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goood
=1
%% Rot R3 R1 R4 R2 ifn
N
| ~
e [T NS w | v | =B
Mep (1:1)
N
~N
)
2 | (+1) °'\©) Nl w | H Hemt e A
N
3 | (+) /@J EfN H H TS E
F
OMe N
N
)
a | () ZNUW | v | e
Br
OoOooogoogao
Oooodg
=& 1A:
B2 BAT NMR
5 (ppm) - 9.00 (4. 2H): 8.50 (d, 2H). 7.30 (d,
1H): 7.20 (m, 1H). 7.10 (s, 1H); 6.90 (m, 2H);
1 | 240-242 | 300 MHz | D,0 | 4.15 (m, 1H). 4.00 (m, 1H): 3.80 (s, 3H): 3.20
(m, 1H); 2.90 (m, 2H); 2.50-2.30 (m, 2H); 2.20
(m. 2H): 2.00 (m, 2H).
5 (ppm) : 9.35 (s, 1H); 9.00 (d, 1H); 8.20 (d,
] DMSO | 1H): 7.50-7.30 (m, 4H); 7.20 (s, 1H); 4.10 (m,
2 | 181-183 | 400 MHz | ™46 | 1H). 3.85 (m, 1H): 3.65 (m, 1H): 3.30 (m, 1H):
2.90 (m, 1H): 1.90 (m, 3H): 1.60 (m, 1H).
3 | 202203 | 400 MHz | DMSO | & (ppm) : 9.35 (s, 1H); 9.00 (d, 1H); 8.30 (d,
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d6 | 1H); 7.30 (m, 2H); 7.20 (s, 1H); 7.15 (m, 2H);
4.00 (m, 1H), 3.85 (m, 1H); 3.60 (m, 1H); 3.30
(m, 1H); 2.90 (m, 1H); 1.90 (m, 3H); 1.60 (m,
1H).
5 (ppm) : 9.40 (s, 1H); 9.10 (d, 1H); 8.10 (d,
OMSG | TH): 7:40 (m, 2H); 7.20 (s, 1H); 7.00 (d, 1H);
4 | 178-180 | 400 MHz 46 4.05 (m, 1H), 3.80 (m, 4H); 3.50 (m, 1H); 3.30
(d, 1H); 2.90 (ddd, 1H); 1.90 (m, 3H); 1.60 (m,
1H).
ooDoooo
0000000000000 000000D00000000000000000N0Noonao
0000000000000 000000000000000000000000000
0000000000, 00000000000000000000000000000
0000000000000 000000D000000000000000000000
0000000000000 00000000000
oooooo
0ooo
R1
X R2
R4|
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oooooo
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=2
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#S | Rot R3 R1 R4 | R2 e

AN
27] ) |, ZNUH || R

10
OoO0o0ogogaod
Ooo0oao
&2A:
H2] maC NMR
5 (ppm) : 9.31 (s, 1H), 9.03 (d, 1H), 8.30 (d, TH),
+ | 182484 |400 | DMSO |7.22 (s, 1H), 5.02 (m, 1H), 3.70 (m, 1H), 3.40 (m,
MHz d6 | 1H), 2.00 (m, 1H), 1.78-1.90 (m, 3H), 1.30-1.48 (m,
5H).
5 (ppm) - 8.72 (d, 2H), 8.08 (d, 2H), 7.09 (s, 1H),
2 | 13739 | 100 D“c’j'g'o 5.01 (m, 1H), 3.68 (m, 1H), 3.37 (m, 2H), 1.98 (m, 20
1H), 1.83 (m, 2H), 1.49-1.25 (m, 5H).
5 (ppm) : 9.32 (s, 1H), 9.08 (d, 1H), 8.27 (d, 1H),
s | 128430 | 400 | DMSO |7.22 (s, 1H), 4.98 (m, 1H), 3.78 (m, 1H), 3.12 (m,
MHz d6 | 1H), 2.15 (m, 1H), 1.95 (m. 2H), 1.80 (m, 2H), 1.60
(m, 1H), 1.35 (m, 2H), 1.08 (¢, 3H).
5 (ppm) : 8.85 (d, 2H), 8.05 (d, 2H), 7.10 (s, 1H),
o | 111443 [400 | DMSO |5.00 (dd, 1H), 3.68 (ddd, 1H), 3.10 (m, 1H), 2.15
MHz d6 | (m, 1H), 1.90 (m, 2H), 1.75 (m, 2H), 1.60 (m, 1H),
1.35 (m. 2H), 1.05 (t, 3H).
