10.1 Hz, 2 H), 3.
78 (s, 2 H), 3.82 - 3.88 (m, 4 H), 6.49 (t, J=4.9 Hz, 1 H), 7.21 (d, J=6.9 Hz, 1
H), 7.67 (s, 1 H), 7.94 (d, J=6.9 Hz, 1 H), 8.31 (d, J=4.6 Hz, 2 H).
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14 NMR (500 MHz, CDCl) d ppm 2.15 (br. t, J=11.8 Hz, 2 H), 2.33 (td, J=13.6, 4.
9 Hz, 1 H), 2.42 (td, J=13.6, 4.9 Hz, 1 H), 3.31 (br. t, J=11.8 Hz, 2 H), 3.44 -
3.52 (m, 2 H), 3.71 (q, J=9.8 Hz, 2 H), 6.87 (d, J=7.2 Hz, 1 H), 7.31 - 7.36 (m
, 1H), 7.39 - 7.45 (m, 2 H), 7.46 - 7.50 (m, 2 H), 7.60 (s, 1 H), 7.91 (d, J=7.
2 Hz, 1 H).
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1H NMR (400 MHz, CDCl3) d ppm 1.93 - 2.09 (m, 4 H), 2.69 (tt, J=11.3, 4.6 Hz, 1
2 H), 3.66 (br. d, J=11.6 Hz, 2 H), 3.70 (q, J=9.8
1 H), 7.20 - 7.26 (m, 1 H), 7.28 - 7.32 (m, 2 H),
59 (s, 1 H), 7.88 (d, J=7.5 Hz, 1 H).
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H), 3.34 (td, J=12.9, 2.8 Hz,
3 H), 4.21 (br. d, J=12.9 Hz, 2
), 7.51 (s, 1 H), 7.90 (d, J=7.6 Hz, 1 H).
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TH NMR (500 MHz, CDClg) d ppm 1.72 (s, 6 H), 1.81 (s, 1 H), 1.91 (br. d, J=11.8
Hz, 2 H), 2.08 (qd, J=12.7, 3.5 Hz, 2 H), 2.92 - 3.02 (m, 2 H), 3.64 (d, J=11.6
Hz, 2 H), 3.70 (q, J=9.8 Hz, 2 H), 3.81 (tt, J=11.8, 3.8 Hz, 1 H), 6.82 (d, J=7.
5 Hz, 1 H), 7.13 - 7.22 (m, 1 H), 7.30 (t, J=7.4 Hz, 1 H), 7.43 (d, J=7.8 Hz, 1
H), 7.49 (d, J=7.5 Hz, 1 H), 7.58 (s, 1 H), 7.88 (d, J=7.5 Hz, 1 H).
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TH NMR (500 MHz, DMSO-dg) d ppm 1.57 (s, 6 H), 1.76 - 1.92 (m, 4 H), 3.20 - 3.29
(m, 2 H), 3.91 - 4.00 (m, 1 H), 4.14 (q, J=11.0 Hz, 2 H), 4.20 (br. d, J=13.6 H

z, 2 H), 5.07 (s, 1 H), 7.00 (d, J=7.8 Hz, 1 H), 7.11 (t, J=7.2 Hz, 1 H), 7.19 (

t, J=7.4 Hz, 1 H), 7.31 (d, J=7.5 Hz, 1 H), 7.39 (d, J=7.5 Hz, 1 H), 7.40 (s, 1

H), 8.51 (d, J=7.8 Hz, 1 H).
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H NMR (500 MHz, CDClz) d ppm 2.14 - 2.24 (m, 2 H), 2.29 (td, J=13.9, 4.6 Hz, 1

