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#1
e
& g B T—X
=
(S) =2~ (4~ 7| IZ% 83%: U NMR (400 Mz, 10
~ Bo7 =) - 3| DMSO-dgd 8 12,40 (br s, 1H),
NH (Y Fm AT 8.8 (s, 1H), 8.36 (s, 1H),

/) =1 (4 (57,91 (s, 1H), 7.49-7.40 (m,
wwwww (4—AT+H¥7=|40), 7.35-4.31 (u, 2H),
=)~ 1TH=-Emal 7.04-7.01 (n, 2H), 6.76 (s,
[2, 3=b] ¥V ¥ 10, 4.59-4.54 (m, 1H), 3.81
V4 A b) ¥XF) (s, 3H), 3.60-3.15 (m, 10H),
Yy 1A k) Sl 3.00-2.96 (m, 1H), 2.84-2.78
AR T e T (m, 1H), 1.22 {dq, 6H): @7
L3 (APCI  pos) 532.3  (100%) 20

27 | ci [

/
o
/
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(M+H].

28

<z
I

(8§) =3~ (4 (4
- {2 (4~2up
07 x=/N) ~ 3~

(A4 7 F L7
T /) FassA
Ay ERT Y-
b}y - 1T H - B
oo [2, 3-b]
¥y Y~ 5 A
Ny R AT IR
1

¢ #E 85%: 'H NMR (400 MHz,
DMSO-dg) & 12.40 (s, 1H), 8.86
(s, 1H}, 8.32 (s, 1H), 8.08
(s, IH), 8.05-8.02 (m, ZH),
7.91-7.87 (m, 1H), 7.66-7.62
(m, IM), 7.56-7.43 (m, 4H},
7.30-7.34 (m, 2H), 6.76 (s,
1), 4.55-4.50 (a, 1),
3.70-3.20 (m, 10H), 3.00-2.90
(m, IH), 2.74-2.68 (m, LI,
1.22 (dq, 6H); m’z (ESI pos)
545.4 (100%) [M].

10

29

p—;

OH

(8) —2= (4~7

e 7ae=l) ] -
(4~{5~(4—1(t
FeaXxirAFn) 7
=N} —1H—-tnruo
[2, 3-b] vV
Ve o I} BTG
Py 1A L) = 3
— (A7 r73
/) TRy -1~
v R

20
02 #E 30%; 'H NMR (400 MHz,
DMSO-dg) 8 11.51 (s, 1H), 7.84
(s, IH), 7.44-7.28 {(m, 8H,
6.46 (m, 1W), 5.18 (t, 1H),
4.53 (d, 2), 4.13-4.08 (m,
1, 3.50-3.20 (m, 7H),
3.10-3.08 (m, SH), 2.70-2.63
(m, 2H}, 0.91 {dq, 6H): m =
(ESI pos) 532.3 (100%) [M].

30

(S) —2— (4-7
=i O I
(4— (53— (3-(&
FeXir AFn) 7o
=4~ 1H~Fune
[2, 3-b] vU¥
V=4 = AN BT
-1 —=AN)— 3
— (A Y 7arar 3
JY F a1 A
v T IRERIE

30
% Z 25%; 'H NMR (400 MHz,
DMSO-dg) & 12.20 (s, 1H), 8.70
(s, 1H), 8.30 (s, 1H), 7.98 (s,
M), 7.49-7.25 (m, 8H}, 6.70
(s, 1H), 5.76 (s, 1H), 4.55 (s,
2H), 4. 50-4. 46 {m, iH),
3.65-3.20 (m, 10H), 3.00-2.93
(m, 1H), 2.70-2.65 {(m, 1H),
[.23 (dg, 6H); m’z (APCI pos)

532.1 (100%) [M].
40

31 cl

o}

(S)y—2~(3~1(4
w4 (20 (4
Zgop 7o) -3
- (A Y 7ToErT 3
J) Fasss Ay
T L J)
~1H-too [2,
3-b]l FUPr—5
- )T e ) T

¢ #= 59%; 'H NMR (400 MHz,
DMSO-dg) & 12.55 (s, 1H), 9.00
(s, 1H}, 8.44 {s, 1H), 7.95
(s, 1), 7.60 (s, 1H},
7.52-7.28 (m, 10H), 6.94 (s,
IH), 6.82 (s, 1H), 4.60 {(m,
1,  3.60-3.t5 (m, 10H),
3.02-2.95 {(m, LH), 2.88-2.80

(m, 1H), 1.23 {dq, 6H0): m'Z
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RT3 F R

(APCI pos) 559.1 (100%) [M].

