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# 1
RGBT 5T —
o | A K; CB; | cLogp® | PSA™ | /it | BEMI GIPyS | A > &
(uM) S AL R
CB, IC;o(nM)33
& U Bl %0 0k
Iy
2 NH 18 4.94 97.98 |0.03 S0 R TE-20 RS
HaC™ "NH -HURR i RE
2E1 NH 9 4.54 9798 | NA NA NA
Hac)kNH
S-g G HAR R
2E2 NH 48 4.54 9798 | NA NA NA
HEC)LNH
R-B3 10 SR
8 NH 26 6.75 9798 | NA NA NA
Ph)LNi-E
41 NH 6.5 6.27 1363 | NA NA NA
BocHN NH
73 NH,-NH 33 4.65 100.1 | NA NA NA
* EER
goooooan
oooooao
12 NH 34 558 1108 NA NA NA
R NH
N._=
4 NH 13 5.72 97.98 NA NA NA
V)LNH
3 NH 7 6.78 57.98 NA NA NA
o
52 NH 193 4.98 110.4 NA NA NA
(\I\EJLNH
0.
55 NH 241 5.61 101.2 NA NA NA
OJLNH
44 HN 171 5.20 101.2 NA NA NA
NH
HsC—N
H;C
oooooao
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gooooad
A 2:
U7 A R K; CB; | 'THNMR [AM+H]T
B (ahi)
1 *jﬂk Cl 392 (500 MHz, CDCL3): 6 8.34 (s. 1H). 7.86 (d. | 500.1
H N J=74Hz 2H). 7.52 (d. 7= 7.7 Hz. 2H).
7.45¢d. J = 7.5 Hz. 2H). 7.41 {d. = 7.6
Hz. 3H). 7.30 {d. /= 6.9 Hz. 2H}. 7.10 (L
J=7.2Hz 2H), 4.72 (dd. J=11.5, 5.4 Hz,
1H). 4.39 {t. J = 11.8 Hz, 1H). 4.02-3.98
(m. 1H}.
2 NH Cl 18 (500 MHz, CDClL:): & 7.86 (d. J = 7.8 Hz. | 514.0
HaC™ "NH 2H). 7.49 (d. /= 7.4 Hz. 2H). 7.27 {d. J =
6.5 Hz. 2H). 7.20-7.18 (m. 3H). 7.07 (d. J
= 6.7 Hz. 2H). 6.90-6.88 (m. 2H). 4.71 (dt.
J=6.3,09 Hz, IH)., 449 (1, J = 12.0 Hz,
1H). 4.11 {t. J = 6.7 Hz. 1H}. 2.04 (s, 3H).
2El NH Cl 9 - 514.0
HBCJLI\EH
S-iE R R
i
2E2 NH Cl 182 - 514.0
HeC™ MH
R-82 1% %
i
3 NH Cl 7 500 MHz, CDCLY: & 7.95 (d. J = 6.6 Hz, | 556.1
NH 2H). 7.48 {dd. J = 26.1. 8.3 Hz, 2H), 7.36
{d. J =64 Hz. 2H). 7.32 ¢d. J = 7.1 Hz.
3H). 7.26 (d. /= 8.3 Hz. 2H). 7.20 (s, 2H).
5.52 (d. J = 0.4 Hz, 1H}, 4.80 (s. 1H). 4.67
{(s. 1H), 407 (dd, J = 12.2. 5.8 Hz. 1H),
1.32 (s. 9H).
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oooooao
3E1 NH C1 36 - 556
%NH
S-#EE R
{&=
1 NH 1 3 (500 MHz. CDCL): & 7.87 {d. 7= 7.8 Hz. | 540.1
v)LNH 2H). 7.39 (d. J = 8.4 Hz. 2H). 7.28 (d. J =
7.5 He. 3H). 7.24 (d. J = 7.4 Hz. 2H). 7.18
(d.J = 8.1 Hz ZH). 7.10 (d. J = 6.7 Hz.
IH). 4.65 (1. J = 0.9 Hz. 1H). 4.48 (1. J =
11.6 Hz. 1H). 4.00 (dd. J = 10.9. 4.1 Hz.
1H). 1.25 (s. 2H3. 0.98 (d. J =36 Hz. 11).
0.87 (1.7 =2.2 Hz. 2H).
5 )YNH cl 29 (500 MHz. CDCLy & 7.87-7.87 (m. 2H). | 542.1
i 7.48 (d. J = 86 Hz. 2H). 7.40-7.38 (m.
2HY. 7.31-7.2% (m. 3Hy. 7.22-7.20 {m. 210,
7.10 (dd. 7=2.7. 1.1 Hz. 2H). 5.06 {s. 2H).
471 (d4d. J=2.3. 1.3 Hz. 1H). 4.50 (1. J =
11.9 Hz. 1H). 4.08 (d. J= 122 Hz. 1H).
2.58 (s. 1H. 1.28 {5, 6H).
6 NH 1 29 (500 MHz. CDCL): & 7.87 (d. J= 7.6 Hz. | 554.1
N 2HY. 7.49 (s. 2H). 7.40 (d. 7= 8.1 Hz. 21D,
7.29 (d. J = 7.4 Hz. 3H). 7.20 (4. J = §.3
Hz. 2H). 7.10-7.08 (m. 2Hy. 4.70 (s. 11D,
4.55-4.50 (m. 1H). 4.10 (dd. J = 12.5. 4.7
Hz. 1H). 3.41 (s. 2H). 2.46 (s. 2H). 1.77
(ddl. J=20.3, 0.5 Hz. 4H).
7 -7 1 5 (500 Mz, CDCL): & 7.90 {d. J = 5.8 Hz. | 634.2
Lgﬁf"*‘ 2H3, 7.45 (d. J= 8.6 Hz, 2H). 7.39 (d. J =
a 8.3 Hz. 2H). 7.30-7.26 (m. 3H). 7.20 (d. J
= 8.3 Hz. 3H). 7.12 (s. 1H}. 4.69 (. /= 1.6
Hz. 1H). 4.54 (. J = 11.9 Hz. 1H). 4.04
(dd. J = 12.3. 5.6 Hz. 1H). 2.08 (s. 4H).
1.88 (s. SH). 1.78-1.69 (m. SH). 1.62 (1. J=
0.5 Hz. 1H).
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oooooao
g NH 1 26 (300 MHz. CDCL), & 7.91 (d. J = 7.5 Hz. | 576.04
@J\NH 2HY. 7.77 (6.7 = 7.7 Hz. 2ID. 7.55 (1. J =
# 6.9 Hz. 2I). 7.43 (1. J= 7.4 Hz. 5I). 7.38
(d. J = 7.9 Hz. 2H). 7.19 {d. J = £.0 Hz.
SHY. 6.61 (s. 1) 5.69 (s. LI}, 4.55-4.53
(m. 1H). 4.36-4.38 (m. 1HY. 3.97-3.94 (m.
1H).
G |1 62 N 621 1
S U NH
QN
10 NH | C] 7.9 (300 MHz. CDCL), & 7.90 (d. J = 7.7 Hz. | 594.04
™ “NH 2H). 7.80 (dd. J = §.6. 5.2 Hz. 2H). 7.43-
PO 7.38 (m. 4H). 7.20 (t. = 7.9 Hz. 3H). 7.10
(. J =85 Hz 2H). 6.66 (s. 1H}. 5.76 (s.
1H). 4.57 (d. J= 7.0 Hz. 11). 4.39 {d. J =
3.6 Hz, 1H). 3.96 (s. 1H).
10EL N |l 6.5 - 394.04
| S NH
o
S-8 1% B
e
10E2 cl 524 - 394.04
11 1 10 (300 MHz. CDCL), 6 7.90 (d. 7= 7.6 Hz. | 610.9
2H). 7.72 (d. J = 8.0 Hez. 3H). 7.40-7.38
(m. 6H). 7.20 (1. J= &5 Hz. 6H). 6.61 (bs.
L1H). 5.95 (s. 1H3. 4.57-4.56 (. 1H). 4.38
(t.J=12.0 Hz. 1H). 3.93 (d. J = 3.0 Hz.
1),
I1EL NH |l 13 - 6109
S T NH
S-8 1% B
{&=
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40
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11E2

