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TH-NMR (400 MHz, CDCl3) 6 =
8.20 (s, 2H), 7.99 (d, J= 8.4 Hz,
2H), 7.70 (d, J=8.4 Hz, 2H), 7.19
(d, J=8.8 Hz, 2H), 4.79 (d, J=
13.2 Hz, 2H), 4.08 (d, J = 6.4 Hz,
2H), 3.04 (d, J = 6.4 Hz, 2H), 2.94
(td, J=12.8, 2.4 Hz, 2H), 2.48 (q, J
=7.6 Hz, 2H), 2.28 (septet, J=6.8
Hz, 1H), 2.14 (m, 1H), 1.99 (d, J=
12.8 Hz, 2H), 1.38 (qd, J=12.2,
4.0 Hz, 2H), 1.21 (t, J=7.6 Hz,
3H), 1.10 (d, J = 6.8 Hz, 6H);
19F-NMR (376.5 MHz, CDCls) 6 =
-12673, [M+H]+ CoaHa4FaN: O35 iz
DUNT O MS FHEA: 530.2, FEBIfH:
530.3.
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IH-NMR (400 MHz, CDCls) 6 =
8.19 (s, 2H), 7.98 (d, J= 8.4 Hz,
2H), 7.70 (d, J= 8.4 Hz, 2H), 7.18
(d, J=9.2 Hz, 2H), 4.79 (d, J=
13.2 Hz, 2H), 4.08 (d, J = 6.4 Hz,
2H), 3.12 (m, 2H), 2.94 (td, J =
12.8, 2.8 Hz, 2H), 2.48 (q, J= 7.6
Hz, 2H), 2.13 (m, 1H), 1.98 (dd, J =
13.2, 2.4 Hz, 2H), 1.80 (m, 2H),
1.38 (qd, J=12.2, 4.0 Hz, 2H),
1.21 (t, J=7.6 Hz, 3H), 1.03 (t, J=
7.6 Hz, 3H); 19F-NMR (376.5 MHz,
CDCls) 6 = -126.72; |[M+H]*
Co7HaFaN3O3sS (2T MS 3FHE
fi: 516.2, EHIE: 516.2.
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W,
[INe]
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1
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:

=
\>7Z
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'H-NMR (400 MHz, CDCI3) 6 =
8.11 (s, 2H), 7.94 (d, J = 8.4 Hz,
2H), 7.62 (d, J = 8.4 Hz, 2H), 7.09
(d, J=9.2 Hz, 2H), 4.71 (d, J =
14.4 Hz, 2H), 4.00 (d, J = 6.4 Hz,
2H), 3.03 (s, 31), 2.86 (td, J =
12.8, 2.4 Hz, 2H), 2.39 (q, J= 7.6
Hz, 2H), 2.05 (m, 1H), 1.90 (dd, J =
13.2, 2.4 Hz, 2H), 1.29 (qd, J =
12.0, 4.0 Hz, 2H), 1.12 (t, J = 7.6
Hz, 3H); 19F-NMR (376.5 Mz,
CDCly) & = -126.68; [M+HJ*
CasHasFoNsO3S (2200 T MS %1‘%
B: 488.2, FH|fE: 488.2.
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IH-NMR (400 MHz, CDCls) 6 =
8.11 (s, 2H), 7.87 (d, J=8.4 Hz,
2H), 7.61 (d, J = 8.4 Hz, 2H), 7.10
(d, J=9.2 Hz, 2H), 4.71 (d, J=
13.6 Hz, 21), 4.00 (d, J = 6.4 Tz,
2H), 3.16 (septet, J= 6.8 Hz, 1H),
2.86 (td, J= 12.8, 2.8 Hz, 2H),
2.39 (q, J= 7.6 Hz, 2H), 2.05 (m,
1H), 1.90 (dd, J= 13.6, 2.8 Hz,
2H), 1.29 (qd, J = 12.4, 4.4 Hz,
2H), 1.26 (d, J= 6.8 Hz), 1.12 (t, J
= 7.6 Hz, 3H); 19F-NMR (376.5
MHz, CDCls) 6 = -126.74; |[M+H]+
Co7H3oFoN3O3S (2200 T MS %1‘%
fB: 516.2, FEH|E: 516.2.
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IH-NMR (400 MHz, CDCls) & =
8.11 (s, 2H), 7.66 (d, J = 8.4 Hz,
2H), 7.54 (d, J = 8.4 Hz, 2H), 7.07
(d, J=9.2 Hz, 2H), 4.70 (d, J =
13.2 Hz, 2H), 3.99 (d, J = 6.4 Hz,
2H), 2.85 (td, J=12.8, 2.4 Hz, 2H),
2.39 (q, J = 7.6 Hz, 210), 2.04 (m,
1H), 1.89 (dd, J=13.2, 2.4 Hz,
2H), 1.29 (qd, J = 12.4, 4.0 Hz,
2H), 1.12 (t, J= 7.6 Hz, 3H);
19F-NMR (376.5 MHz, CDCl) 6 =
-126.68; [M+H[* CasHasFaN4O (22
VT MS FHEAE: 435.2, ERIHE:
435.2.
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IH-NMR (100 MHz, CDCl) & =
8.18 (s, 2H), 7.78 (t, J= 1.6 Hz,
1H), 7.73 (dt, J= 8.0, 1.6 Hz, 1H),
7.65 (dt, J= 8.0, 1.6 Hz, 1H), 7.55
(t, J=8.0 Hz, 1H), 7.11 (d, J=9.2
Hz, 2H), 4.77 (d, J= 13.2 Hz, 2H),
4,05 (d, J = 6.4 Hz, 21), 2.92 (td, J
=12.8, 2.8 Hz, 2H), 2.46 (q, J=7.6
Hz, 2H), 2.12 (m, 1H), 1.97 (d, J =
13.2 Hz, 2H), 1.36 (qd, J=12.4,
4.0 Hz, 2H), 1.19 {t, J= 7.6 Hz,
3H); 19F-NMR (376.5 MHz, CDCls)
6 = -126.66; [M+H]* C25HasF2N4O
{2 2T MS FHER: 435.2, EHI
fifi: 435.2.
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TH-NMR (400 MHz, CDCls) 6 =
8.17 (s, 2H), 7.46 (m, 3H), 7.33 (m,
1H), 7.12 (d, J= 9.6 Hz, 2H), 4.77
(d, J=13.2 Hz, 2H), 4.04 (d, J =
6.4 Hz, 2H), 3.82 (s, 2H), 2.92 (td,
J=12.8, 2.8 Hz, 2H), 2.46 (q, J =
7.6 Hz, 2H), 2.11 (m, 1H), 1.97 (d,
J=13.2 Hz, 2H), 1.36 (qd, J =
12.4, 2.4 Hz, 2H), 1.19 (t, J=7.6
Hz, 3H); 19F-NMR (376.5 MHz,
CDCly) 6 = -127.37; [M+H]*
CasH27F:N4O oW o MS %‘l‘%ﬂﬁ
449.2, FERIM: 449.2.

All

Z\/:>—/
il o]
T

\>,

=z
=z

L

TI-NMR (400 MHz, CDClL) 6 =
8.17 (s, 2H), 7.52 (s, 1H), 7.43 (m,
2H), 7.37 (m, 1H), 7.14 (d, J=9.6
Hz, 2H), 4.77 (m, 4H), 4.03 (d, J=
6.4 Hz, 2H), 2.92 (td, J=12.8, 2.8
Hz, 2H), 2.46 (q, J = 7.6 Hz, 2H),
2.11 (m, 1H), 1.98 (d, J = 13.2 Iz,
2H), 1.73 (t, J= 6.0 Hz, 1H), 1.36
(qd, J=12.4, 4.4 Hz, 2H), 1.19 (t, J
= 7.6 Hz, 3H); 19F-NMR (376.5
MHz, CDCls) 6 = -127.78; |[M+H]*
CosHasFaN3O2 {22V VT O MS FHE
440.2, ERIIT: 440.2.

Al2

]

1
A0

el

il o
$

bz

=z
=

—~

IH-NMR (400 MHz, CDCls) 6 =
8.17 (s, 2H), 8.07 (t, J= 1.6 Hz,
1H), 7.94 (ddd, J=7.6, 1.6, 1.2
Hz, 1H), 7.79 (ddd, J=7.6, 1.6,
1.2 Hz, 1H), 7.65 (t, J= 7.0 Hz,
1H), 7.17 (d, J= 9.2 Hz, 2H), 4.78
(d, J=13.2 Hz, 2H), 4.06 (d, J =
6.8 Hz, 2H), 3.10 (s, 3H), 2.93 (td,
J=12.8, 2.8 Hz, 2H), 2.46 (q, J =
7.0 Hz, 2H), 2.12 (m, 1H), 1.97 (d,
J=13.2 Hz, 2H), 1.36 (qd, J =
12.4, 4.0 Hz, 2H), 1.19 (t, J=7.6
Hz, 3H); 19F-NMR (376.5 MHz,
CDCls) 6 = -126.72; [M+H]*
CosHasFaN305S (22T MS 5HE
fi: 488.2, EHIfE: 488.2.
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ogogoano
Al3

1H-NMR (400 MHz, CDCls) 6 =
8.17 (s, 2H), 7.52 (d, J = 8.4 Hz,
2H), 7.40 (d, J = 8.4 Hz, 2H), 7.12
(d, J = 9.2 Hz, 2H), 4.77 (d, J =
13.2 Hz, 2H), 4.03 (d, J = 6.4 Hz,
2H), 3.80 (s, 2H), 2.92 (d, J =
12.8, 2.8 Hz, 2H), 2.46 (q, J = 7.6
Hz, 2H), 2.11 (m, 1H), 1.97 (d, J =
13.2 Hz, 2H), 1.36 (qd, J = 12.4,
4.0 Hz, 2H), 1.18 (t, J = 7.6 Hz,
3H); 19F-NMR (376.5 MHz, CDCly)
o= -12747, [M+H]+ CosHa7FaN4O
[ZOWT O MS FHEM: 449.2, EH
fil: 449.3,
1H-NMR (400 MHz, CDCly) 6 =
8.17 (s, 2H), 7.51 (d, J = 8.4 Hz,
2H), 7.44 (d, J = 8.4 Hz, 2H), 7.13
(d, J = 9.2 Hz, 2H), 4.77 (d, J =
13.2 Hz, 2H), 4.74 (d, J = 6.0 Hz,
2H), 4.03 (d, J = 6.4 Hz, 2H), 2.92
(td, J=12.8, 2.8 Hz, 2H), 2.46 (q, J
= 7.6 Hz, 2H), 2.11 (m, 1H), 1.97
(d, J=12.8 Hz, 2H), 1.69 (t, J= 6.0
Hz, 1H), 1.36 (qd, J= 12.4, 4.0 Hz,
2H), 1.18 (t, J = 7.6 Hz, 3H);
19F-NMR (376.5 MHz, CDCly) 6 =
-127.78; [M+H]* CasHasFaN3O; (22
WTO MS FEM: 440.2, EHHE:
440.3.
Al5 o™ IH-NMR (100 MHz, DMSO-d6) § =
LN 8.34 (d, J = 2.8 Hz, 1H), 8.23 (s,
1 2H), 7.72 (dd, J = 8.8, 2.8 Hz, 1H),
NH 7.39 (m, 2H), 6.67 (t, J = 5.6 Hz,
N 1H), 6.55 (d, J = 8.8 Hz, 1H), 4.65
L (m, 2H), 3.97 (d, J = 6.4 Hz, 2H),
3.58 (t, J = 4.8 Hz, 4H), 3.40 (m,
2H), 2.87 (m, 2H), 2.43 (m, 8H),
. . 2.01 (m, 1H), 1.83 (m, 2H), 1.22
o (m, 2H), 1.12 {t, J = 7.6 Hz, 3H);
fj/j [M+H]* CaoHsrFaNeOs 12 2T

Oy
=
y

i

=

7

Al4

il

OQ O
=]
I

=
\>_Z
bd

~L

MS FHEfE: 539.3, EHIE: 538.8.

a Z\>_Z

—=
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Aleé

/%ZQ

m
i><\
.