H), 2.36 (td, J=13.9, 4.9 Hz, 1 H), 3.63 (td, J=13.0, 2.6 Hz, 2 H), 3.67 (g, J=9
.8 Hz, 2 H), 4.03 (ddd, J=12.7, 2.3 Hz, 2 H), 6.69 (d, J=7.8 Hz, 1 H), 7.31 - 7.
36 (m, 1 H), 7.37 - 7.45 (m, 4 H), 7.54 (s, 1 H), 7.94 (d, J=7.8 Hz, 1 H).
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TH NMR (400 MHz, CDCl3) d ppm 1.19 - 1.35 (m, 2 H), 1.38 - 1.55 (m, 3 H), 1.99 -
2.12 (m, 2 H), 2.13 - 2.24 (m, 2 H), 3.27 - 3.44 (m, 1 H), 3.67 - 3.75 (m, 1 H)
, 3.76 (q, J=9.8 Hz, 2 H), 3.90 (br. s., 1 H), 6.69 (d, J=8.8 Hz, 2 H), 7.07 (d,
J=7.2 Hz, 1 H), 7.58 (d, J=8.8 Hz, 2 H), 7.72 (s, 1 H), 8.13 (d, J=7.4 Hz, 1 H)
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1H NMR (400 MHz, cDCI3) d ppm 1.37 (br. s., 1 H), 1.70 - 1.92 (m, 8 H), 3.48 - 3
.57 (m, 1 H), 3.77 (9, J=9.9 Hz, 2 H), 3.98 (br. s., 1 H), 4.69 (br. d, J=7.6 Hz
, 1 H, 6.79 (d, J=9.0 Hz, 1 H), 7.05 (d, J=7.2 Hz, 1 H), 7.60 (dd, J=9.3, 2.1 H
z, 1 H), 7.62 (s, 1 H), 7.75 (s, 1 H), 8.15 (d, J=7.2 Hz, 1 H).

ooooooood

TH NMR (400 MHz, CDCl3) d ppm 1.26 (br. s., 1 H), 1.30 - 1.42 (m, 2 H), 1.42 - 1
.54 (m, 2 H), 2.03 - 2.13 (m, 2 H), 2.20 (br. d, J=12.0 Hz, 2 H), 3.35 - 3.47 (m
, 1L H), 3.70 - 3.80 (m, 1 H), 3.77 (q, J=9.7 Hz, 2 H), 4.51 (br. d, J=7.2 Hz, 1
H), 6.79 (d, J=8.6 Hz, 1 H), 7.04 (d, J=7.2 Hz, 1 H), 7.59 (dd, J=8.6, 2.1 Hz, 1
Hz, 1 H), 7.75 (s, 1 H), 8.16 (d, J=7.2 Hz, 1 H).
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MHz, CDCI3) d ppm 1.27 (br. s., 1 H), 1.33 (s, 3 H), 1.49 - 1.67 (m,

4 H), 1.71 - 1.81 (m, 2 H), 2.05 - 2.15 (m, 2 H), 3.51 - 3.60 (m, 1 H), 3.75 (q
, J=9.9 Hz, 2 H), 4.50 (br. d, J=7.4 Hz, 1 H), 6.76 (d, J=8.6 Hz, 1 H), 6.92 (d,
J=6.9 Hz, 1 H), 7.37 (dd, J=8.6, 2.1 Hz, 1 H), 7.49 (d, J=2.1 Hz, 1 H), 7.70 (s

, 1 H), 7.95 (d, J=6.9 Hz, 1 H).
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TH NMR (400 MHz, CDCl) d ppm 1.14 (br. s., 1 H), 1.30 (s, 3 H), 1.51 - 1.64 (m,
2 H), 1.62 - 1.73 (m, 2 H), 1.73 - 1.81 (m, 2 H), 1.93 - 2.03 (m, 2 H), 3.29 -

3.40 (m, 1 H), 3.75 (q, J=9.9 Hz, 2 H), 4.45 (br. d, J=7.9 Hz, 1 H), 6.75 (d, J=

8.6 Hz, 1 H), 6.92 (d, J=7.2 Hz, 1 H), 7.37 (dd, J=8.6, 2.1 Hz, 1 H), 7.48 (d, J

=2.1 Hz, 1 H), 7.70 (s, 1 H), 7.95 (d, J=6.9 Hz, 1 H).
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TH NMR (500 MHz, CDCl;) d ppm 1.31 - 1.40 (m, 2 H), 1.43 - 1.53 (m, 2 H), 1.47 (

s, 1 H), 2.08 (br. d, J=10.4 Hz, 2 H), 2.21 (br. d, J=11.6 Hz, 2 H), 3.33 - 3.43
(m, 1 H), 3.71 - 3.78 (m, 1 H), 3.75 (q, J=9.8 Hz, 2 H), 4.37 (br. d, J=7.8 Hz,
1 H), 6.76 (d, J=8.7 Hz, 1 H), 6.92 (d, J=6.9 Hz, 1 H), 7.37 (dd, J=8.4, 2.0 Hz
, 1 H), 7.49 (d, J=2.3 Hz, 1 H), 7.70 (s, 1 H), 7.96 (d, J=7.2 Hz, 1 H).
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1H NMR (400 MHz, CDCl) d ppm 0.61 - 0.67 (m, 2 H), 0.84 - 0.90 (m, 2 H), 2.50 -