NH
Ci &

R-#i{g |t

Cl

#1000

610.9

Cl

(500 MHz. CDCL): & 8.72 (s. 2H). 7.86 (d.
J=58Hz 2H}. 7.65 (5. 2H). 7.41-7.38 (m.
GH). 7.20 (1. J = 7.6 Hz. 3H). 6.68 (5. 1H)
6.04 (bs. 1H). 4.60-4.38 {m, 1H), 4.42-4.38
{m. 1H}. 3.95-3.93 (m. LH).

N
-1
-1
-

—_—
(5% ]

Cl

~1
18]

(500 MHz. CDCLY, & 7.88-7.87 (m. 2H).
7.51 {d. J = 81 Hz, 2H). 7.39 (d. J = 8.4
Hz. 2H). 7.34-7.31 {m. 2H). 7.31-7.28 (m.
2H). 7.21 (d. J = 8.6 Hz, 2H). 7.07 (d. J =
15.4 Hz. 2I0). 7.04 (1. J= 7.3 Hz. 21I). 6.93
(d. J=28.0 Hz. 2H). 4.74 (dd. J= 10.1. 1.0
Hz, 3H). 4.54 (1. J = 12.0 Hz. 1H). 4.10
(dd. J=12.4. 5.2 Hz. 1H).

606.0

14

Cl

56

(500 MHz. CDClyy & 7.87-7.83 (m. 3H).
7.71 ¢d. J = 7.6 Hz. 1H). 7.65 {d. J = 8.0
Hz. IH). 7.41 (1. J = 8.7 Hz. 3H). 7.29 (dd.
J =938 6.1 Hz. 2I). 7.23 (s. 4II). 7.18 (d.
J= 8.4 Hz. 3H). 6.82 (s. 110). 5.84 (s. 1.
4.64-4.62 (m. 1H). 447 (1. J = 104 Hz.
1H). 3.99 (d. J = 2.9 Hz. 11I).

6559

—
h

1

(500 MHz. CDCLY. & 7.94-7.90 (m. 3H).
7.52-7.46 (m. 4H). 7.38 (d. J = 7.1 Hz.
3H), 7.21-7.18 {m. 5H), 7.13 (dd. J=11.2,
8.4 Hz. 2H). 6.73 (s. 1H). 5.87 {s. 1H).
4.61-4.60 (m. 1H). 4.43-4.42 (m. 1.

4.02-4.01 (m. 1H).

594.0

16

QHNH

Cl

60
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17

NH

MeG } £ NH
o

Cl

86

{500 MHz. CDChLY): & 7.91 {d. /= 7.9 He.
2H). 7.38 (d. J = 8.4 Hz. 4H). 7.33-7.29
{m. 4H). 7.18 (d. J = 8.4 Hz. 5H). 7.06 (s.
2H). 6.61 (s. LH). 5.87 {s. 1H). 4.52 (s.
1H3. 437 (s LH). 3.95 (s. 1), 3.75 (s
3H).