= )

=
R
=

IH-NMR (400 MHz, DMSO-do6) 6 =
8.71 (s, 2H), 8.23 (s, 2H), 7.50 (m,
2H), 4.65 (m, 2H), 3.98 (d, J = 6.4
Hz, 2H), 3.52 (m, 4H), 2.87 (m,
2H), 2.42 (q, J = 7.6 Hz, 2H), 2.01
(m, 1H), 1.94 (m, 41), 1.83 (m,
2H), 1.22 (m, 2H), 1.12 (t, J= 7.6
Hz, 3H); [M+H]* CasHs1F2NeO (7->
W MS EHEM 481.2, EHIM:
480.9.

Al17

N
i

\
Jii

=

=
=

\_{

IH-NMR (400 MHz, DMSO-d6) 6 =
9.19 (s,1H), 9.18 (s, 2H), 8.23 (s,
2H), 7.75 (m, 2H), 4.66 (m, 2H),
4.05 (d, J = 6.3 Hz, 2H), 2.87 (m,
2H), 2.42 (q, J = 7.6 Hz, 2H), 2.03
(m, 1H), 1.83 (m, 2H), 1.23 (m,
2H), 1.12 (t, J = 7.6 Hz, 3H);
[M+H]+ CaaHa4FoNsO WO MS
FHEME: 412.2, ERIHE: 412.2.

Al8

-

AW,

Yz

=

IH-NMR (400 MHz, DMSO-d6) & =
8.23 (s, 2H), 7.70 (m, 2H), 7.48 (m,
4H), 7.38 (tt, J = 7.2, 1.2 Hz, 1H),
4.66 (m, 2H), 4.02 (d, J = 6.4 Hz,
2H), 2.88 (m, 2H), 2.42 (q, J = 7.6
Hz, 2H), 2.03 (m, 1H), 1.84 (m,
2H), 1.23 (m, 2H), 1.12 (t, J = 7.6
HZ, SI—D, [M"‘H]"' CaaHa6FsN-O [N’
WU MS FHEE: 410.2, FEREIE:
409.9,
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Al19

IH-NMR (400 MHz, DMSO-d6) & =
8.64 (m, 2H), 8.23 (s, 2H), 7.75 (m,
4H), 4.66 (m, 2H), 4.05 (d, J = 6.4
Hz, 2H), 2.87 (m, 2H), 2.41 (q, J =
7.6 Hz, 2H), 2.03 (m, 1H), 1.83 (m,
2H), 1.22 (m, 2H), 1.12 (t, J=7.6
Hz, 3H); [M+H]* CasHasFaN4O (Z-2
W MS FHEME: 411.2, FEHIE:
411.2.

A20

IH-NMR (400 MHz, DMSO-d6) & =
8.22 (dd, J=5.6, 0.8 Hz, 1H), 7.69
(m, 2H), 7.36 (dd, J=5.6, 1.6 Hz,
1H), 7.18 (dd, J = 1.6, 0.8 Hz, 1H),
4,03 (d, J = 6.4 Hz, 2H), 3.97 (m,
2H), 3.89 (s, 3H), 2.73 (m, 2H),
1.90 (m, 1H), 1.75 (m, 2H), 1.39 (s,
9H), 1.16 (m, 2H); [M+H]*
C23Hz0F2No Q4 122U T 0O MS B
435.2, EHlfE: 435.2.

A21

[M+H]+ CaoHo7FaN2O4 Z oUW T h
MS FHHE AN 405.2, E#fif: 405.2.

A22

l

IH-NMR (400 MHz, CDCls) 6 =
8.86 (dd, J=2.4, 0.8 Hz, 1H), 8.18
(s, 2H), 8.16 (dd, J= 8.0, 0.8 Hz,
1H), 8.05 (dd, J=8.0, 2.4 Hz, 1H),
7.17 (d, J=8.8 Hz, 2H), 4.78 (d, J
= 13.2 Hz, 2H), 4.09 (d, J= 6.4 Hz,
2H), 3.27 (s, 3H), 2.93 (d, J =
12.8, 2.8 Hz, 2H), 2.46 (q, J = 7.6
Hz, 2H), 2.12 (m, 1H), 1.96 (d, J=
13.2 Hz, 2H), 1.37 (qd, J = 12.6,
4.0 Hz, 2H), 1.19 (t, J = 7.6 Hz,
3H); 19F-NMR (376.5 MHz, CDCl3)
o= -12576, [M+H]+ CosHa7FaN4O-S
(2 oWT D MS FHEE: 480.2, EH
fil: 489.2,
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A23

Yz

=z
d

~

IH-NMR (400 MHz, CDCly) & =
8.20 (s, 2H), 7.46 (d, J = 8.0 Hz,
1H), 7.24 (d, J = 8.0 Hz, 1H), 6.87
(d, J = 8.8 Hz, 2H), 4.80 (d, J =
13.2 Hz, 2H), 4.08 (d, J = 6.8 Hz,
2H), 2.95 (td, J= 12.8, 2.8 Iz, 211),
2.51 (s, 3H), 2.149 (q, J = 7.6 Hz,
21H), 2.15 (m, 1H), 1.99 (d, J = 13.2
Hz, 2H), 1.58 (s, 3H), 1.39 (qd, J=
12.8, 3.6 Hz, 2H), 1.21 (t, J= 7.6
Hz, 3H); 19F-NMR (376.5 MHz,
CDCl) 6 = -127.15; [M+HJ*
C2aHz6CIFaN4O (220 T MS HE
fB: 459.2, FEH|fE: 459.2.

A24

==
Yoo

=]

IH-NMR (400 MHz, CDCly) 6 =
8.10 (s, 2H), 7.60 (s, 1H), 7.47 (s,
1H), 6.90 (d, J = 9.2 Hz, 2H), 4.69
(d, J = 13.2 Hz, 2H), 3.91 (d, J =
6.4 Hz, 2H), 3.87 (s, 3H), 2.85 (td,
J=12.8, 2.8 Hz, 2H), 2.39 (q, J =
7.6 Hz, 2H), 2.02 (m, 1H), 1.89 (d,
J = 13.2 Hz, 2H), 1.27 (qd, J =
12.8, 4.0 Hz, 2H), 1.12 (t, J= 7.6
Hz, 3H); 1F-NMR (376.5 MHz,
CDCl) & = -128.06; [M+HJ*
CasHasFaNsO 2o MS %‘l‘%ﬁjfﬁ
414.2, EHlfE: 414.2,

A25

TH-NMR (400 Mlilz, CDCly) & =
8.79 (dd, J=2.4, 0.8 Iz, 1H), 8.09
(dd, J = 8.0, 0.8 Hz, 1H), 7.98
(dd, J=8.0, 2.4 Hz, 1H), 7.10 (d, J
= 9.2 Hz, 2H), 4.24-3.97 (br. d,
2H), 3.99 (d, J = 6.4 Hz, 2H), 3.20
(s, 3H), 2.70 (t, J = 12.4 Hz, 2H),
1.95-1.85 (m, 1H), 1.83-1.75 (m,
2H), 1.49 (s, 2H), 1.48 (s, 3H),
1.30-1.16 (m, 2H), 0.82-0.78 (m,
2H), 0.58-0.54 (m, 2H); 1°F-NMR
(376.5 MHz, CDCL) 6 = -125.84;
[M+H]* CasHa7FaN20sS (& 20T D
MS FEE: 481.2, EHIE: 481.1.
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A26

IH-NMR (400 MHz, DMSO-d6) 6 =
9.15 (dd, J=2.4, 0.8 Hz, 1H), 8.41
(dd, J = 8.4, 2.4 Hz, 1H), 8.23 (s,
2H), 8.15 (dd, J=8.4, 0.8 Hz, 1H),
7.78 (m, 2H), 4.66 (m, 2H), 4.07 (d,
J=6.14 Hz, 2H), 2.87 (m, 2H), 2.42
(q, J= 7.6 Hz, 2H), 2.04 (m, 1H),
1.83 (m, 2H), 1.23 (m, 2H), 1.12 (t,
J = 7.6 Hz,  3H); [M+H]*
C24H24F2NsO 122V T MS FHEHE:
136.2, FHIE: 436.2.

A27

IH-NMR (400 MHz, DMSO-d6) & =
8.22 (m, 3H), 7.69 (m, 2H), 7.36
(dd, J= 5.6, 1.6 Hz, 1H), 7.18 (dd,
J=1.6, 0.8 Hz, 1H), 4.66 (m, 2H),
4.05 (d, J = 6.4 Hz, 2H), 3.89 (s,
3H), 2.87 (m, 2H), 2.42 (q, J=7.06
Hz, 2H), 2.03 (m, 1H), 1.83 (m,
2H), 1.23 (m, 2H), 1.12 (t, J=7.6
Hz, 3H); [M+H]* C24H27F2N4O3 (Z2-2
WO MS FHEE: 441.2, EHIE:
441.3.

A28

NHAc

1
<~
)

1H-NMR (400 MHz, DMSO—d6) 0=
10.07 (S, IH), 8.23 (S, 2}1), 7.65 (S,
4H), 7.46 (m, 2H), 4.65 (m, 2H),
4.00 (4, J = 6.4 Hz, 2H), 2.87 (m,
2H), 2.42 (q, J = 7.6 Hz, 2H), 2.06
(S, 31{)} 2.02 (]Il, IH), 1.83 (III, 2}1),
1.23 (m, 2H), 1.12 (t, J = 7.6 Hz,
SI‘I), [M+H]+ CosHogFaN4Os (22T
O MSFHEE: 467.2, FEHIE: 167.3.
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A29

NHMs

IH-NMR (400 MHz, DMSO-d6) & =
9.92 (s, 1H), 8.23 (s, 2H), 7.69 (m,
2H), 7.47 (m, 2H), 7.26 (m, 2L,
4.65 (m, 2H), 4.00 (d, J = 6.3 Hz,
2H), 3.03 (s, 3H), 2.87 (m, 2H),
2.42 (q, J = 7.6 Hz, 2H), 2.03 (m,
1H), 1.83 (m, 2H), 1.22 (m, 2H),
1.12 (t, J = 7.6 Hz, 3H); [M+H]*
CasHaoFaN4O3S (220 T MS &
f&: 503.2, EHIE: 503.3.