2.58 (m, 1 H), 3.78 (g, J=9.9 Hz, 2 H), 5.03 (br. s., 1 H), 7.06 (d, J=7.2 Hz,
1 H), 7.21 (d, J=8.6 Hz, 1 H), 7.60 (d, J=2.1 Hz, 1 H), 7.63 (dd, J=8.6, 2.1 Hz,
1 H), 7.76 (s, 1 H), 8.16 (d, J=7.4 Hz, 1 H).
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d ppm 1.78 (br. d, J=11.8 Hz, 2 H), 1.99 (td, J=13.0, 4.
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6 Hz, 2 H), 2.57 - 2.67 (m, 2 H), 2.83 (br. d, J=11.3 Hz, 2 H), 3.73 (g, J=9.9 H
z, 2 H), 3.81 (s, 2 H), 5.08 (s, 2 H), 7.13 - 7.18 (m, 1 H), 7.19 - 7.24 (m, 2 H
), 7.24 - 7.31 (m, 2 H), 7.66 (s, 1 H), 7.93 (d, J=6.9 Hz, 1 H).
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ogboooag
fEa¥ mseo (r:) MH | RT(%) | LCMS¥:
1 nd 392 393 5.32 1
2 239 387 388 3.34 1
3 nd 384 385 4.4} 1
4 nd 426 427 4.11 1
5 126.8-131 412 413 313 1
6 161 344 345 473 1
7 nd 392 393 5.08 1
8 201.1 360 361 393 !
9 155 368 369 428 1
10 nd 378 379 5.01 1
11 181.8 368 369 4.25 1
12 150 330 331 439 i
13 nd 408 409 4.03 1
14 194.4 375 376 4.41 ]
15 148.2 345 346 431 !
16 265 346 347 3.55 1
17 nd 426 427 4.02 1
18 nd 354 355 3.91 1
19 2314 361 362 4.07 1
20 220 379 380 4.64 1
21 nd 369 370 4.17 1
22 176.4 347 348 3.56 1
23 nd 333 334 313 1
24 nd 340 341 3.55 1
25 197.6 372 373 3.92 ]
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OooOoo0oo0oo0oao
{hﬁ *5’ AL (C) (mml) MA’] | RT (%) LCMS ¥
26 nd 316 317 3.98 I
27 nd 398 399 274 i
28 1285 212 a1 49 i
29 nd 370 371 463 |
30 272.1 200 a0] 364 I
31 1393 402 403 2.45 I
32 >300 452 453 2.80 1
3 136.5 420 a1 2.65 2
T >300 415 416 .15 i
35 1548 425 426 49 ]
36 161.4 410 a1l 38 ]
37 156.9 444 245 a7 1
38 181.2 432 433 37 ]
39 nd 435 436 45 I
40 145 416 a7 a6 1
a 161.1 425 426 51 I
a2 R 407 408 51 1
43 196 444 445 3.7 1
a4 52 416 17 a9 ]
a5 nd 432 433 39 1
46 1502 426 427 43 1
47 267 414 415 51 I
48 1454 370 371 50 1
49 nd 342 343 45 i
50 220.7 411 412 52 1,56
51 263.1 393 394 49 I
52 nd 221 422 42 i
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ogboooag
{tﬁ?’ R4 1. (°C) (r:;) [MH'] | RT(3%)) LCMS ¥

53 Py 400 401 4.0 I
54 155.4 442 443 4.1 2
55 oy 373 374 40 !
56 2B 401 402 3.7 l
57 nd 469 470 4.3 1
58 2129 412 413 44 2
59 N 428 429 3.8 1
60 N 401 402 3.7 1
61 nd 432 433 4.6 1
62 289.8 418 419 3.8 3
63 189.3 451 452 4.3

64 213.9 373 374 5.2 1
65 234.7 451 452 4.7 8
66 174.4 421 422 3.8 4
67 2275 442 443 3.4 4
68 214 402 403 44 1
69 nd 432 433 44 8
70 N 420 421 5.0 1
71 195.6 409 410 5.0 1
72 nd 427 428 4.8 1
73 234.1 454 455 44 1
74 163 411 412 4.7 1
75 277.2 412 413 4.6 1
76 Py 411 412 4.8 L
77 177.9 411 412 46 !
78 176 411 412 4.7 1
79 173.4 409 410 46 1
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ooOoooao