606.0

Cl

(300 MHz. CDCls}. 8 8.97 (s. 1H). 8.65 (d.
J=4.1 Hz. 2H). 8.34 (d. J = 7.8 Hz. 2H).
7.86 {d.J = 7.7 Hz. 3H). 751 (d. J = 5.7
Hz. 2H). 7.32 {r. J = 7.0 Hz. 3H). 7.16 (s.
4HY, 4.73 (s. 1H). 4.64 (s. 1H). 4.20 (s.
1H).

wn
~1
=
=]

!
N

Cl

{500 MHz. CDCLy): 8 7.87 (d. J = 6.9 Hz.
ZH). 7.45-744 {m. 2H). 737 (d. J =76
Hz. 2H). 7.20 (d. 7 = 13.2 Hz. 8H). 6.94 (1.
J=73Hz IH). 687 {(d. J=10.8 Hz. IH).
6.76 (s. 1H). 6.21 (5. IH). 463 (d. J =63
Hz. 1H} 4.48 (d. J = 8.5 Hz. IH). 3.98-
3.96(m. IH).

612.08

Cl

8]
~

{500 MHz. CDCly): 8 7.90-7.89 (m. 2H).
7.65 {d. J = 8.1 Hz. 31). 7.56 {d. J = 8.0
Hz. 3H). 7.40 (s. SH). 7.20 {d. J = 8.4 Hz.
3H). 6.63 (5. LH). 5.77 (5. 1H). 4.55 (s.
1H3. 4.37 (s, 1H). 3.94 (s. 11D,

655.9

HN

Cl

{500 MMz, CDCL): & 7.88 (d. J = 6.3 Hz.
2HY. 7.46 (d. J= §.4 Hz. 2H). 7.39 (d. J =
8.4 Hz. 2H). 7.27 (1. J= 12.4 Hz. 3H). 7.19
(d. J=28.5 Hz. 21, 7.13 {s. 2H). 4.70 (1. J
= 0.6 Hz. 1H). 4.55 (. J = 11.8 Hz. 1H).
4.05 (dd. J = 12.2. 5.3 Hz. 1H). 2.28 (s.
3H).

546.1
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30
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(1)
(18]

i

{300 MHz. CDCLY, 8 7.90-7.88 {m. 2H).
7.48 (d. J = 8.5 Hz. 2H). 7.40 (4. J = 83
Hz. 21). 7.30 (d. J = 7.4 Hz. 2H). 7.26 (d.
J=7.0Hz 1H). 7.21 (d. J = 8.5 Hz. 2.
7.4 (n.J =05 Hz 2. 4.70 (d. J = 103
Hz. 1H). 4.54 (1.7 = 11.8 Hz. 1H). 4.09
{dd. J =122, 5.1 Hz. 1H). 2.83 (s. ZH).
1.31 (t..7= 7.1 Hz. 4H).

360.07

(1)
(5% ]

YS\H/NH

NH

i

166

{300 MHz. CDCL}y 8 7.90-7.89 {m. 2H).
748 {d. J = 7.6 Hz. 2H). 741 (d. J =76
Hz. 2H). 7.31 {d. J= 6.8 Hz. 2H). 7.21 {(d.
J =77 Hz. 2H). 7.12 (s. 3H). 5.12 (bs.
1H). 4.70-4.68 {m. 1H}. 4.52-4.50 {m. IH).
4.13-4.09 (m. 1H). 3.23 (m. iH). (1.37-
1.33 fm. 6H).

HN
Ph\/S

Cl

{500 MHz. CDCL). & 7.88 (t. J = 1.1 Hz.
2H3. 7.38 (d. ./ = 8.1 Hz. 4H). 7.31 (s. $H).
7.17 (4. = 8.4 Hz, 4H). 7.10 (s. 3H). 4.71
{s. 1H). 4.57-4.55 (m. 1H). 4.06-3.99 (m.
3M).

622.08

(=)
h

Cl

{500 MHz. CDCl;): 8 7.89 (d. J = 1.6 Hz.
2H). 7.47 (d. J= 7.8 Hz. 2H3. 7.37 (d. J =
6.9 Hz, 2H), 7.30 (d. J = 6.8 Hz, 3H). 7.23-
7.22 (m. 3H), 7.18 (d..J= 8.1 Hz. 3H). 7.11
{s. 3H). 4.70 (s. 1H). 4.54 (1. .7 = 11.6 Hz,
1HY. 4.11-4.08 (m. 1H}. 3.03 (5. 2H). 2.97
{s. 2H).

i

190

{300 MHz. CDCLY, & 7.86 (5. 2H). 7.39 (d.
J=18.6 Uz, 3H). 7.29 (5. 3H). 7.20 (d. J =
6.6 Hz. 2H). 7.17 (d. J = 6.4 Hz. 2IT). 7.10
{s. 6H). 4.71 (s. 1H). 4.56-4.51 {m. 11T},
4.06 {s. 1H}. 2.72 (s. 1H}, 2.64 (d. J = 5.9
Hz. 2H). 1.97 (s. 3H).

6301
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27

NH

HaC™ NH

60

{300 MHz. CDCLy% & 7.95-7.93 (m. 2H).
7.51 (d. J =80 Hz 2H). 729 (d. J= 7.0
Hz. 2H). 7.21 (d. 7= 8.3 Hz. 3H). 7.09 (1. J
= 7.3 Hz. 4H). 5.29 (bs. 2H). 4.71 (dd. J =
11.4. 49 Hz. IH). 449 (t. J = 11.9 Hz.
1H}. 4.11-4.09 {m. 1H). 2.08 (s. 3H).