A30

IH-NMR (400 MHz, DMSO-d6) & =
8.54 (dd, J= 2.8, 0.8 Hz, 1H), 8.23
(s, 2H), 8.08 (dd, J = 8.8, 2.8 Hz,
1H), 7.54 (m, 2H), 7.46 (m, 2H),
7.39 (m, 2H), 7.32 (m, 1H), 6.97
(dd, J = 8.8, 0.8 Hz, 1H), 5.40 (s,
2H), 4.65 (m, 2H), 4.01 (d, J = 6.4
Hz, 2H), 2.87 (m, 2H), 2.42 (q, J =
7.6 Hz, 2H), 2.03 (m, 1H), 1.83 (m,
2H), 1.22 (m, 2H), 1.12 (t, J = 7.6
HZ, SH), [M+H]+ CaoHz1FaNgO9 o
W MS FHEME: 517.2, FEHIE:
o17.3.

A3l

_n
O
-

\>—z

=

IH-NMR (400 MHz, DMSO-d6) 6 =
11.95 (s, 1H), 8.23 (s, 2H), 7.85
(dd, J=9.6, 2.8 Hz, 1), 7.81 (d, J
= 2.4 Hz, 1H), 7.43 (m, 2H), 6.40
(d, J = 9.6 Hz, 1H), 4.65 (m, 2H),
3.97 (d, J = 6.4 Hz, 2H), 2.87 (m,
2H), 2.41 (q, J = 7.6 Hz, 2H), 2.01
(m, 1H), 1.82 (m, 2H), 1.21 (m,
2H), 1.12 (t, J = 7.6 Hz, 3H);
[M+H]+ Co3HosFN4Os ZoWnTd
MS FEE: 427.2, FERIE: 427.1.

10

20

30

40



goooano

(41)

JP 2011-527701 A 2011.11.4

A32

-
-

IH-NMR (400 MHz, DMSO-do6) 6 =
847 (d, J= 2.4 Hz, 1H), 8.23 (s,
2H), 7.88 (dd, J=9.2, 2.8 Hz, 1H),
7.46 (m, 2H), 6.89 (d, J = 9.2 Hz,
1H), 4.65 (m, 2H), 3.98 (d, J = 6.4
Hz, 2H), 3.54 (m, 4H), 2.87 (m,
2H), ), 2.41 (m, 6H), 2.21 (s, 3H),
2.02 (m, 1H), 1.83 (m, 2H), 1.23
(m, 2H), 1.12 ({t, J = 7.6 Hz, 3H);
[M+H]+ CagHasFaNgO WO MS
FHEME: 509.3, EHlE: 508.9.

A33

1H-NMR (400 MHz, DMSO-d6) 6 =
8.97 (s, 2H), 8.23 (s, 2H), 7.64 (m,
2H), 4.66 (m, 2H), 4.02 (d, J = 6.4
Hz, 2H), 3.96 (s, 3H), 2.87 (m,
oH), ), 2.42 (q, J = 7.6 Hz, 2H),
2.03 (m, 1H), 1.83 (m, 2H), 1.23
(m, 2H), 1.12 (t, J = 7.6 Hz, 3H);
[M+H]+ Co3HogFoN5Os ZoWnTd
MS FHHEE: 442.2, ERIE: 442.3.

A34

1H-NMR (400 MHz, DMSO-d6) 6 =
12.35 (s, 1H), 8.68 (bs, 2H), 8.23
(s, 2H), 7.53 (m, 2H), 4.65 (m, 2H),
3.98 (d, J = 6.4 Hz, 2H), 2.87 (m,
2H), 2.42 (q, J = 7.6 Hz, 2H), 2.01
(m, 1), 1.83 (m, 2H), 1.22 (m,
2H), 1.12 (t, J = 7.6 Hz, 3H);
[M+H]+ CooHoaFoNsQo 12 -2 W T
MS FHEAE: 428.2, EBIE: 428.2.
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A35

CONH,

IH-NMR (400 MHz, DMSO-d6) 6 =
9.30 (s, 2H), 8.26 (bs, 1H), 8.24 (s,
2H), 7.84 (m, 3H), 4.66 (m, 2H),
4.07 (d, J = 6.4 Hz, 2H), 2.87 (m,
2H), 2.42 (q, J = 7.6 Hz, 2H), 2.04
(m, 1H), 1.84 (m, 2H), 1.24 (m,
2H), 1.12 (t, J = 7.6 Hz, 3H);
[M+H]* Ca3HzsFaNeOz (22T D
MS FHE{IE: 455.2, EHIfE: 455.3.

A36

IH-NMR (400 MHz, DMSO-d6) 6 =
9.02 (dd, J= 2.4, 0.8 Hz, 1H), 8.67
(dd, J = 5.2, 1.6 Hz, 1H), 8.32
(ddd, J = 8.0, 2.4, 1.6 Hz, 1H),
7.66 (m, 3H), 4.03 (d, J = 6.4 Hz,
2H), 3.97 (m, 2H), 2.74 (m, 2H),
1.91 (m, 1H), 1.75 (m, 2H), 1.39 (s,
9H), 1.17 (m, 2H); [M+Na]*
CasHz2eFaNoNaQa 22 T MS FHE
B: 427.2, EHIE: 427.2.

A37

z
Nz
=

hnd

IH-NMR (400 MHz, DMSO-d6) 6 =
9.32 (s 2H), 8.24 (s, 2H), 7.84 (m,
2H), 4.66 (m, 2H), 4.08 (d, J = 6.4
Hz, 2H), 2.88 (m, 2H), 2.42 (q, J =
7.6 Hz, 2H), 2.04 (m, 1H), 1.83 (m,
2H), 1.24 (m, 2H), 1.12 (t, J= 7.6
HZ, SH), [M"‘H]"' Co3Ho4F2N5O5 [N’
WCa MS FHEME: 456.2, FERIME:
456.1.
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A38

IH-NMR (400 MHz, DMSO-d6) 6 =
8.82 (dd, J=2.4, 0.8 Hz, 1H), 8.23
(s, 2H), 8.09 (dd, J = 8.4, 2.4 Hz,
1H), 7.71 (dd, J = 8.4,0.8 Hz, 1H),
7.60 (m, 2H), 5.29 (s, 1H), 4.66 (m,
2H), 4.03 (d, J = 6.4 Tz, 2H), 2.88
(m, 2H), 2.42 (q, J = 7.6 Hz, 2H),
2.03 (m, 1H), 1.84 (m, 2H), 1.46 (s,
6H), 1.23 (m, 2H), 1.12 (t, J= 7.6
Hz, 3H); [M+H]* CasHa1F2N4O3 (Z2-2
WU MS FHEAM: 469.2, FEHIE:
469.2.

A39

IH-NMR (400 MHz, DMSO-d6) & =
8.75 (dd, J=2.4, 0.8 Hz, 1H), 8.06
(dd, J= 8.4, 2.4 Hz, 1H), 7.82 (dd,
J=8.4,0.8 Hz, 1H), 7.58 (m, 2H),
4.00 (d, J = 6.4 Hz, 2H), 3.93 (m,
2H), 2.75 (m, 2H), 1.90 (m, 1H),
1.75 (m, 2H), 1.46 (s, 3H), 1.24 (m,
2H), 1.15 (m, 2H), 0.99 (m, 2H),
0.76 (m, 2H), 0.59 (m, 2H); [M+H]*
CosHsgFoNsO3 (2 -2y T MS %1‘%{@
458.2, FEHIE: 469.2.

A40

1H-NMR (400 MHz, DMSO-d6) 6 =
8.76 (dd, J=2.4, 0.8 Hz, 1H), 8.70
(s, 1H), 8.00 (dd, J = 8.4, 2.4 Hz,
1H), 7.56 (m, 2H), 7.36 (d, J = 8.4
Hz, 1H), 4.00 (d, J = 6.4 Hz, 2H),
3.93 (m, 2H), 2.75 (m, 2H), 1.90
(m, 4H), 1.75 (m, 2H), 1.46 (m,
SH), 1.15 (m, 4H), 0.76 (m, 2H),
0.59 (m, 2H); [M+H]* C27H32F2Ns04
(2T D MS FHEE: 500.2, FEHl
fi: 500.2.
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H

00000000000 @OmgOO .00mmol)J 000000000 (0mgD O O mold)
000000000000 @Oul00.00mel)J000000000@mML)O000
00000000000 00000000000000000000000000000
0000000@O,00,0000000)0000000000C@O0000)00
O
4

000000000 H-NMR (400 MHz, DMSO-Dg) & = 8.28 (s, 2H), 8.16 (d, J = 8.
Hz, 2H), 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 9.6 Hz, 2H), 4.71 (d, J = 13.0
Hz, 2H), 4.09 (d, J = 6.4 Hz, 2H), 2.93 (td, J = 12.8, 2.4 Hz, 2H), 2.47 (q, J
= 7.6 Hz, 2H), 2.09 (m, 1H), 1.89 (dd, J = 12.8, 2.4 Hz, 2H), 1.29 (qd, J = 12.8
, 3.6 Hz, 2H), 1.17 (t, J = 7.6 Hz, 3H); '°F-NMR (376.5 MHz, DMSO-Dg) & = -127.
54; [M+H]* CoeHogFoN,00 00 0 OMSO OO : 478.2, 00 0O : 478.20
0Ooo0o0oo
000000000000 0000000O000O0O00O0O0O0O0O0O0O0O0OOO0OoOoGooaO
000000000000 000O00000
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S it ) 7
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B2

Yz

=
=

~

1H-NMR (400 MHz, DMSO-De) 6 =
8.33 (t, J = 1.6 Hz, H), 8.23 (s,
2H), 8.06 (ddd, J = 7.6, 1.6, 1.2
Hz, 1H), 7.94 (ddd, J = 7.6, 1.6,
1.2 Hz, 1H), 7.70 (t, J = 7.7 Hz,
1H), 7.62 (d, J= 9.6 Hz, 2H), 4.67
(d, J = 13.2 Hz, 2H), 4.05 (d, J =
6.4 Hz, 2H), 2.89 (td, J=12.8, 2.0
Hz, 2M0), 2.42 (q, J = 7.6 Hz, 2H),
2.05 (m, 1H), 1.85 (d, J= 13.2 Hz,
2H), 1.24 (qd, J = 12.4, 3.6 Hz,
2H), 1.13 (t, J = 7.6 Hz, 3H);
19F-NMR (376.5 MHz, DMSO-Dy)
6 = -127.49; [M+H]* CasHasF2N7O
[N T D MS FHEE: 478.2, EHl
{B: 478.2.