32 of]

=N

A—

/

.

N

(S)—4—{(4-— (4
= (2= (4—~7nuwu
T =Ny -8 - (A
TN TI )T
RS AN BT
=1 =4 N} ~1H
~¥ewe[2, 3-b]
EY Sy —5—AN)
— N — A F LA
TR NTEREE

iy #%  83%; 'H NMR (400 MHez,
DMSO-dg) 8 12.30 (s, 1H), 8.80
(s, 1H), 8.54 (s, 1H), 8.32
(s, 1MW), 7.99 (s, 1H),
7.91-7.96 (m, 2H), 7.59 (d,
2H), 7.50-7.42 (m, 3H),
7.35-7.30 (m, 2H), 6.74 (s,
IH), 4.52 (m, 1H), 3.70-3.20
(m, 10H), 3.02-2.95 (m, 1H),
2.88-2.80 (m, IH), 2.82 (d,
3H), 1.22 (dq, 6I); m/z (APCI
pos) 559.1 (100%) [M].

33 Cl

TZ ™

Zi Z
I

N/

_<

= >
.

CN

(S)—~3—(4-(4
~(2-(4=snn
T x=) -3 (A
A= <l P e B
oA AN E R
¥ 1l=An}—1H
~¥or [2, 3-b]
B Py 5 A )
A= B YR
fik 15

0% 2 54%; 'H NMR (400 MHz,
DMSO-dg) & 12.38 (s, 1H), 8.88
(s, 1H}, 8.35 (s, 1H), 8.03
(s, 1M, 7.99 (s, 1H),
7.87-7.82 (m, 2H), 7.65 (t,
I, 7.50-7.44 (m, 3H),
7.35-7.30 (m, 2H), 6.73 (s,
IH), 4.54 (m, 1H), 3.70-3.20
{m, 10H}), 3.00-2.90 (m, 1H),
2.70-2.62 (m, 1H), 1.22 (dq,
6H); @z (APCI pes) 527.0
(60%) [M].

34 Cl

Iz

/N ; \
z z
/B

=
/ z

_<

I

N

(8) —~ 2~ (4~
o7 ey~ 1 -
(4~ (B~ (3—~7%
no7z=A) —1H
—~ o [2, 3-b]
S S
[N R AV B |
)= 33— (V7o
AT I ) el
1 - TR

22 36%; m 'z (APCI pos) 535. 4
(30%) [M1.
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3b Ci

TZ N

(8) —2—(a—72
B ) —3—
(4 273
J) —1— (4— (b
— (3= (MU ZF
g AFN) T =)
—1H—Ye®e [2,
3-bhl ¥ —14
—AN) BT U —
1—AN) Frir—
1 — A4 T EmRE

¥ #8 55%; 'H NMR (400 MHz,
DMSO-dg) & 12. 42 (s, 1H), 8.95
(s, 1H), 8.40 (s, 1H), 8.06
(s, IH), 7.90 (s, 1H),
7.84-7.78 (m, 1H), 7.76-7.68
(m, 2H), 7.50 (m, 1H),
7.46-7.42 (m, 2H), 7.33-7.28
(m, 2H), 6.77 {s, 1H), 4.54
(m, 1H), 3.60-3.10 (m, 10H),
3.00-2.92 (m, 1H), 2.73-2.66
(m, 1H), 1.22 {(dq, 6H):; m 7
(APCI pos) 570.3 (20%) [M].