498.1

HyC™ "NH

18

(500 MHz. CDCL): & 7.80 (d. J = 7.5 Hz.
2H). 7.55 (d. J = 8.3 Hz. 2HY. 7.51 {d. J =
8.5 Hz. 2H). 7.30 (d. J = 7.6 Hz. 3H). 7.22
(d. J = 85 Hz 2H), 7.09-7.08 (m. 2H),
5.11 (bs. 2H). 4.71 (dt. J = 6.3, 0.9 Hz
1I. 4.49 (1. J = 12.0 Hz. 1H). 4.11 (1. J =
6.7 Hz. 1H). 2.0% (5. 3H).

HaC™ NH

0

500 MHz. CDCLs): & 7.77 (d. J = 8.0 Hz.
2H). 7.67-7.64 {m. 2H). 7.51 (d. J = 7.7
Hz. 2H3. 7.30 (s. 3H). 7.23-7.21 (m. ZH).
7.09-7.08 (m. 2H). 5.14 (s. 1H). 4.71 (d. J
= 8.0 Hz. 1H). 4.51-4.46 (m. 1H). 4.10 (d.
J=10.6 Hz. 1), 2.08 (s. 31

606.1

(971
=

HsC™ "NH

114

(500 MHz. CDCI): & 7.94 (d. J = 7.1 Hz.
2H). 7.50 (d. = £.3 Hz. 21D, 7.46 (d. J =
6.7 Hz. 21D, 7.42 (1. J = 7.2 Hz. 2H). 7.30
{t. J= 7.1 Hz. 2H). 7.21 (d. J = 8.4 Hz.
2H). 7.09-7.08 (m. 2H). 519 (bs. 1H).
4.72-4.69 (m. 1H}. 4.50 {t. J = 12.0 Hz.
1H). 4.13-4.10 (m. 1H). 2.05 (s. 3H).

480.1

(3]
—_

HaC™ " NH

CH:

(500 MHz. CDCL): & 7.81 (d. J = 7.8 Hz.
ZH). 7.47 (d. J = 8.5 Hz. 2H). 7.25-7.22
(m. 3H). 7.18 (dd. J = 12.0. 8.4 Hz. 41D,
7.06 (6.7 = 7.0 Hz. 21}, 5.82 (s. 1), 4.68
(dd. J=11.2.4.8 Hz. 1H}. 4.49 (L. S =113
Hz. LH). 4.06 (. J = 6.6 Hz. 1), 2.35 (s.
3. 2.00 {s. 310,

494.1
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oooooao
32 NH OCH; | 182 (500 MHz. CDCLy): 6 7.86 (d. J= 7.8 Hz. | 510.1
HG™ NH 2HY. 7.49 (d. J= 7.4 Hz. 2H). 7.27 (d. J =
6.5 Hz. 3H). 7.20-7.18 (m. 2H). 7.07 ¢d. J
= 6.7 Hz. 2H). 6.90-6.88 (m. 2I). 4.70-
4.67 {m. 1H). 4.51-4.46 (m. 1H). 4.07 (s.
1H). 3.82 (s. 3H3. 2.03 (s. 3H).
33 JT - 8 {500 MHz. CDCL:%: 6 8.48 (s. 1H). 7.96 (d. | 530.1

HC™ N (CaHs)- J=84Hz 1. 7.92-7.91 {m. 1H). 7.87 (L.
J = 7.4 Hz. 2H). 7.58-7.52 (m. 2H). 7.48
(d.J =384 Hz 3H). 7.28 (s. 2H). 7.18 (d. J
= 7.7 Hz. 2H). 7.08 (d. J = 6.9 Hz. 2H).
522 (s. 1. 4.70-4.69 (m. 1I). 4.51 (1. J=
12.0 Hz. 1M 4.14-4.11 (. 1H). 2.04 (s.
3.

CF; 5.
HsG™ "NH 2ZH). 7.69-7.68 {m. ZH}. 7.50 (d. J = 8.0

-l

(500 MHz. CDCl): & 8.05 {(d. /= 5.7 Hz. | 548.1

(73
g
=z
T

Hz. 2H). 7.29 (d. J = 7.2 Hz. 2H}. 7.21 (d.
J = 8.0 Hz. 3H). 7.09-7.08 (m. 2H). 4.73-
4.71 (m. 1H). 451 (1. J = 11.5 Hz. 1.
3.87 (d..J= 5.1 Hz. 11T}, 2.09 (s. 31D).

77}
th
X
Z

1 (500 MHz. CDCl;): & 7.93 (d. J = 8.4 Hz. | 595.1
=/NTTN 2HY. 7.40 (d. J = 8.4 Hz. 2H). 7.31 (t. J =

5E) 7.5 Hz. 2H). 7.24 (s. 3H). 7.18 (d. /= 7.4
Hz. 2H). 7.14 (d. J = 8.5 Hz. 2H). 5.76 {1d.
J=11.1. 5.6 Hz, 2H). 5.23-5.20 (m. 4H}.