5 (ppm) - 9.35 (s, 1H), 9.10 (d, 1H), 8.25 (d, TH),
s | 127429 | 400 | DMSO |7.407.10 (m, 6H), 5.00 (dd, 1H), 368 (ddd, 1H) w0
MHz d6 | 3.30 (m, 1H), 2.80 (m, 2H), 2.50 (m, 1H), 2.00 (m,
2H), 1.80 (m, 3H), 1.50-1.30 (m, 2H).
5 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.35 (d, 1H),
100 | DMso | 740 (. 2H), 7.30 (m, 2H), 7.25 (s, 1H), 7.20 (m,
6 | 198200 | 420 VSO | 1H), 5.00 (dd, 1H), 380 (ddd, 1H), 365 (m, 1H)
: 3.50 (m, 1H), 2.90 (m, 1H), 2.00-1.50 (m, 4H), 1.35
(m, 2H).
5 (ppm) - 9.35 (s, 1H), 9.10 (d, 1H), 8.10 (d, 1H),
2 | 434436 | 400 | DMSO |7.407.10 (m, 6H), 5.00 (dd, 1H), 368 (ddd, 1H)
MHz; d6 | 3.25 (m, 1H), 2.70 (m, 2H), 2.20 (m, 1H), 1.90 (m.
2H), 1.70 (m, 4H), 1.60 (m, 1H), 1.35 (m, 2H).
5 (ppm) : 9.30 (s, 1H), 9.05 (d, 1H), 8.15 (d, 1H), | 4
100 | DMso | 752 (. 1H), 7.48 (s, 1H), 6.88 (d, 1H), 6.72 (m,
8 | 235237 | 100 SO | 1H), 5.58 (m, 1H), 5.28 (m, 1H), 4.88 (m, 1H), 3.92
: (m, 1H), 3.85 (s, 3H), 3.60 (m, 1H), 2.12 (m, 1H),
1.92 (m. 2H), 1.58 (m, 2H), 1.42 (m, 1H).
5 (ppm) - 9.35 (s, 1H), 9.10 (d, 1H), 8.25 (d, TH),
100 | Dmso | 7:30 (s, 1H), 6.90 (d, 1H), .80 (s, 1H), 6.75 (m,
9 | 130132 | 100 WSO | 1H), 5.00 (dd, 1H), 368 (m, 1H), 3.80-3.65 (m,
' 7H). 3.30 (m, 1H), 2.70 (m, 2H), 2.50 (m, 1H), 2.00
(m, 2H), 1.80 (m, 3H), 1.50-1.30 (m, 2H).
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FS| BEC NMR
5 (ppm) : 9.28 (s, 1H), 9.08 (d, 1H), 8.00 (d, 1H),
400 DMso | 7:68 (m, 1H), 7.18 (s, 1H), 6.98 (d, 1H), 6.78 (m,
10 | 228-230 | o g6 | 1H), 635 (dd, 1H), 4.98 (m, 1H), 4.20 (m, 1H), 3.98
’ (s, 3H), 3.97 (m, 1H), 2.35 (m, 1H), 2.05-1.80 (m,
3H), 1.68 (m, 1H), 1.42 (m, 1H).
5 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.25 (d, 1H),
400 bMso | 7:30 (s, H), 7.20 (d, 2H), 6.80 (d, 2H), 5.00 (dd,
1| 140142 | o 6 | 1H), 3.80 (m, 4H), 3.25 (m, 1H), 2.70 (t, 2H), 2.50
' (m, 1H), 2.00 (m, 2H), 1.80 (m, 3H), 1.50-1.30 (m,
2H).
5 (ppm) : 9.30 (s, 1H), 9.08 (d, 1H), 8.28 (d, 1H),
400 DMso | 7:25 (s, 1H), 7.18 (m, 1H), 6.96 (m, 1H), 6.90 (m,
12 | 155157 | oo 4o | 1H), 4.98 (m, 1H), 3.78 (s, 3H), 3.69 (m, 1H), 3.20
' (m, 1H), 2.78 (m, 2H), 1.95 (m, 2H), 1.95 (m, 1H),
1.80 (m, 3H), 1.41 (m, 3H).
5 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.25 (d, 1H),
13 | 105107 | 400 DMSO | 7.40 (m, 2H), 7.30-7.00 (m, 4H), 4.50 (br s, 1H),
MHz; d6  [3.90 (brs, 1H), 3.10 (br s, 1H), 2.90 (m, 1H), 1.80
| (dd 1H), 1.70-1.30 (m, 12H).