{L&®| Eceo MW [MH?] RT (4y) LCMS¥E
Mo. (theor)
80 174.3 393 394 4.7 1
81 102.7 421 422 4.1 1
82 143.2 451 452 44 1
83 N 437 438 3.0 1
84 nd 419 420 5.2 1
85 S 405 406 43 1
86 nd 423 424 4.1 )
87 56 393 394 4.7 1
88 nd 357 358 4.7 l
89 1616 462 463 4.4 1
90 N 435 436 4.2 1
91 137.5 414 415 34 1
92 230.7 434 435 43 1
93 155 414 415 3.6 1
94 202.6 462 463 44 1
95 nd 448 449 4.1 2
9% 123.7 448 449 4.1 1

97 nd 463 464 3.3 4
98 nd 471 472 4.7 8
99 149.7 443 444 4.6 9
100 205.1 471 472 47 8
101 183. 457 458 43 8
102 nd 449 450 3.3 4
103 210.2 449 450 3.1 4
104 nd 463 464 35 4
105 nd 390 391 4.5 i
106 nd 374 375 42 1
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0oooooo
L&Y e MW [MH'] | RT(4) LCMS ¥

No. (theor)

107 AR 384 385 4.8 1

108 AR 404 405 49 1

109 SR 393 394 51 1

110 NE 420 421 4.2 1

111 nd 400 401 3.4 1

112 174 442 443 3.3 4

113 ey 425 426 48 I

114 207.1 425 426 4.7 1

115 198.7 426 427 4.7 1

116 252.5 396 397 435 2

117 SR 395 396 4,04 2

118 nd 430 431 455 2

119 nd 464 465 4.57 2

120 nd 407 408 4,75 2

121 R 469 470 422 2

122 nd 406 407 2.77 4

123 164.2 4315 436 4.63 9

124 nd 451 452 .07 20

125 R 434 435 4.17 12
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(116)

oooooo
e GTPyS -hR2 PAM

No. pECso
1 6.29
2 6.07
3 6.91
4 6.16
5 6.97
6 6.81
7 6.75
8 6.50
9 6.50
10 6.40
11 6.37
12 6.30
13 6.23
14 6.19
15 6.01
16 6.00
17 5.95
18 5.88
19 5.64
20 n.c.
21 n.c.
22 n.c.
23 n.c.
24 n.c.
25 nc.
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gobooon
ta# GTPyS -hR2 PAM

No. pECsg
26 n.c.
27 6.53
28 6.38
29 6.11
30 6.38
31 7.09
32 7.09
33 7.21
34 6.35
35 6.22
36 n.c.
k¥ 5.52
38 n.c.
39 5.86
40 5.89
41 6.36
42 6.25
43 n.c
44 6.49
45 n.c.
46 5.76
47 6.64
48 7.03
49 6.17
50 6.71
51 6.80
52 (.56
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gooooao
itad GTPyS -hR2 PAM

MNo. pECsy
53 587
54 6.62
55 5.96
56 6.19
57 6.32
58 7.0]
59 6.43
60 6.28
61 7.43
62 6.78
63 6.41
o4 5.81
65 6.75
66 6.55
67 6.84
68 7.03
69 8.01
70 6.57
71 6.74
72 6.67
73 5.98
74 6.77
75 6.43
76 6.57
77 6.98
78 6.66
79 6.59
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000000
o GTPyS -hR2 PAM

No. PECso
80 6.73
81 6.28
82 7.35
83 6.17
84 6.52
85 6.12
86 5.50
87 6.51
KR 6.35
89 6.56
G0 6.17
91 595
092 6.15
93 5.87
94 6.76
95 6.73
06 6.53
97 6.22
o8 6.31
99 6.20
100 6.90
101 6.81
102 6.07
103 6.03
104 5.98
105 6.85
106 5.2
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(120)
gooooad
GTPYS -hR2 PAM
It&®

No. PECso
107 6.63
108 6.34
109 6.56
110 5.67
111 5.98
112 6.17
113 6.81
114 6.85
115 6.67
116 6.76
117 6.16
118 7.20
119 7.24
120 6.80
121 5.68
122 6.26
123 n.c.
124 6.1
125 5.75

n.c. il ECy PRS- EENRTS
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0000
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0ooQ
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0000

(72000

(72000

(72000

(72000

gog

31/496
31/5377
31/438
45/00
43/00
25/00
25/22
25/18
25/06
25/08
25/28
25/30
25/32
25/34
25/36
25/24
25/14
25/16
21/02
9/10
27/02
1/08
25/04
13/00
27/16

(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)

od

0OoOdQg 519/00

aoano
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