-2
(=)
L")

456 (dd. J=11.3, 4.6 Hz. 1H). 4.48 (1. J =
11.5 Hz. 1H). 4.04 (dd. /= 11.8. 4.6 Hz.
LH}. 3.98-3.89 (m. 411).
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L8]
(=)

i

(500 MHz. CDCL): 3 7.94 {(d. J = 8.3 Hz.
2ZH). 7.40 (d. J = 84 Hz. 2H). 7.31-7.29
{m. 3H). 7.19 (d. J = 0.9 Hz. 3H). 7.13 {d.
J = 8.5 Hz. 3H). 4.56-4.53 (m. 1H). 4.50-
4.47 (m. 1H). 4.05-4.02 {m. IH). 3.40-3.29
(m. 2H). 3.38-3.2% {m. 2H). 1.84 (m. 4H).
0.91 (s. 3H). 0.88 (s. 3H).

599.1

L7
|

Cl

(500 MHz. CDCls): 6 7.95-7.93 (m. ZH).
7.41-7.3%9 {m. 2H). 730 (dd. S =506. 1.9
Hz. 3H). 7.20-7.18 (m. 4H). 7.13 (d. J =
6.8 Hz. 2H). 4.54 (d. J = 11.5 Hz. 1H).
447 (¢ J =115 Hz. 1H). 4.05-4.02 {m.
1H}. 3.30 (m. 2H). 3.18 (m. 2H). 1.30-1.28
{(m. 2H). 1.17 {d. J = 24.7 Hz. 2H). 0.89-
0.88 (m. 6H).

599.1

L7
(=]

Y

HN

Cl

49

{500 MHz. CDCLY & 7.93 (d. J = 8.3 Hz.
2H). 7.40-7.38 {m. 2I). 7.29 (d. J = 7.4
Hz. 2H). 7.24-7.23 (m. 2H}. 7.17 (d. J =
7.8 Hz, 2H). 7.11 (d. 7= 8.2 Hz, 3H). 4.55-
4.52 (m. 1H). 446 (. J = 11.4 Hz. [H).
4.03-4.00 (m. 1H). 3.30-3.27 (m. 2H).
3.20-3.16 (m. 2H). 0.86 (1. J = 5.7 Hz. 6H).

(3]
Rl

Cl

{300 MHz. CDCL). & 7.93 (d. 7 = 8.5 Hz.
2H). 7.39 (d. J= 8.5 Hz, 2H). 7.30 (d. J =
7.3 Hz. 4H). 7.25 (q. 7 = 8.4 Hz. 2H). 7.15
¢dd. J = 11.0. 8.4 Hz. 3H). 4.56 {dd. J =
11.2. 4.7 Hz. LH). 445 (1. J = 11.6 Hz.
1H3). 4.04-4.01 {m. I} 3.54 (4. J = 3.5
Hz. 8H). 3.30 (5. 6H).

6311

10

20

30



gbooooan

(64) JP

6272626 B2 2018.1.31

40

Cl

848

{500 MHz. CDCLY & 7.93 (d. /= 8.4 Hz.
2H). 7.40 (4. J = 8.4 Hz, 2H). 7.29 (1. J =
7.4 Hz. 3H). 7.24 (d. J = 7.2 Hz. 1H). 7.13
(d. J =06 Hz. 2ID). 7.13 (r. J = 8.0 Hz.
3M). 4.55 (dd. J = 11.3. 4.5 Hz. 1H). 4.44
(t..J=117Hz. 1H). 4.03 (dd. J=12.0.4.6
Hz. 11). 3.44 (d. J = 4.4 Hz. 21T}, 3.34 {d.
J=7.8Hz 2H). 3.31 (5. 3H).

10

41

BocHN NH

Cl

s
n

{300 MHz. CDCL). 6 8.02 (d. J = 8.4 Hz.
2H). 7.60 (d. J = 8.6 Hz, 2H). 7.49 (d. J =
8.5 Hz, 2H). 7.38 (d. J= 7.6 Hz, 3H). 7.34-
7.31 (m, 2H). 7.26 (dd. J = 14.0, 2.0 Hz.
2HY. 4.71 (dd. J = 11.2. 4.9 Hz. 1H). 4.55
(t.J=11.7 Hz. tH). 4.16 (dd. J=12.2. 49
Hz. 1H). 1.54 (s, 9H).

615.07

Cl

(]
)

(500 MHz. CDCLY & 793 (d. 7= 8.4 Hz.
2H). 7.40 (d. J = 8.4 Hz. 2H). 7.31 (1. J =
7.5 Hz, 2H). 7.24 {s. 2H), 7.18 (d. J = 7.4
Hz. 3H). 7.14 (d. /= §.5 Hz. 2H). 4.56 (dd.
J=11.3.4.6 Hz, 1H), 448 (1. J=11.5 Hz.
1H). 4.04 (dd. J = 11.8. 4.6 Hz. 1H). 3.59
{s. 3H). 3.02 (s. 3.

559.4

20

fa
st

C1

508

{300 MHz. CDCLY): 6 7.95-7.93 {m. 2H).
739 (d. J = 8.1 Hz. 2H). 7.31-7.29 (m.
3H). 7.18-7.14 (m. 6H3. 4.56-4.54 (m. 1H).
4.49-4.45 (m. 1H). 405 (d. J = 7.2 Hz.
1H). 3.54 (s. 21D, 3.49-3.47 (m. 2H). 3.34
{s. 3H). 3.00 (s, 3.

587.1

30

14

Cl

{500 MHz. CDCLY & 7.92 (d. /= 8.4 Hz.
2H). 7.40 (4. J = 8.4 Hz. 2I). 7.29 (1. J =
74 Hz, 2H). 7.23 (d. J = 7.2 Hz. 1H). 7.15
¢d. J=7.3 Hz. 3H). 7.10 (s. 4H). 4.53 (dd.
J=11.3.4.5 Hz. 1H). 4.46 (1. /= 11.5 Hz.
1H). 4.02 (dd. J = 11.7. 4.5 Hz. 1H). 2.98
{s. 6H).