B3

e
NN

l

-

=
\>—Z
b4

ad

1H-NMR (400 MHz, DMSO-Ds) 6 =
8.24 (s, 2H), 7.68 (t, J= 1.6 Hz,
1H), 7.61 (ddd, J = 7.6, 1.6, 1.2
Hz, 1H), 7.50 (d, J = 9.6 Hz, 2H),
7.42 (t, J=7.6 Hz, 1H), 7.27 (ddd,
J=17.6, 1.6, 1.2 Hz, 1H), 4.66 (d,
J = 13.2 Hz, 2H), 4.35 (s, 2H),
4.02 (d, J = 6.4 Hz, 2H), 2.88 (td,
J=12.8, 2.4 Hz, 2H), 2.42 (q, J =
7.6 Hz, 2H), 2.04 (m, 1H), 1.84 (d,
J=13.2 Hz, 2H), 1.25 (qd, J =
11.6, 3.6 Hz, 2H), 1.12 (t, J=7.6
Hz, 3H); 9F-NMR (376.5 MHz,
DMSO-Dg) & = -127.79; [M+HJ*
CosHasFaN-O (22T MS FHE
B: 492.2, FEHIE: 492.2.

B4

1H-NMR (400 MHz, DMSO-Ds) 6 =
8.23 (s, 2H), 7.68 (d, J = 8.4 Hz,
2H), 7.50 (d, J = 10.0 Hz, 2H),
7.35(d, J=8.4 Hz, 2H), 4.65 (d, J
= 13.2 Hz, 2H), 4.33 (s, 2H), 4.01
(d, J= 6.4 Hz, 2H), 2.87 (td, J =
12.4, 2.4 Hz, 2H), 2.42 (q, J=7.6
Hz, 2H), 2.03 (m, 1H), 1.83 (d, J=
12.8 Hz, 2H), 1.23 (qd, J = 12.4,
3.8 Hz, 2H), 1.12 (t, J = 7.6 Hz,
3H); 19F-NMR (376.5 MHz,
DMSO-De) & = -127.83; [M+H]*
CagHogFoN7O (22T MS §+§
E: 492.2, EHIHE: 402.3.
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goooano

'H-NMR (400 MHz, DMSO-do6) 6 =
9.16 (dd, J = 2.4, 0.8 Hz, 1),
842 (dd, J = 8.4, 2.4 Hz, 1H),
8.08 (dd, J = 8.4, 0.8 Hz, 1H),
8.25 (s, 2H), 7.79 (m, 2H), 4.66
(m, 2H), 4.07 (d, J = 6.4 Hz, 2H),
2.89 (m, 2H), ), 2.42 (q, J = 7.6
Hz, 2H), 2.05 (m, 1H), 1.84 (m,
2H), 1.25 (m, 2H), 1.13 (t, J=7.6
Hz, 3H); [IM+H]* C24H25F:NsO (22
WCD MS FHEEE: 479.2, ERIE:
479.3.

BS

gooao

gooooooaon

oo .,.00goo0gogopooy J@ooooooopooogogooooooog)d
0000000000 oOooO)H)hOoooooogooo)ooogooogooooao
o, 00o0oooopopp o(@oooooooooooooboooogogao)o
Oo0O0o00ooooo)ogooHh)hoooooooooHh)ooogoooooooao

O0a0o
F N=
fC%}J
F
c1

I I
s I

CHzl

F N=
Cs,C0
. ~O— S
O
N-N DMF
H = F N=
~O
B Loy N
N-y
| F
c2

000000 @OmDO .00mmo)DCOODO0O00O0O0O0C@Op LOCO .00mmol)d OO
O@m)OO0D0DO0O0,00,@0mg00 .00mme)0J000000000000000
00000000000000000,0@OmM)IOO0O000O00D0O0O0O0OO0O0E@
x 0Om)0OODD0DO00000O0O0O0D0O0000000O0O0O00,00000000000
000000000000 00O00O00(@OOO0O0O0O0O0O0O0O0O0)IO0O0O0O0O0OooaO
00O00(@OO00D0)I00(@OO000)IO0O0O0O0O0000O00

Doo0O00o

0 O O *H-NMR (400 MHz, CDClz) & = 8.13 (d, J = 8.4 Hz, 2H), 8.11 (s, 2H), 7.57

(d, J = 8.4 Hz, 2H), 7.12 (d, J = 9.6 Hz, 2H), 4.70 (d, J = 13.2 Hz, 2H), 4.35 (
s, 3H), 3.98 (d, J = 6.8 Hz, 2H), 2.86 (td, J = 13.2, 2.0 Hz, 2H), 2.39 (g, J =
7.6 Hz, 2H), 2.05 (m, 1H), 1.91 (d, J = 13.2 Hz, 2H), 1.30 (m, 2H), 1.12 (t, J =
7.6 Hz, 3H); *F-NMR (376.5 MHz, CDCl;) & = -127.46; [M+H]" C,ogHogFoN,00 O O
OOMSOOO: 492.2, 000 : 492.30

oooooad

0O 0O O *H-NMR (400 MHz, CDCl3) & = 8.11 (s, 2H), 7.77 (d, J = 8.4 Hz, 2H), 7.64
(d, J = 8.4 Hz, 2H), 7.12 (d, J = 9.2 Hz, 2H), 4.71 (d, J = 13.2 Hz, 2H), 4.16 (
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s, 3H), 3.99 (d, J = 6.8 Hz, 2H), 2.86 (td, J = 13.2, 2.0 Hz, 2H), 2.39 (q, J =
7.6 Hz, 2H), 2.05 (m, 1H), 1.91 (d, J = 13.2 Hz, 2H), 1.30 (m, 2H), 1.12 (t, J =
7.6 Hz, 3H); SF-NMR (376.5 MHz, CDCl3) & = -126.93; [M+H]" CogHogF,N,00 O O

gogwMmsh OO :

gooodadad

ooocooboobooboooooooooobobbooooooooobobobobooooooooobooao

492.2, 00O 0O :

492 .20

goooooooboboogoobooobobnD

goooao

# 3

i 51 %

NMR L E72iL ESMS

C3

=
=

IH-NMR (400 MHz, CDCls) 6 =
8.30 (t, J= 1.6 Hz, 1H), 8.17 (s,
2H), 8.13 (dt, J=7.6, 1.6 Hz, 1H],
7.61 (dt, J=7.6, 1.6 Hz, 1H), 7.50
(t, J=7.6 Hz, 1H),7.22 (d, J=9.2
Hz, 2H), 4.78 {d, J= 13.2 Hz, 2H]),
4.43 (s, 3H), 4.05 (d, J = 6.4 Hz,
2H), 2.93 (t, J = 12.8 Hz, 2H),
2.146 (q, J = 7.6 Hz, 2H), 2.12 (m,
1H), 1.98 (d, J = 12.8 Hz, 2H),
1.37 (qd, J = 12.4, 3.4 Hz, 2H),
1.19 (t, J = 7.6 Hz, 3H);, [M+H]+
CosHagFaN7O (22T dH MS %‘l‘}%ﬁ‘
fE: 492.2, FEHIE: 492.2.

Cc4

1H-NMR (400 MHz, CDCly) 6 =
8.17 (s, 2H), 7.90 (s, 1H), 7.71 (m,
2H), 7.65 (t, J=7.6 Hz, 1H), 7.17
(d, J= 9.2 Hz, 2H), 4.77 (d, J =
13.2 Hz, 2H), 4.22 (s, 3H), 4.06
(d, J= 6.4 Hz, 2H), 2.92 (td, J =
12.8, 2.4 Hz, 2H), 2.46 (t, J=7.6
Hz, 2H), 2.11 (m, 1H), 1.97 (d, J =
12.8 Hz, 2H), 1.36 (qd, J = 12.8,
4.0 Hz, 2H), 1.18 (t, J = 7.6 Hz,
3H); [M+H]* CaeHasFalN7O (22T
o MS FEfE: 492.2, EHIE:
492.2.

C5

IH-NMR (400 MHz, CDCls) 6 =
8.17 (s, 2H), 7.46 (s, 1H), 7.38 (m,
2H), 7.32 (m, 1H),7.10 (d, J=9.6
Hz, 2H), 4.76 ({d, J= 13.2 Hz, 2H]),
4.31 (s, 3H), 4.28 (s, 2H), 4.02 (d,
J=06.4 Hz, 2H), 2.92 (td, J=12.8,
2.8 Hz, 2H), 2.46 (q, J = 7.6 Hg,
2H), 2.10 (m, 1H), 1.97 (d, J =
13.2 Hz, 2H), 1.35 (qd, J= 12.4,
4.0 Hz, 2H), 1.18 (t, J = 7.6 Hz,
SH), [M+H]+ CorHaoFaN7O (22T
o MS FHEE: 506.2, FHI{HE:
506.3.
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Cco

=N
LN

IH-NMR (400 MHz, CDCls) 6 =
8.17 (s, 2H), 7.42 (m, 2H), 7.34 (s,
1H), 7.18 (d, J= 6.8 Hz, 1H), 7.07
(d, J = 9.2 Hz, 2H), 4.76 (d, J =
13.2 Hz, 2H), 4.35 (s, 2H), 4.02
(d, J = 6.4 Hz, 2H), 3.89 (s, 3H),
2,92 (td, J = 12.8, 2.4 Hz, 2H),
2.45 (q, J = 7.6 Hz, 2H), 2.10 (m,
1H), 1.96 (d, J = 13.2 Hz, 2H),
1.35 (qd, J = 12.4, 4.0 Hz, 2H),
1.18 (t, J = 7.6 Hz, 3H); [M+H]*
Ca7H30F2N7O (22T MS FE
fB: 506.2, FEHIE: 506.3.

C7

IT-NMR (400 MHz, CDClL) & =
8.17 (s, 2H), 7.45 (d, J = 8.4 Hz,
2H), 7.39 (d, J= 8.4 Hz, 2H), 7.09
(d, J=9.2 Hz, 2H), 4.76 (d, J =
13.2 Hz, 2H), 4.31 (s, 3H), 4.27 (s,
2H), 4.01 (d, J= 6.4 Hz, 2H), 2.92
(td, J=12.8, 2.8 Hz, 2H), 2.46 (q,
J = 7.6 Hz, 2H), 2.10 (m, 1H]),
1.96 (d, J = 13.2 Hz, 2H), 1.35
(qd, J=12.4, 4.0 Hz, 2H), 1.18 (t,
J = 7.6 Hz, 3H); |[M+H]J*
CarHzoFaN7O (22T MS FHE
fif: 506.2, EBIfE: 506.3.