® (ppm) : 9.32 (s, 1H), 9.08 (d, 1H), 8.27 (d, 1H),
14 | 105.107 | 400 DMSO | 7.22 (s, 1H), 4.90 (m, 1H), 3.85 (m, 1H), 3.30 (m,
MHz; d6 | 1H), 2.15 (m, 1H), 1.95-1.70 (m, 4H), 1.50-1.30 (m,
4H), 0.95 (t, 6H).
5 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.25 (d, 1H),
400 bMso | 7:30 (s, 1H), 7.20 (dd, 1H), 6.90 (d, 1H), 6.75 (dd,
15 | 134136 | o 46 | 1H). 5.00 (dd, 1H), 3.80 (s, 3H); 3.70 (m, 1H), 3.20
’ (m, 1H), 2.75 (m, 2H), 2.50 (m, 1H), 2.00 (m, 2H)
180 (m, 3H), 1.50-1.30 (m, 2H).
5 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.30 (d, 1H),
400 DMSO | 7:40 (m, 1H), 7.25 (s, 1H), 7.20 (m, 1H), 7.05 (m,
16 | 128129 | o 46 | 1H), 5.00 (@d, 1H), 3.75 (ddd, 1H), 3.25 (m, 1H),
: 2.75 (m, 2H), 2.50 (m, 1H), 2.00 (m, 2H), 1.80 (m,
3H), 1.50-1.30 (m, 2H).
5 (ppm) : 9.35 (s, 1H), 9.00 (dd, 1H), 8.15 (dd, 1H),
400 DMso | 7:40-7.10 (m, 6H), 4.95 (dd, 1H), 4.80 (dd, 1H),
17 | 1724176 |00 46 | 440 (m, 1H), 3.75 (m, 1H), 3.30 (m, 1H), 2.90 (m,
' 1H), 2.75 (m, 1H), 2.25 (dd, 1H), 1.90 (m, 2H), 1.70
(m, 1H), 1.60-1.30 (m, 2H).
5 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.25 (d, 1H),
18 | 118119 | 400 DMSO | 7.25 (s, 1H), 4.90 (d, 1H), 3.90 (ddd, 1H), 3.10 (m,
MHz; d6 | 1H), 2.60 (m, 1H), 2.10-1.50 (m, 11H), 1.40-1.10
(m, 3H).
5 (ppm) : 9.35 (s, 1H), 9.00 (dd, 1H), 8.15 (dd, 1H),
19 | 206.209 | 400 DMSO | 7.40-7.10 (m, 6H), 5.45 (m, 1H), 5.00(d, 1H), 3.75
MHz; d6 | (m, 2H), 3.65 (m, 1H), 3.10 (m, 1H), 2.20 (m, 1H),
2.00-1.70 (m, 3H), 1.60-1.30 (m, 2H).
400 DMSO | O (PPm) - 8.45 (s, 1H), 9.08 (d, 1H), 8.25 (d, 1H),
20 | 139140 | o 46 | 7-32 (s, 1H), 571 (m, 1H), 5.01 (m, 1H), 3.98 (m,

1H), 2.23 (m, 2H), 1.98-1.87 (m, 3H), 1.55 (m, 1H).
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HE| BmC NMR
B (ppm) : 9.35 (s, 1H), 9.00 (m, 1H), 8.15 (m, 1H),
21 | 172-176 | 400 DMSO |7.25 (s, 1H), 7.15 (m, 2H), 6.70 (d, 2H), 5.00 (m,
MHz; dé 1H), 3.75 (s, 1H), 3.65 (m, 5H), 3.40 (m, 2H), 2.10
(m, 1H), 1.90 (m, 1H), 1.70-1.40 (m, 4H).
8 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.00 (d, 1H),
22 | 126-128 400 DMSO | 7.22 (s, 1H), 4.98 (m, 1H), 4.70 (m, 1H), 4.40 (m,
MHz; d6 | 1H), 3.80 (m,1H), 3.30-3.00 (m, 1H), 2.35-2.10 (m,
1H), 2.00-1.60 (m, 3H), 1.40-1.20 (m, 5H).
5 (ppm) : 9.35 (s, 1H), 9.10 (d, 1H), 8.20 (d, 1H),
23 | 156.158 | 200 DMSO | 7.25 (s, 1H), 5.60-5.30 (m, 1H), 5.00 (m, 1H), 3.80- 10
MHz; dé 3.60 (m,2H), 2.00 (m, 2H), 1.90-1.70 (m, 2H), 1.65-
1.30 (m, 5H).