40
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N
“n

Cl

{500 MHz. CDCl;): & 7.90 (d. J = 8.3 Hz.
2H). 7.40 (d. J= 8.5 Hz. 2H}. 7.29 (d. J =
7.0 Hz. 2H). 7.23 {d. J= 7.3 Hz. 11). 7.13-
7.09 (m. 6H). 4.54 (dd. 7 = 11.2. 4.6 Hz.
1H). 4.44 (. J = 11.7 Hz. 1H). 4.01 {dd. J
= 11.9. 4.6 Hz. 1H). 2.73 (d. J = 2.4 Hz.
3H).

5291

46

HN

Fn
?—NH H

]

49

{500 MHz. CDCL;): & 7.92 {d. J= 8.2 Hz.
2H). 7.41 {d. J = 8.1 Hz. 2ID). 7.30 (1. J =
7.2 Hz. 3H). 7.14 (d. J = 7.4 Hz. 3H). 7.10
{s. 3. 4.34 (. J = 5.5 Hz. 1H). 449 (1. J
= 11.3 Hz. 1H). 4.05-4.02 (m. 1H). 1.30 (s.
9H).

47

HN

TN H

Ci

516

(500 MHz. CDCL): & 7.92 (d. J = 8.4 Hz.
2H). 741 (4. J = 8.4 Hz. 2H). 7.31-7.22
(. 3H). 7.14 {d. J = 7.3 Hz. 31D, 7.10 (d.
J=7.2Hz 3H). 4.54 (dd. J=11.2. 4.5 Hz.
1H). 4.45 (1. J = 11.6 Hz. 1H). 4.03 {(dd. J
= 11.9. 4.6 Hz. 1H). 3.82 (5. 1ID). 1.11 (dd.
=198, 6.6 Hz. GH).

wh
wh
=1
[

48

i

{300 MHz. CDCLY, 8 8.54-8.51 {m. 3H).
7.89 (4. J= 8.4 Hz. 2H). 7.67 (s. 1II). 7.38-
7.32 (m. 3H), 7.23 (d. J = 8.6 Hz. SH). 7.10
{d. J =256 Hz. 3. 4.67-4.66 (m. 3I).
4.44 (s. 1H), 4.10 (d. J = 8.4 Hz. 1H). 3.10
{s. 3H).

620.1

49

Cl

343

{500 MHz. CDCLY. 6 7.93-7.91 (m. 2H).
7.36 (d.J = 7.0 Hz. 2H). 7.27 (d. = 11.6
Hz. 7H). 7.20 (d. 7= 7.7 Hz. 4H). 7.13 (1. J
=81 Hz. 3ID). 4.74 (4. 7 = 15.2 Hz. 11,
4.51 (d. 7= 11.5 He. 1H). 4.45 (dd. J =
20.1. 7.6 Hz. 211). 4.01-3.98 (m. 1}, 2.94
{s. 3H).

619.1
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50

Cl

"
o
]

(300 MHz. CDCL) 7.81 (d. J = 8.3 Hz.
2HY. 7.32-7.22 (m. 14H). 7.09 d. J = 7.1
Hz. 2H). 4.51-4.28 {m, 4H), 3.97-3.94 {m.
1)

6051

Cl

(300 MHz. CDCLY: & 7.89 {d. J= 7.7 Hz.
2H). 7.40 (d. J= 7.5 Hz, 2H}. 7.29 {d, J =
6.9 Hz, 2H). 7.20 (d. J = 6.3 Hz. 5H). 7.14-
7.07 {m. 7H). 4.55-4.33 (m. 1H). 4.43 (1. J

114 Hz. 1H). 4.03-4.00 (m. 1H). 3.41-
39 {m. 2H). 2.77 (d. J = 6.8 Hz. 2H).

(5%}

619.1

L
13

Cl

(300 MHz. CDChL): & 7.90 {d. J = 8.5 Hz.
2H). 741 {d. J = 8.5 Hz. 2H). 7.30 (1. J =
7.4 Hz. 2H). 7.23 (1. J = 7.4 Hz. 2H). 7.14-
7.07 (m. 7H). 4.53 (dd. J = 11.2. 4.6 Hz.
1H). 4.45 (. J = 11.5 Hz. 1H). 4.01 (dd. J
= 11.7. 4.6 Hz. 1H). 3.66 {t. J = 4.5 Hz.
4H). 3.51 {d. J = 4.4 Hz, 4H).

L
(3]

Cl

ra
-1
A

(500 MHz. CDCL): 6 7.92 {d. J = 8.2 Hz.
2H). 7.38 (d. J = 8.2 Hz. 2H). 7.29-7.25
(m. 4H). 7.22 (1.7 = 7.3 Hz. 2H). 7.13 (1. J
= 9.5 Hz. 3H). 4.54 (1. J = 5.6 Hz. 1H).
447 (. J = 11.5 Hz. 1H}. 4.02 {dd. J =
11.7. 4.6 Hz. 1H). 3.43 (s. 41D, 1.62 (d. J=
4.3 Hz, 2H), 1.55 (s, 4H).