Cc8

'H-NMR (400 MHz, CDCL) 6 =
8.17 (s, 2H), 7.48 (d, J = 8.4 Hz,
2H), 7.26 (d, J = 8.4 Hz, 2H), 7.09
(d, J = 9.2 Hz, 2H), 1.76 (d, J =
13.2 Hz, 2H), 4.33 (s, 2H), 4.02
(d, J = 6.4 Hz, 2H), 3.89 (s, 3H),
2.92 (td, J = 12.8, 2.0 Hz, 2H),
2.46 (q, J = 7.6 Hz, 2H), 2.10 (m,
1H), 1.96 (d, J = 12.8 Hz, 2H),
1.35 (qd, J = 12.4, 4.0 Hz, 2H),
1.18 (t, J = 7.6 Hz, 3H); [M+H]*
Ca7rHa0FoN7O (22T MS §+§
fB: 506.2, FEHIE: 506.3.

gooooad
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c9

o]

H-NMR (400 MHz, CDCL) 6 =
8.21 (d, J = 8.4 Hz, 2H), 8.17 (s,
2H), 7.64 (d, J= 8.4 Hz, 2H), 7.19
(d, J = 9.2 Hz, 2H), 4.91 (s, 2H),
4.80 (d, J= 6.4 Hz, 2H), 4.77 (d, J
= 13.2 Hz, 2H), 4.50 (d, J = 6.4
Hz, 2H), 4.05 (d, J = 6.4 Hz, 2H),
2.93 (td, J = 12.8, 2.4 Hz, 2H),
2.46 (q, J = 7.6 Hz, 2H), 2.11 (m,
1H), 1.97 (d, J = 13.2 Hz, 2H),
1.36 (qd, J = 12.4, 4.0 Hz, 2H),
1.33 (s, 3H), 1.18 (t, J = 7.6 Hz,
SH), [M+H]+ CaoHa4FaN7Qg (220
T MS FHEME: 562.3, EHIHE:
262.3.

C10

.
T

1H-NMR (400 MHz, DMSO-d6) 6 =
9.12 (dd, J = 2.4, 0.8 Hz, 1H),
8.35 (dd, J = 8.4, 2.4 Hz, 1H),
8.24 (s, 2H), 8.18 (dd, J= 8.4, 0.8
Hz, 1H), 7.75 (m, 2H), 4.67 (m,
2H), 4.47 (s, 3H), 4.06 (d, J = 6.4
Hz, 2H), 2.88 (m, 2H), 2.42 (q, J =
7.6 Hz, 2H), 2.04 (m, 1H), 1.84
(m, 2H), 1.24 (m, 2H), 1.13 (t, J =
7.6 Hz, 3H); [M+H]* Ca5Ha7FaNsO
[T MS FHELE: 493.2, FEHI
fit: 493.2.

Cl1

2
.

N N

s

Q
1
N

N=N
N N
B
o
Q
N
A

1H-NMR (400 MHz, DMSO-d6) 6 =
9.20 (dd, J = 2.4, 0.8 Hz, 1H),
8.44 (dd, J = 8.4, 2.4 Hz, 1H),
8.30 (dd, J = 8.4, 0.8 Hz, 1H),
8.24 (s, 2H), 7.78 (m, 2H), 4.67
(m, 2H), 4.45 (s, 3H), 4.07 (d, J =
6.4 Hz, 2H), 2.88 (m, 2H), 2.42 (q,
J = 7.6 Hz, 2H), 2.05 (m, 1H),
1.84 (m, 2H), 1.24 (m, 2H), 1.13
(t, J = 7.6 Hz, 3H), [M+HJ*
CosHarFalNeQ (22T MS FHE
fi: 493.2, EHIH: 403.2.

goooogao
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[M+H]* C,,H,oNOsD OO O OMSO O O : 238.1, O OO : 237.80

ooocooao

ocooooooo0o0@oDOmOO0 . 0O0OmmoDODODDOD, 00, ML) ODOOODODODOODO
ocoooooooooD(@ . Om)oOooDOooOoDOoOo0oooDUooODbDgoooDooooDOd
ocooocoooO0oooDOoooobO0oooDooboOoooooDUooDDO0 00, @mLHOLOO
ocoooco0, (.Omb) OOOODODODODODD@OmMOO .O0OmmoDHOODODODOODODOO
ocooooooooobDoy 00, 00000D0D00DO0O00O0@OHYYDDODOOOODOCQE@Xx)
ocoooco@x)H)yoopooooooo@ogyoogH)Yoooooooooboooooao
cooocooo(@oobo,0ob0o0oo0ooDbDOooboOooO) D OODDOoDODDODODOODO@
0000)0000000000M™-NMR (400 MHz, CD5CN) 8 = 8.01 (d, J = 8.8 Hz,

2H), 7.86 (d, J = 8.8 Hz, 2H), 7.45-7.38 (m, 2H), 4.11-3.94 (m, 2H), 4.07 (d, J
= 6.0 Hz, 2H), 3.12 (s, 3H), 2.86-2.68 (m, 2H), 2.02-2.00 (m, 1H), 1.85-1.81 (m
, 2H), 1.51 (s, 3H), 1.29-1.19 (m, 2H), 0.84-0.81 (m, 2H), 0.63-0.60 (m, 2H); *°

F-NMR (376.5 MHz, CD5CN) & = - 128.76; [M+H]" Co,HogFoNOSSO O O O OMSO OO - 4
80.1, O OO : 480.10

0Doo0o

Do0o0o0o0o

(OO0 @OoO@OO0ODO0D0ONONO0NONONONoON)IO00NO0NONONoooo)Xoon)
,00000000000)000000000
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E3 £2

000000000 @O000000mO0 .00mmol)J00000C@mM)OOD0D0O00
0000@OOmgdO .Ommo)OOOOOO(@n)000000O00D0O0D0OO000O00O
0000(@OmM)DO0O0000000000, (OxO0O0m)00O0O0OO0O0O00O00000O0
0@O0,00,)00000000000000000000000CQ@O, 00,00
00000)I000000000000000000000000YH-NVR (400 MHz, DM
SO-d6) & = 8.27 (m, 2H), 7.69 (m, 2H), 7.82 (m, 2H), 7.70 (m, 2H), 4.03 (d, J =
6.4 Hz, 2H), 3.97 (m, 2H), 2.73 (m, 2H), 1.90 (m, 1H), 1.75 (m, 2H), 1.39 (s, 9
H), 1.16 (m, 2H); [M+H]" CouHL FoN,0,0 0O OO MSO OO : 421.2, 000 : 421.20
oooooo

000000000 @Omg0O .00mmoOOD0, 0@m)00O0O0D0D0D0O000O00
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0000000000000 0000000000@m)0000000O0, 00, (@m
HO0DO0DO0O0D00O0000000000000000000,0@OmM)O00O0OO0000O
0000000000 @xO00m)OODODO0O0OO0, 0@OmM)OOOD0D0ODO0O0O0O0@O

., 00,)I0D00000000O0NO0DNO00000DO0ONONONDN(@O,00,000000
0)I000O0O000C0O000C0O0O000O0O00O0OO0O0YH-NMR (400 MHz, DMSO-d6) &

= 7.59 (m, 2H), 7.44 (d, J = 6.8, 1H), 6.67 (d, J = 1.6 Hz, 1H), 6.53 (dd, J = 6
.8, 1.6 Hz, 1H), 4.03 (d, J = 6.4 Hz, 2H), 3.97 (m, 2H), 2.73 (s, 2H), 1.90 (m,
1H), 1.75 (m, 2H), 1.39 (s, 9H), 1.16 (m, 2H); [M+H]* CooH,-F,N,0,0 O O O O MSO
00 : 421.2, 000 : 421.20

Dooo0oo

000000000 C@OmgdO .00mmol)DJ0 0000 .Om)0O0O0D0O00, 00,
(OOmgd O .COmmoDOODODOCO@ORLOOD.0COmmoDDODO0OCOODDOOOOO
0000000000000 000000000000@,00000000)D000
000000000000 00000000O000O0*H-NMR (400 MHz, DMSO-d6) & = 7.7
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1,) & =7.61 (d, J = 8.0 Hz, 1H), 7.09 (d, J = 8.0 Hz, 1H), 6.87-6.80 (m, 2H),
4.79-4.71 (m, 1H), 4.22 (br s, 2H), 4.02 (d, J = 6.4 Hz, 2H), 2.83-2.77 (m, 2H),
2.48 (s, 3H), 2.04-1.94 (m, 1H), 1.87 (d, J = 12.8 Hz, 2H), 1.64-1.50 (m, 2H),
1.30-1.23 (m, 2H), 1.21 (d, J = 6.4 Hz, 3H), 0.911 (t, J = 7.2 Hz, 3H); [M+H]* C

25HogFoIN,00 D00 OMSO OO : 545.1, 00O : 545.20
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), 4.05 (d, J = 6.4 Hz, 2H), 3.27 (s, 3H), 2.83-2.77 (m, 2H), 2.59 (s, 3H), 2.04
-1.98 (m, 1H), 1.87 (d, J = 12.8 Hz, 2H), 1.65-1.50 (m, 2H), 1.38-1.23 (m, 2H),
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0 (s, 1H), 7.77 (d, J = 8.4 Hz, 1H), 7.66 (d, J = 8.4 Hz, 1H), 6.89 (d, J = 8.8

Hz, 2H), 4.30-4.00 (br. d, 2H), 4.03 (d, J = 6.0 Hz, 2H), 2.77 (t, J = 12.4 Hz,

2H), 2.53 (s, 3H), 2.04-1.94 (m, 1H), 1.90-1.84 (m, 2H), 1.55 (s, 3H), 1.35-1.24
(m, 2H), 0.88-0.85 (m, 2H), 0.64-0.60 (m, 2H); *°F-NMR (376.5 MHz, CDCl3) & =
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.36-4.05 (m, 4H), 4.05 (s, 3H), 2.80 (t, J = 12.8 Hz, 2H), 2.63 (s, 3H), 2.10-1.
95 (m, 1H), 1.92-1.85 (m, 2H), 1.58 (s, 3H), 1.40-1.27 (m, 2H), 0.91-0.88 (m, 2H
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IH-NMR (400 MHz, CDCls) & =
8.17 (s, 2H), 7.45 (d, J = 8.4 Hz,
2H), 7.41 (d, J= 8.4 Hz, 2H), 7.10
(d, J= 9.6 Hz, 2H), 4.76 (d, J =
13.2 Hz, 2H), 4.02 (d, J = 6.4 Hz,
2H), 3.76 (s, 2H), 2.92 (td, J =
12.8, 2.4 Hz, 2H), 2.46 (q, J= 7.6
Hz, 2H), 2.10 (m, 1H), 1.97 (d, J=
13.2 Hz, 2H), 1.35 (qd, J = 12.8,
4.0 Hz, 2H), 1.19 (s, 9H), 1.18 (t, J
= 7.6 Hz, 3H); 19F-NMR (376.5
MHz, CDCly) 6 = -127.95; [M+H]*
CooHz7FaN4O T D MS %‘l‘%:
fi: 495.3, EHIE: 405.4.