6 (ppm) : 9.32 (s, 1H), 9.02 (d, 1H), 8.31 (d, 1H),
400 DMsO | 7:45 (m, 2H), 7.22 (s, 1H), 7.11 (m, 2H), 5.00 (m,
24 | 203-205 | o 4o | 1H). 3.80 (m, 1H), 3.65 (m, 1H), 3.47 (m, 1H), 2.90
' (m, 1H), 1.97 (m, 1H), 1.80 (m, 2H), 1.61 (m, 1H),
1.38 (m, 2H).
400 DMSO 0 (ppm) : 9.35 (m, 1H), 9.00 (m, 1H), 8.25 (m, 1H),
25 | 105-110 MHz: d6 7.40-7.10 (m, 6H), 5.10 (m, 1H), 4.80-4.10 (m, 3H),
! 3.00-2.60 (m, 1H), 2.30 (m, 1H), 1.90-1.40 (m, 9H).
0 (ppm) : 9.32 (s, 1H), 9.02 (d, 1H), 8.31 (d, 1H), 20
400 DMso | 7:45 (m, 2H), 7.22 (s, 1H), 7.11 (m, 2H), 5.00 (m,
26 | 174175 | o 46 | 1H). 3.80 (m, 1H), 3.65 (m, 1H), 3.47 (m, 1H), 2.90
' (m, 1H), 1.97 (m, 1H), 1.80 (m, 2H), 1.61 (m, 1H),
1.38 (m, 2H).
0 (ppm) : 9.32 (s, 1H), 9.02 (d, 1H), 8.31 (d, 1H),
400 DMSO 7.45 (m, 2H), 7.22 (s, 1H), 7.11 (m, 2H), 5.00 (m,
27 | 174175 MHz: d6 1H), 3.80 (m, 1H), 3.65 (m, 1H), 3.47 (m, 1H), 2.90
’ (m, 1H), 1.97 (m, 1H), 1.80 (m, 2H), 1.61 (m, 1H),
1.38 (m, 2H).
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ogooo
£3
#2| Rot R3 R1 R4 | R2 X 1=
8
N
2 | 4 /\ _N H H " Hydr?::c;mlde
N
| NH Hydrochloride
3 | (#1) ~N H H
(1:1)
F
&
4 | (+19) N | H H | N-CO:Et WeBkIs B
opooooag
gooao
& 3A:
#HS5| BRC NMR
0 (ppm) : 9.32 (s, 1H), 9.08 (d, 1H), 8.28 (d, 1H),
1 | 160.162 | 400 DMSO | 7.30 (s, 1H), 4.88 (m, 1H), 4.05 (m, 3H), 3.91 (m,
MHz d6 | 2H), 3.41 (m, 1H), 3.30 (m, 2H), 2.12 (m, 1H), 1.68
(m, 1H), 1.18 (t, 3H), 1.08 (t, 3H).
O (ppm) : 9.38 (s, 1H), 9.20 (br s, 1H), 9.10 (d, 1H),
2 | 278080 | 400 DMSO | 8.28 (d, 1H), 7.32 (s, 1H), 5.18 (m, 1H), 4.10 (m,
MHz dé 1H), 3.67 (m, 1H), 3.48 (m, 2H), 3.18 (m, 2H), 2.26
(m, 1H), 1.69 (m, 1H), 1.10 (t, 3H).
5 (ppm) : 9.60 (br s, 1H), 9.35 (s, 1H), 9.10 (d, 1H),
3 | 288-290 400 DMSO | 8.25 (d, 1H), 7.40-7.10 (m, 6H), 5.20 (dd, 1H), 4.10
MHz d6 (ddd, 1H), 3.80-3.50 (m, 3H), 3.25 (m, 2H), 2.80 (m,
2H), 2.50 (m, 1H), 1.90 (m, 1H).
5 (ppm) : 9.32 (s, 1H), 9.08 (d, 1H), 8.28 (d, 1H),
4 | 203205 400 DMSO | 7.40 (m, 2H), 7.25(s,1H), 7.10(m,2H), 4.90 (m, 1H),
MHz d6 | 4.05 (m, 1H), 3.90 (m, 3H), 3.75 (m, 1H),3.50- 3.30
(m, 3H),3.00(m,2H), 1.08 (t, 3H).
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