3831

th
N

Cl

(500 MHz. CDCh): & 7.91 (d. J = 8.2 Hz.
2H). 7.40 (d. J = 8.2 Hz. 2H). 7.30 (1. J =
7.4 Hz. 31 7.25 (s. 1H). 7.14 (dd. J =
13.8. 8.2 Hz. 3H). 4.53 (dd. J = 11.2. 4.7
Hz. 1H). 4.47 (1. J = 11.5 Hz. 1H). 4.02
(dd. J = 11.7. 4.7 Hz. 15 3.51 (5. 4H).
2.39 (s. 4H). 2.30 {s. 3.
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L
th

Cl

(500 MHz. CDCL): & 7.93 (d. J = 8.2 Hz.
2H). 7.39 (d. J = 7.8 Hz. 2H). 7.28-7.22 {d.
J=7.0 Hz 3. 7.15 (d. 7= 7.5 Hz. 2H).
7.0% ¢s. 4H). 452 (dd. J = 11.2. 4.5 Hz.
1H). 4.44 (. J = 11.6 Hz. 1H). 4.01 (dd. J
= 11.9. 4.5 Hz. 1H). 3.36 (o 410). 1.89 (m.
4H).

3691

HN

Iz

Cl

{300 MHz. CDCL). & 7.94 (d. J = 8.5 Hz.
2H). 7.41 (d. J = 8.5 Hz, 2H). 7.29 (d. J =
7.6 Hz. 3H). 7.23 (s, 1H}. 7.16 (d. J = 7.3
Hz. 3H). 7.13 (d. J = 8.3 Hz. 2H). 4.55-
4.53 (m. 1), 4.45 (1. J = 11.5 Hz. 1)
4.06-4.03 (m. 1ID). 3.78 {m. 1II). 1.88-1.86
{m., 2H). 1.63 (s, 2H). 1.53 (dd. J=4.3. 1.1
Hz. 2H3. 1.41-1.38 (m. 2H).

5831

h
v |

HN

I=

Cl

419

(500 MHz. CDCL). & 7.93 (d. /=83 Hz.
2ZH). 7.41 {d. J = 8.3 Hz. 2H}. 7.30 {t. J =

-
[
T

=l

z. 3H). 7.23 {d. J= 7.0 Hz. 1H). 7.15
(d. /= 7.5 Hz. 3H). 7.13-7.11 (m. 2H).
4.56-4.53 (m. IH). 4.44 (1. J = 11.5 Hz.
1H). 4.05-4.02 {m. 1H). 3.45 (m. 1H).
1.83-1.83 (m. 2H). 1.66-1.65 (m. 2H). 1.58
(m, 4H). 1.13-1.11 {m. ZH).

Cl

th
[=22]
h

{300 MHz. CDCl3): 8 8.10 (s. 1H). 7.84 (d.
J=7.9Hz 2H). 749 (d. J= 7.7 Hz. 1H).
7.30 (dt. J = 13.2. 8.0 Hz. 7H. 7.18-7.14
{(m, 2H). 7.14-7.11 (m. 3H), 7.04 (d. J =
9.2 Hz. 2H). 4.49-4.47 (m. 1H). 4.36-4.32
{m. 1H). 3.99-3.96 (m. 1H). 3.46-3.42 (m.
2H). 2.94-2.91 (. 2H).

Cl

{300 MHz. CDCLy). & 7.92 (d. J = 8.3 Hz.
2. 7.41 (s. 2H). 7.30 (d. J= 7.3 Hz. 3H).
7.16 (1. .J = 8.3 Hz. 6H). 4.59-4.56 (m. 1H).
4.49-4.44 (m. 1), 4.03 (dd. J = 11.9. 4.7
Hz. 1H). 3.49-3.48 (m. 8H). 1.46 (5. 9H).

6841
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60

H,CO
4 NH

HCO A
3 HNAN

Cl

443

500 MHz. CDCLY & 7.92 (d. J = 7.3 Hz.
2H). 7.41-7.40 (m. 2HY. 7.31-7.28 {m. 3H).
7.24 (s. 2H). 7.14 (d. J = 4.6 Hz. 4H). 4.57-
4.55 (m. 1H). 445 (. J = 11.6 Hz. LH).
440 (s. 1), 404 (dd. J = 11.5. 4.0 Hz.
1H3. 3.37 {d. J= 6.5 Hz. ZH). 3.32 (5. 6H).

603.1

61

NC \/\\N

HN

Iz

Cl

[
e
e

(300 MHz. CDCLY & 7.90 (d. /= 8.3 Hz.
2H). 7.41 (d. J= 8.4 Hz. 2H). 7.30 (d. J =
74 Hz. 2H). 7.16 (d. J = 17.§ Hz. 3H).
7.14 (d. J= 7.7 Hz. 41). 4.58 {dd. J = 10.9.
4.5 Hz. 1H). 447 (. J = 11.5 Hz. 1H). 4.35
{(m. 1H). 3.99 (dd. /= 11.8. 4.8 Hz. 1H).
3.5 (. 1H). 3.13 (s. 3. 2.66 {d. J = 5.7
Hz. 2H).

Cl

=1000

{500 MHz. CDCLY. & 7.93 (d. J= 8.3 Hz.
2H). 7.41 (d. J = 8.4 Hz. 2H). 7.30-7.28
{m. 4H3. 7.16 (d. J = 7.1 Hz. 2H). 7.12 (d.
J = 7.1 Hz. 3H). 4.56-4.52 (m. 1H). 4.47-
442 {m. 1H}. 4.07-4.04 {m, 1H). 2.83-2.75
(m. 1H). 2.74 (d. J = 8.9 Hz. 1H). 1.95 (s.
4H). 1.70-1.68 (m. SH). 1.60 {s. 3H). 1.30-
1.25 (m. 3H).