H3

-

=

\%z

=
=

L

IH-NMR (400 MHz, CDCls) 6 =
8.17 (s, 2H), 7.46 (d, J = 8.0 Hz,
2H), 7.39 (d, J=8.0 Hz, 2H), 7.11
(d, J=9.6 Hz, 2H), 4.77 (d, J =
13.2 Hz, 2H), 4.02 (d, J = 6.4 Hz,
2H), 3.72 (dd, J = 5.6, 4.4 Hz,
4H), 5.53 (s, 2H), 2.92 (i, J =
12.8, 2.4 Hz, 2H), 2.46 (m, 6H),
2.11 (m, 1H), 1.97 (d, J= 13.2 Hz,
2H), 1.35 (qd, J = 12.8, 4.0 Hz,
2H), 1.18 (t, J = 7.6 Hz, 3H);
19F-NMR (376.5 MHz, CDCls) & =
-12787, [M+H]+ CagHssFoN4Oy (2
DWTH MS FEE: 509.3, E#
{B: 509.3.

H4

-

P~ O~

\>7z

=z
=

—~L

IT-NMR (400 MHz, CDClL) & =
8.17 (s, 2H), 7.57 (s, 1H), 7.48 (d,
J=8.4 Hz, 2H), 7.21 (d, J = 8.4
Hz, 2H), 7.11 (s, 1H), 7.09 (d, J =
9.6 Hz, 2H), 6.92 (s, 1H), 5.16 (s,
2H), 4.76 (d, J = 13.2 Hz, 2H),
4.02 (d, J = 6.4 Hz, 2H), 2.92 (td,
J=12.8, 2.8 Hz, 2H), 2.45 (q, J =
7.6 Hz, 2H), 2.10 (m, 1H), 1.96 (d,
J = 13.2 Hz, 2H), 1.35 (qd, J =
12.8, 4.0 Hz, 2H), 1.18 (t, J=7.0
Hz, 3H); 19F-NMR (376.5 MHz,
CDCl) & = -127.50; [M+HJ*
CaaHaoFoNsO (22T MS §+§
fB: 490.2, FEHIE: 490.3.
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HS

H-NMR (400 MHz, CDCL) 6 =
. 8.53 (s, 1H), 8.17 (s, 2H), 7.51 (d,

Ny J=28.4Hz 2H), 7.44 (, J = 8.4
> Hz, 2H), 7.09 (d, J = 9.2 Hz, 2H),
5.84 (s, 2H), 4.76 (d, J = 13.2 Hz,
) 2H), 4.02 (d, J = 6.4 Hz, 2H), 2.92
(td, J= 12.8, 2.4 Hz, 2H), 2.45 (q,
J = 7.6 Hz, 2H), 2.10 (m, 1H),
1.96 (d, J = 13.2 Hz, 2H), 1.35
(qd, J=12.8, 4.4 Hz, 2H), 1.18 (t,
J = 7.6 Hz, 3H); 9F-NMR (376.5
MHz, CDCly) 6 = -127.43; [M+H]*
CosHagFaN7O (22T dH MS %‘l‘}%ﬁ‘
fE: 492.2, FEHIfE: 492.3.

b

=
=

~L

HG6

'H-NMR (400 MHz, CDCly) & =
8.55 (s, 1H), 8.17 (s, 2H), 7.54 (d,
J = 8.4 Hz, 2H), 7.37 (d, J = 8.4
Mz, 211), 7.10 (d, J = 9.2 Hz, 21),
5.63 (s, 2H), 4.77 (d, J= 13.2 Hz,
2H), 4.03 (d, J= 6.4 Hz, 2H), 2.92
(td, J= 12.8, 2.4 Hz, 211), 2.46 (q,
J = 7.6 Hz, 2H), 2.10 (m, 1H),
1.96 (d, J = 13.2 Hz, 2H), 1.35
(qd, J=12.8, 4.0 Hz, 2H), 1.18 (t,
J = 7.6 Hz, 3H); °F-NMR (376.5
MHz, CDCL) 6 = -127.24; [M+H]J*
CasHasFaN7O (22T MS FHE
E: 492.2, EHIE: 492.3.
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#5
i e - NMR # L8 FE 7213 ESMS
O r\|JH
1IH-NMR (400 MHz, DMSO-d6) 6 =
o 8.97 (dd, J = 2.4, 0.8 Hz, 1),
= 8.82 (q, J= 4.8 Hz, 1H), 8.31 (dd,
J= 8.4, 2.4 Hz, 1H), 8.23 (s, 2H),
8.07 (dd, J = 8.4, 0.8 Hz, 1H), 10
. . 7.73 (m, 2H), 4.66 (m, 2H), 4.05
2 o (d, J = 6.4 Hz, 2H), 2.88 (m, 2H),
2.83(d, J=4.8 Hz, 3H), 2.42 (q, J
(% = 7.6 Hz, 2H), 2.04 (m, 1H), 1.83
(m, 2H), 1.24 (m, 2H), 1.12 (t, J =
j‘\ 7.6 Hz, 3H); [M+H]* CasHzsF>NsO,
N7 N IOV TD MS FHEAE: 468.2, FEH
i) i 468.2.
| 1H-NMR (400 MHz, DMSO-d6) & = 20
O N~ 8.94 (dd, J = 2.4, 0.8 Hz, 1H),
L 8.24 (m, 3H), 7.69 (m, 2H), 7.63
| N (dd, J=8.4, 0.8 Hz, 1H), 4.66 (m,
7 2H), 4.05 (d, J= 6.4 Hz, 211), 3.02
(s, 3H), 2.98 (s, 3H), 2.88 (m, 2H),
2.42 (q, J = 7.6 Hz, 2H), 2.04 (m,
F F 1H), 1.84 (m, 2H), 1.24 (m, 2H),
I3 0 1.12 (t, J = 7.6 Hz, 3H); [M+H]*
CagHa0FoNsOy (220 T D MS %‘*'E
fE: 482.2, FEHIE: 482.2.
N 30
NJ\N
b
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.01 (d, J = 6.4 Hz, 2H), 3.91 (m, 2H), 2.73 (m, 2H), 1.88 (m, 1H), 1.46 (s, 3H),
1.28 (s, 12H), 1.14 (m, 2H), 0.75 (m, 2H), 0.59 (m, 2H); [M+H]" CozH55BFLNOLD

O00O0OMSO OO : 452.2, 000 : 452.30
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oooooo
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0000000000000 000000000O00000H-NMR (400 MHz, CDClS) &

= 8.93 (s, 2H), 7.15 (m, 2H), 4.00-4.30 (m, 6H), 3.59 (m, 2H), 3.21 (ddd, J = 1
3.6, 8.4, 3.6 Hz, 1H), 2.77 (t, J =12.4 Hz, 2H), 1.82-2.08 (m, 5H), 1.57-1.75 (m
, 2H), 1.50 (d, J = 4.0 Hz, 1H), 1.55 (s, 3H), 1.26 (m, 2H), 0.87 (m, 2H), 0.63
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#6
FE e (51l = s NMR 33 LUV % 7213 ESMS
J2 | IH-NMR {400 MHz, DMSO-d6) & =
OIN\ 9.25 (s, 2H), 7.80 (m, 2H), 4.05 (d,
. J=6.4 Hz, 2H), 3.93 (m, 2H), 3.03
| (s, 3H), 2.82 (s, 3H), 2.75 (m, 2H),
“ 1.92 (m, 1H), 1.76 (m, 2H), 1.46 (s,
3H), 1.16 (m, 2H), 0.76 (m, 2H),
0.60 (]Il, QH), [M+H]+ CoaHaolF2N4Oyg
F F [ZOUWT D MS FHEAM: 475.2, EHI
(%0 & 475.2.
N
O%\ﬁo\
J3 o 1H-NMR {400 MHz, DMSO-d6) & =
o N 9.26 (s, 2H), 7.80 (m, 2H), 4.05 (d,
J=6.4 Hz, 2H), 3.93 (m, 2H), 3.68
NN (s, 4H), 3.54 (m, 2H), 3.23 (m, 2H),
- 2.75 (m, 2H), 1.92 (m, 1H), 1.76
(m, 2H), 1.46 (s, 3H), 1.16 (m, 2H),
0.76 (m, 2H), 0.60 (m, 2H); [M+H]*
F F Ca6Ha1FaNqOs {220 T MS FHEH:
(%O 517.2, FEHIfE: 517.2.
N
O%O
J4 | 1H-NMR (400 MHz, DMSO-d6) 6 =
OIN\/\OH 0.252 X1t 0.247 (s, 2H), 7.81
L (m, 2H), 4.86 (t, J = 5.2 Hz, 0.43

H), 4.70 (t, J = 5.4 Hz, 0.57 H),
4.05 (d, J = 6.4 Hz, 2H), 3.94 (m,
2H), 3.64 (m, 0.86 H), 3.54 (t, J =
5.6 Hz, 0.86H), 3.47 (m, 1.14 H),
3.21(t,J=6.0 Hz, 1.14 H), 3.06 (s,
1.71H), 2.86 (s, 1.29H), 2.76 (m,
2H), 1.92 (m, 1H), 1.76 (m, 2H),
1.46 (s, 3H), 1.16 (m, 2H), 0.76 (m,
2H), 0.60 (m, 2H); [M+H]*
CusHs1 FaN4Os (22T MS 3 HEAR:
505.2, FEHIfE: 505.2.
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Ooo0ooOoao
J5 IH-NMR (400 MHz, CDCls, [olizE
( PR, AR RO — 7 2 &) 6
O Ny, =8.95 55 L 17 8.94 (s, 2H), 7.16 (m,
I 2H), 4.00-4.32 (m, 4H), 3.83 B L
N" N 3.97 (m, 2H), 3.48 B LIN3.75 (t, J
- =5.2 Hz, 2H), 3.35 5 L1 3.67 (q, J
= 7.2 Hz, 2H), 2.76 (m, 2H), 1.98
(m, 1H), 1.85 (m, 2H), 1.55 (s, 3H),
FJELF 1.28 (m, 6H), 0.86 (m, 2H), 0.62
o (m, 2H); [M+H]* CasHasFaN4Os5 {122
W MS FHEM: 519.2, EHIE:
(% 510.2.
N
O?\
J6 H 1H-NMR (400 MHz, DMSO-d6) & =
OIN\/\o/ 9.31 (s, 2H), 8.87 (m, 1H), 7.85 (m,
NN 2H), 4.06 (d, J = 6.4 Hz, 2H), 3.94
p (m, 2H), 3.49 (m, 4H), 3.28 (s, 3H),
2.76 (m, 2H), 1.92 (m, 1H), 1.76
(m, 2H), 1.46 (s, 3H), 1.16 (m, 2H),
5 0.76 (m, 2H), 0.60 (m, 2H); [M+H]*
F F CasHa1 FalN4Os 1220 T MS #HEE:
(%O 505.2, Ei#llfir: 505.2.
N
O}é)\
J7 H 1H-NMR (400 MHz, DMSO-d6) & =
OIN\/ﬁ(OH 12.31 (s, 1H), 9.31 (s, 2H), 8.96 (t,
NS o J=5.8 Hz, 1H), 7.84 (m, 2H), 4.05
P (d, J = 6.4 Hz, 2H), 3.94 (m, 2H),
3.52 (m, 2H), 2.75 (m, 2H), 2.55 (t,
5L J=7.2 Hz, 2H), 1.91 (m, 1H), 1.75
(m, 2H), 1.46 (s, 3H), 1.16 (m, 2H),
F F 0.76 (m, 2H), 0.60 (m, 2H); [M+H]*
o CasHogFoN4Og (22T MS %‘*'%‘:fﬁ
(% 519.2, FEHIfE: 519.2.
N
O%\O
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Ooo0ooOoao
J8 o N 5 1H-NMR (400 MHz, DMSO-d6) & =
I R 9.31 (s, 2H), 9.02 (t, J = 6.0 Hz,
. o 1H), 7.85 (m, 2H), 3.80-4.11 (m,
» 6H), 3.56 (m, 2H), 2.77 (m, 2H),
2.62 (t, J = 7.2 Hz, 2H), 1.92 (m,
1H), 1.76 (m, 2H), 1.47 (s, 3H),
1.18 (m, 5H), 0.76 (m, 2H), 0.60
F F (m, 2H); [M+H]* Co7HaalFaN4Oe tZ-2
o WT MS FHEME: 547.2, ERIH:
(% 547.2.
A
O O
Jo ., OH IH-NMR (400 MHz, DMSO-d6) & =
0 N\/&O 12.71 (s, 110), 9.34 (s, 211), 9.17 (t,
I J = 6.0 Hz, 1H), 7.87 (m, 2H),
NTON 3.72-4.10 (m, 6H), 2.76 (m, 211,
- 1.91 (m, 1H), 1.76 (m, 2H), 1.46 (s,
3H), 1.17 (m, 2H), 0.76 (m, 2H),
0.60 (IIl, QH), [M+H]+ Ca4Ho7F2N4Og
. . [T MS FEE: 505.2, FEHI
(%o filf: 505.2.
N
OAO
J10 IH-NMR (400 MHz, DMSO-d6) & =