663.2

(=2}
)

Cl

i1

(300 MHz. CDC1;): 3 7.91 {s. 2H). 7.68 (5.
1H3. 7.47-7.43 {m. 411, 7.40-7.30 {m. 41).
7.17 {s. 5HY. 6.43 (s. 1H). 4.75 {s. 2H).
4.14 (d. J=16.7 Hz. L H).

566.6

64

Cl

=1000

{500 MHz. CDCL). & 7.94 (d. /= 7.8 Hz.
2H). TAL (4. J = 7.9 Hz. 2H). 7.32-7.28
(m. 4H). 7.16 (dd. /= 14.3. 7.8 Hz. SH).
4.58-4.55 (m. 1H). 4.49-445 (m. LH).
4.09-4.05 (m. 1. 2.04 (s. 6H). 1.83 (m.
SH). 1.66-1.64 (m. 4H).
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65 o Ho wn | O G (500 MHz, CDCL): 8 7.92 (d. /= 72 Hz. | 557.0
hd Q,I,/ 2H). 7.47 (d. /=79 Hz. 2H). 7.38 {d. J =
Cra 7.6 Hz. 2H). 7.30 (d. J = 21.1 Hz. 3H).
719 (d. J = 81 Hz. 2H). 7.11-7.10 (m.
2H). 4.56-4.50 {m. 2H). 4.04-4.01 (m. 1H).
1.86 (s. 3H).
66 /NLH Cl 112 {500 MHz. CDCL): 8 7.96 (d. J= 7.5 Hz. | 633.2
MTON ). 7.40 (t. 7 = 9.3 Hz. 7H). 7.30-7.25 (m.
f; 4H). 7.15 (d. J = 7.8 Hz. 5H). 4.52 (5. 2H).
4.40-4.34 (m. 1H}. 4.01-3.98 (m. 1H), 1.51
{s. L1H).
67 NHo | Cl 2390 (500 MHz, CDCL): 8 7.94 (d. J = 84 Hz. | 599.2
Y N 2H). 7.40 ¢(d. J = 8.4 Hz. 2H), 7.33-7.30
/7( (m. 3HY. 7.19 (d. J = 7.2 Hz. 3H). 7.14 (d.
J=8.5Hz 3H). 4.37-4.54 {m. 1H). 4.45 (1.
J =114 Hz. 1H). 4.07-4.04 (m. 1H). 3.10
{(s. 1H). 3.07 (s. 1H). 3.02 (s, 3H). 0.97-
0.94 (m. 9H).
68 MeofMe Cl 443 (500 MHz, CDClL): & 7.94 (d. /= 82 Hz. [ 617.1
L 2H). 7.40 {d. J = 8.3 Hz. 2H). 7.30-7.28
HN}HH (m, 5H). 7.18-7.14 (m. 4H}. 4.58-4.55 {m.
1H). 4.49-4.46 (m. 2H). 4.06-4.04 {m. 1H).
3.47 (5. 1H). 3.40 (5. 6H). 3.02 (s. 3H).
69 i Cl 10 {500 MHz. CDCL3): 6 7.91 (dd. /= 1.5. 0.5 | 594.1
§-L‘-!£|\I7{IIN Hz. 2H). 7.51-7.50 (m. 2H). 7.39 (s. 2H).
HN 7.35-7.29 (m. 4H). 7.20 (d. J = 8.0 Hz.
3H). 5.9 (s. 1H). 4.71-4.69 (m. 1H). 4.56
(t.J=11.5Hz. 1H). 4.12({dd, J= 11.8, 4.4
Hz. 1H). 2.43 (s. 3H). 2.23 (s. 3H).
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gbooooan

70 H ne | L 3z {500 MHz. CDCLY 6 780 (d. /=81 Hz. | 637.0
Ie) NT
Y HN 2H). 773 (d. J=8.0Hz. 2H). 743 {d. J=

CH

¢ 8.3 Hz. 2H). 7.33 {t. J=7.3 Hz. 2H). 7.28
(s. 1H). 7.20 (d. J= 8.5 Hz. 2H}. 7.15{d. J
= 7.0 Hz. 2H). 4.61-4.59 (m. 1H), 4.49 (1. .J
=11.6 Hz. 1H). 4.07 {dd. J=12.9. 49 Hz.
1H). 1.95 {5, 3H}.

J—

71 H NH |- 16 (400 MHz. CDCls): 6 8.54 (s. 1H). 8.04 (d. | 562.
N (C4HE) J =840 Hz. 1H). 7.92-7.89 (m. 3H). 7.42
- (m. 2H). 7.48 {d. J= 8.4 Hz. 2H). 7.29 (m.
3H). 7.15 (d. J=7.7 Hz. 2H). 7.05 {d. J =
6.9 Hz. 2H). 4.59-4.57 (m. 1H). 4.51 (1. /=
12.0 Hz. 1H}. 4.04-3.99 (m. 1H). 1.78 (s.
3H).

-1
1

H | CF3

]
-1

(400 MHz, CDCELY. & 8.14 (d. J = 8.0 Hz. | 580.0

° e 2HY). 7.73 (4. J= 8.0 Hz. 2H). 7. 38 (4. J =
CH,

8.3 Hz. 2H). 7.33 (. 3. 7,15 4d. 7= 8.0

Hz. 4H). 4.63 (dd. J = 12. 5.0 Hz. 1H).

450 (1. J = 12.0 Hz. 1Hy. 4.09 (dd. J =

11.8. 4.8 Hz. 1H). 1.94 (s. 31,

73 | NILNI 1 33 N 4881
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