9.34 (s, 2H), 9.21 (t, J = 6.0 Hz,
1H), 7.88 (m, 2H), 3.82-4.09 (m,
6H), 2.76 (m, 2H), 1.92 (m, 1H),
1.76 (m, 2H), 1.46 (s, 3H),1.44 (s,
OH), 1.17 (m, 2H), 0.77 (m, 2H),
0.60 (IIl, QH), [M+H]+ CagHssF2N4Og
[N MS FHE: 561.2, FEiHll
fE: 561.3.
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gooooao
J11 S IH-NMR (400 MHz, DMSO-d6) 6 =
N4 8.16 (d, J = 2.0 Hz, 1H), 7.55 (s,
o 1H), 7.46 (m, 2H), 3.92 (m, 4T),
N 2,75 (m, 2H), 1.90 (m, 1H), 1.75
= (m, 2H), 1.46 (s, 3H), 1.15 (m, 2H),
0.76 (m, 2H), 0.59 (m, 2H); [M+H]*
C23H24FaNaQs 220 T MS 5HER:
F F 460.2, FEHIE: 460.2.
5’
N
O%\O
J12 N TI-NMR (400 MHz, CDCly) & =
o NJ 8.93 (s, 2H), 7.15 (m, 2H), 4. 14 (m,
j: 2H), 4.05 (d, J = 6.4 Hz, 2H), 3.87
NN (m, 2H), 3.43 (m, 2H), 2.76 (t, J
= =2.4 Hz, 2H), 2.54 (m, 2H), 2.43
(m, 2H), 2.33 (s, 3H), 1.98 (m, 1H),
1.85 (m, 2H), 1.55 (s, 3H), 1.28 (m,
. . 2H), 0.86 (m, 2H), 0.62 (m, 2H);
o) [M+H]+ Co7HaqFaNsQ4 & 20T D
(% MS FFEf: 530.3, EHIE: 530.2.
N
O%\O
J13 1IH-NMR (400 MHz, DMSO-d6, [f]

AR, HCL ) 6 = 9.94 BLW
10.08 (bs, 1H), 9.287 5 X 119.282
(s, 2H), 7.82 (m, 2H), 4.05 (d, J =
6.4 Hz, 2H), 3.70-4.02 (m, 3.2L),
3.52 (m, 0.8H), 3.37 (m, 2H), 3.06
(s, 1.1H), 2.88 (m, 5.8H), 2.76 (m,
4,1H), 3.09 (m, 2H), 1.91 (m, 1),
1.76 (m, 2H), 1.46 (s, 3H), 1.17 (m,
2H), 0.76 (m, 2H), 0.60 (m, 2H);
[M"‘H]"' Ca7H3sFaNsO4 (oW o
MS FHE|: 532.3, EillfE: 532.2.
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J14

IH-NMR (400 MHz, DMSO-d6) 6 =
9.31 (s, 2H), 8.84 (t, J = 5.6 Hz,
1H), 7.85 (m, 2H), 4.82 (t, J = 5.6
Hz, 1H), 4.06 (d, J = 6.4 Hz, 21),
3.94 (m, 2H), 3.54 (m, 2H), 3.41
(m, 2H), 2.75 (m, 2H), 1.92 (m,
1H), 1.76 (m, 2H), 1.46 (s, 3H),
1.16 (m, 2H), 0.76 (m, 2H), 0.60
(m, 2H); [M+H]* CaaH20F2N4Os5 22
WT MS FHEE: 491.2, FERI{E:
491.1.

J15

1H-NMR (400 MHz, DMSO-d6) 6 =
9.30 (s, 2H), 8.98 (t, J = 6.0 Hz,
1H), 7.84 (m, 2H), 4.56 (t, J = 5.2
Hz, 1H), 4.05 (d, J = 6.4 Hz, 2H),
3.94 (m, 2H), 3.48 (m, 2H), 3.38
(m, 2H), 2.76 (m, 2H), 1.92 (m,
1H), 1.76 (m, 2H), 1.70 (p, J = 6.4
Hz, 2H), 1.46 (s, 3H), 1.17 (m, 2H),
0.76 (m, 2H), 0.60 (m, 2H); [M+H]*
CasHz FoN4Os 122 T MS #HEE:
505.2, EHHE: 505.1.

J16

IH-NMR (400 MHz, CDCls) 6 =
893 (s, 2H), 7.15 (m, 2H),
4.00-4.35 (m, 8H), 3.76 (m, 2H),
2.91 (m, 2H), 2.76 (t, J =12.4 Hz,
2H), 1.97 (m, 1H), 1.84 (m, 2H),
1.55 (s, 3H), 1.27 (m, 2H), 0.85 (m,
2H), 0.62 (m, 2H); [M+H]*
CogHaaFoN4Os (22T MS %‘*'%‘:fﬁ
533.2, EHIfE: 533.2.
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J17

OH

1H-NMR (400 MHz, CDCly) 6 =
8.97 (s, 2H), 7.17 (m, 2H), 4.69
(bs, 1H), 4.00-4.30 (m, 6H), 3.86
(t, J = 5.2 Hz, 2H), 3.80 (t, J= 4.8
Hz, 2H), 3.56 (t, J = 5.2 Hz, 2H),
3.29 (bs, 1H), 2.77 (t, J =12.4 Hz,
2H), 1.99 (m, 1H), 1.86 (m, 2H),
1.55 (s, 3H), 1.26 (m, 2H), 0.87 (m,
2H), 0.63 (m, 2H); [M+H]*
CosHa3FaNaOs 1220 T MS 3R
535.2, FEHIfE: 535.0.

J18

IH-NMR (400 MHz, DMSO-d6) 6 =
9.24 (s, 2H), 7.79 (m, 2H), 4.05 (d,
J=6.4 Hz, 2H), 3.93 (m, 2H), 3.58
(m, 2H), 3.09 (m, 2H), 2.75 (m,
4H), 2.62 (m, 2H), 1.91 (m, 1H),
1.75 (m, 2H), 1.46 (s, 3H), 1.16 (m,
2H), 0.76 (m, 2H), 0.60 (m, 2H);
[M+H]+ CosHaaFalNsO4 (22T D
MS FE|: 516.2, EllE: 516.2.

goooogad

10

20

30



(73)

JP 2011-527701 A 2011.11.4

5“-"

Bf“ﬁ_( -~\ N_%j }_j

Ate

o,

-

ooooao
J19 IH-NMR (400 MHz, DMSO-d6) & =
9,270 # LT 9.265 (s, 2H), 7.81
0 NQ "OH (m, 2H), 5.06 (d, J= 3.2 Hz, 0.5H),
j\: 5.01 (d, J= 3.6 Hz, 0.5H), 4.36 33
N° N L084.27 (m, 1H), 4.05 (d, J= 6.4
- Hz, 2H), 3.93 (m, 2H), 3.33-3.65
(m, 3.5H), 3.17 (m, 0.5H), 2.76 (m
2H), 1.71-2.02 (m, 5H), 1.46 (s,
FJEF 3H), 1.17 (m, 2H), 0.76 (m, 2H),
O 0.60 (m, QH), [M+H]+ CaeHa1FaN4QOs
(2o MS FHEM: 517.2, EH]
fit: 517.2.
N
O%%?\
J20 IH-NMR (400 MHz, DMSO-d6) & =
OINHz 9.30 (s, 2H), 8.26 (s, 1H), 7.84 (m
. 3H), 4.05 (d, J = 6.4 Hz, 2H), 3.94
| (m, 2H), 2.75 (m, 2H), 1.92 (m,
= 1H), 1.76 (m, 2H), 1.46 (s, 3H),
1.17 (m, 2H), 0.76 (m, 2H), 0.60
(m, 2H); [M+H]* CooHasFaN4O4 (22
F F WTD MS FEAN: 447.2, EHEIHE:
(%O 475.1.
N
O)%D\
oooooao
ooooao
0o @oO@oo@ooooooooonoooo0o0o)o0oooooooo)oao
OH)oo ., 00000000000 000000000000 0)0Od ., 00000004
ogoogoao
ooooao
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0000000000000 00000000@OO0Omg0O0 .00mmoDOCOCOOOODO
00000000000 0000000C@OO0OmgDO .00mmo)DOD0(@OCODO)IDO

o (@OmgDO.000mmo)0DODODDDO00@m)IODDDO000OO0O0O, 00, (@
OmOO0 .Ommo)0 0000000 COCOO0O0O0O0D0O0ODODDOOOOOOOOODON(
00000000 O0)I0O0O0DDO0DOODOOOOOOODO0O0O00000000000O0aO(
00,00,)0000000000000000000000C@OOO0000000
Oo)0O0O0O0O0O0O000D0D@OQO,.000000O0000@OODoOoDoOoOoOoOO0Ooo
O)0ODOOO)IODO0)IODODODOOOOOO)IODO0O0O000000D0O0O0O0O0OOO0O0O
000000 H-NVR (400 MHz, CDClZ) & = 10.24 (br s, 1H), 8.19 (s, 2H), 7.80 (s
, 2H), 7.06 (d, J = 9.2 Hz, 2H), 4.78 (d, J = 13.2 Hz, 2H), 4.02 (d, J = 6.8 Hz, 10
2H), 2.96 (td, J = 12.8, 2.8 Hz, 2H), 2.48 (q, J = 7.6 Hz, 2H), 2.10 (m, 1H), 1
.96 (d, J = 13.2 Hz, 2H), 1.35 (qd, J = 12.0, 4.0 Hz, 2H), 1.18 (t, J = 7.6 Hz,

O
U
u
O
g
u

3H); T9F-NMR (376.5 MHz, CDCl3) & = -127.90; [M+H]* C,,H,,F,N-OO O O O O MSO O

0 : 400.2, O OO : 400.20

oooooo

0000000000 @Omg0O .00mmol)D0D0O00000,00000000000
000000000 @OmgdO0 .00mmol)J 0000, 00, (00mgd D .00 0mmol)
00000 (@nm)00000000O0D0O0O0OO0OO0D0O00000000000000000
00000000000 0000000000,00,000000000000000
00000000000 000000(@OO0O0O0D0000000)I000000000 20
0 O0O000)0000H-NMR (400 MHz, CDClg) & = 8.17 (s, 2H), 7.66 (d, J = 8.

0 Hz, 2H), 6.98 (d, J = 9.6 Hz, 2H), 4.76 (br. d, J = 13.2 Hz, 2H), 4.23 (t, J =

6.8 Hz, 2H), 3.97 (d, J = 6.8 Hz, 2H), 2.91 (td, J = 12.8, 2.4 Hz, 2H), 2.77 (t
, J=6.8Hz, 2H), 2.45 (g, J = 7.6 Hz, 2H), 2.28 (s, 6H), 2.14-2.03 (m, 1H), 1.
99-1.92 (m, 2H), 1.34 (qd, J = 12.4, 4.4 Hz, 2H), 1.18 (t, J = 7.6 Hz, 3H); 1°F-

NMR (376.5 MHz, CDClz) & = -128.15; [M+H]+ CocHasFoNgOO O 0 0O O MSO O O : 471.3

, 000 : 471.20
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Fhi (7 E 5

NMR I} L8 F 7210 ESMS
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4

IH-NMR (400 MHz, CDCls) & =
8.16 (s, 2H), 7.70 (d, J= 0.8 Hz,
1H), 7.56 (s, 1H), 6.97 (d, J = 9.6
Hz, 2H), 4.88 (br. t, 1H), 4.76 (br.
d, J=13.2 Hz, 2H), 4.24 (t, J=5.6
Hz, 2H), 3.98 (d, J = 6.4 Hz, 2H),
3.63-3.55 (m, 2H), 2.91 (td, J =
12.8, 2.4 Hz, 2H), 2.45 (¢, J= 7.6
Hz, 2H), 2.14-2.03 (m, 1H),
1.98-1.92 (m, 2H), 1.43 (s, 9H),
1.35 (qd, J= 12.4, 4.0 Hz, 2H),
1.18 (t, J = 7.2 Hz, 3H); 19F-NMR
(376.5 MHz, CDCls) 6 = -127.91;
[M+H]+ CosHa7FaNeQs 172U NT D
MS E{E: 543.3, EfIE: 543.2.

K3

NHEBoC

=
7 5
—Z

ﬂ
e
O

-

=
=

~

TH-NMR (400 MHz, CDCls) 6 =
8.16 (s, 2H), 7.67 (d, J= 0.8 Hz,
1H), 7.60 (s, 1H), 6.97 (d, J=9.2
Hz, 2H), 4.76 (br. d, J= 13.2 Hz,
2H), 4.64 (br. s, 1H), 4.20 (t, J =
6.4 Hz, 2H), 3.97 (d, J= 6.1 Hz,
2H), 3.44 (t, J= 6.4 Hz, 1H), 3.27
(q, J=6.4 Hz, 1H), 3.13 (q, J=6.0
Hz, 2H), 2.91 (td, J=12.8, 2.4 Hz,
2H), 2.45 (q, J = 7.6 Hz, 2H),
2.14-2.00 (m, 1H), 2.05(t, J=0.4
Hz, 2H), 1.98-1.92 (m, 2H), 1.43
(s, 9H), 1.34 (qd, J= 12.4, 4.0 Hz,
2H), 1.18 (t, J=7.6 Hz, 3H);
19F-NMR (376.5 MHz, CDCls) 6 =
-12804, [M+H]+ CaoHzagF3NsO3 >
WO MS FHEAN: 557.3, ERIE:
557.2.
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K4

MsHN

Z/\/

4

n
T

TH-NMR (400 MHz, CDCL3) 6 =
8.17 (s, 2H), 7.71 (s, 1H), 7.63 (s,
1H), 6.97 (d, J= 9.2 Hz, 2H), 5.08
(t, J= 6.4 Hz, 1H), 4.75 (br. d, J =
13.2 Hz, 2H), 4.34-4.31 (m, 2H),
3.98 (d, J=6.8 Hz, 2H), 3.66-3.62
(m, 2H), 2.95 (s, 3H), 2.91 (td, J =
12.8, 2.8 Hz, 2H), 2.45 (q, J = 7.6
Hz, 2H), 2.14-2.02 (m, 1H),
1.98-1.92 (m, 2H), 1.33 (qd, J =
12.4, 4.4 Hz, 2H), 1.17 (t, J = 7.6
Hz, 3H); 19F-NMR (376.5 MHz,
CDCLy) 6 = -127.69; [M+H]*
Co4Hz1FaNgO:5 2T MS %‘l‘%
fi: 521.2, FE#MH: 521.1.

K5

‘r|
O
-

=
-
=

~

1H-NMR (400 MHz, CDCls) 8 =
8.17 (s, 2H), 7.68 (s, 1H), 7.63 (s,
1H), 6.98 (d, J=9.2 Hz, 2H), 1.96
(t, J=6.8 Hz, 1H), 4.76 (br. d, J =
13.2 Hz, 2H), 4.30 (t, J = 6.4 Hz,
2H), 3.97 (d, J= 6.4 Hz, 2H), 3.13
(q, J = 6.4 Hz, 2H), 2.96 (s, 3H),
2.90 (td, J=13.2, 2.4 Hz, 2H),
2.45 (q, J = 7.6 Hz, 2H), 2.15-2.03
(m, 3H), 1.98-1.92 (m, 2H), 1.34
(qd, J=12.8, 4.4 Hz, 2H), 1.18 (t, J
= 7.6 Hz, 3H); 19F-NMR (376.5
Mz, CDCls) 6 = -125.12; [M+H]*
CasHzzFaNgQsS (22T 0 MS %‘l‘%‘j
f&: 535.2, £HIE: 535.2.
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goooano
K6

S

TI-NMR (400 MHz, CDCL;) 6 =
MsN 8.16 (s, 2H), 7.72 (s, 1H), 7.67 (s,
1H), 6.98 (d, J= 9.2 Hz, 2H), 4.75
(br. d, J=13.2 Hz, 2H), 4.34 (t, J=
6.0 Hz, 2H), 3.97 (d, J= 6.4 Hz,
M), 3.61 (t, J = 5.6 Hz, 2H), 2.91
(td, J= 13.2, 2.4 Hz, 2H), 2.76 (s,
3H), 2.66 (s, 3H), 2.45 (q, J= 7.6
Hz, 2H), 2.14-2.02 (m, 1H),
1.98-1.92 (m, 2H), 1.33 (qd, J =
12.4, 4.4 Hz, 2H), 1.18 (t, J= 7.6
Hz, 3H); 1°F-NMR (376.5 MHz,
CDCly) 6 = -127.82; [M+H]*
CosHssFaNgQsS (22T MS #HE
fi: 535.2, EHIE: 535.2.

Z/\/

2

1
0
O

\>_

=

K7 IH-NMR (400 MHz, CDCls) 6 =
8.17 (s, 2H), 7.71 (s, 1H), 7.69 (s,
1H), 6.99 (d, J= 9.2 Hz, 2H), 4.75
(br. d, J=13.2 Hz, 2H), 4.24 (t, J =
6.0 Hz, 2H), 3.97 (d, J= 6.4 Hz,
2H), 3.14 (t, J = 6.4 Hz, 2H), 2.91
(td, J=13.2, 2.8 Hz, 2H), 2.85 (s,
3H), 2.79 (s, 3H), 2.45 (q, J= 7.6
Hz, 2H), 2.18 (quintet, J = 6.4 Hz,
2H), 2.10-2.01 (m, 1H), 1.99-1.92
(m, 2H), 1.33 (qd, J=12.4, 4.0 Hz,
2H), 1.18 (t, J= 7.6 Hz, 3H);
9F-NMR (376.5 MHz, CDCls) 6 =
-128.04; [M+H]+ C2sHasFaNeOsS (2

DUNT D MS FHEE: 549.2, EHIH:

N
J\ 549.2.
-

~g |~

=
N
-z

Dooo0QoOo
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0000000000000 O00,00,000000000000, 00000000
0000O00(@O00,)I0000000000000000000000(@O0,
0000000000000 )I000000000000C@OO000)00O0O0TH-NMR
(400 MHz, CDCl,, 00O O0O0O0000) & = 8.17 (s, 2H), 7.51 (d, J = 8.0 Hz, 1H)
, 7.46 (d, J = 8.0 Hz, 1H), 7.30 (d, J = 8.4 Hz, 1H), 7.24 (d, J = 8.0 Hz, 1H),
7.11 (dd, J = 9.6, 4.4 Hz, 2H), 4.75 (d, J = 13.2 Hz, 2H), 4.62 (s, 1.2H), 4.57
(s, 0.8H), 4.03 (dd, J = 6.8, 3.2 Hz, 2H), 3.97 (s, 3H), 2.93 (td, J = 12.0, 2.0
Hz, 2H), 2.46 (q, J = 7.6 Hz, 2H), 2.88 (s, 3H), 2.15-2.05 (m, 1H), 1.99-1.93 (

m, 2H), 1.35 (qd, J = 12.4, 4.0 Hz, 2H), 1.19 (t, J = 7.6 Hz, 3H); *°F-NMR (376.
5 MHz, CDCl3) & = -127.75; [M+H]* CogHs5FoN,0,0 O 0 O 0O MSO O O - 495.2, 0 0O O
: 495.30
0Oo0oooo
goooao
0000000000000 (QO’ 0o @Oo00ooooooooooodDond
000000)I0OOODNIOD’ ,0' 000000000000 000o)Ioodooaon
goano
goooao
F N= F N=
N_<\ Y, hect /—<:>N_<\:/>—/
ﬂ W N ' ﬂ W N
%>—NH %}—N
F }zo F
H2 L2

000000 @OmgD OO0 .O0OmmeDIODODO0OOO0ODODODODOODODODODODOO
000(@OO000)0000TH-NMR (400 MHz, CDCl3) & = 8.17 (s, 2H), 7.50 (d, J
8.4 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.12 (d, J = 9.6 Hz, 2H), 4.77 (d, J =
13.2 Hz, 2H), 4.63 (s, 2H), 4.03 (d, J = 6.8 Hz, 2H), 2.92 (td, J = 13.2, 2.4 Hz
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