J@ifo
36 Cl N

N

Iz

AG——

/

NS

(8) —2— (4—7
ooz A) —1 —
{4— (5— (3 —
((PAFLT )
AFL)T =) —
1H—¥Yzu[2, 3
-b} UYL —4—
AT —1
-} —3— (1Y
TuenrrIis) Sa
Ny —1—-*F =1
i 37

I 47%; 'H NMR (400 MHz,
DMSO-d,) & 12.42 (s, 1H),
10.88 (s, 1H), 9.08 (s, 1H),
8.48 (s, 1H), 8.06 (s, 1H),
7.73 (s, 1H), 7.58-7.43 (m,
5H)Y, 7.35-7.30 (m, 2H), 6.78
(s, 1H), 4.62 {(m, 1H), 4.34
(n, 2H), 3.60-3.15 {(m, 10H),
3.00-2.92 (m, 1H), 2.86-2.80
(m, 1H), 2.74-2.68 {(m, 6H),
1.23 (dq, 6H): m/z (APCI pos)
559, 5 (100%) [M].

37 Cl

(8) —2— (4—7
M7 =) — 3 —
(4 V7T rrrArrs3
J) —1— (4— (5
—(FHA Tz —2—
AN) —1H-—-VYR
o [2, 3-b] U
V=4 —AN)ER
GV —1—AN) 7
gy —1—F

HERIE

0w #  90%; 'H NMR (400 MHz,
DMSO-dg) 8 12.39 (s, 1H), 9.03
(s, 1H), 8.50 (s, 1H), 8.00
(d, 1H), 7.50-7.46 (m, 2H),
7.41-7.36 (m, 3H), 6.85 (s,
1H), 6.68-6.64 (m, 1H), 4.66
(m, 1H), 4.00-3.78 (m, G5H),
3.62-3.28 (m, 6H), 3.05-2.98
(m, 1H), 1.25 {(dq, 6H); =7
(APCT  pos) 426.2  (100%)
IMtH-<F A7 = ],

38 cl

(8) —2— (4—2
7 el —1—
(4— (5—(3—7
AF o —5—A FF%
YT =) —1H-—
Fee [2, 3-b]
FU Y —4—A)
ERZ -1 =
Ay —3— (A VFm
AT R ) Fraois
—1—A v s

I 2 81%; 'H NMR (400 MHz,
DMSO-dg) & 12.34 (s, 1H), 8.83
(s, 1H), 8.33 (s, 1H), 8.00
(d, 1H), 7.48-7.44 (m, 3H),
7.36-7.32 (m, 2H), 6.95-6.82
(m, 2H), 6.74 (s, 1H), 4.54
(m, 1H), 3.80 (d, 3H),
3.70-3.20 (m, 10H}, 2.97 (s,
1H), 2.75 (s, 1H), 1.23 (dq,
6H); mz (APCI pos) 550.5
(100%) [M].
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— — A
(S) = 2= (470 0% 76%: MR (400 Witz,
h PR L s0-dg) 6 12,24 (s, 1H), .76
NH {(4— (5—-(3, 5 ° ' SR
(s, 1H), 8.30 (s, 1H), 8. 01
o — T 7 o
. (d, 1H), 7.48-7.44 (u, 2H),
N ) L H =R s (w, 2H), T.28-7.20
39 | ¢ F 2, 3-b] UV ' : T '
[j { FJEVS G sm, 6.70 (s, 1H), 4.52
Yo d e LY ERT
N (m, 1HY, 3.70-3.20 (m, 10H),
Yl A N} — 3
J~S F SO T 2.9 (s, 1), 2,67 (s, 1H),
| — L TR ELT I )
N N/ crl 4| 123 (dq, 6H): m-z (APCI pos)
H Sy TEA L = A eas s (loow) M)
v T R ' ’ ’
(S)~1~(4~ (5| ILFT 47% 'H NMR (400 MHz,
— (4~ ((1H~ 5| DUSO-dy) & 12.30 (s, 1H), 8.87
~ S 1 = A ) Al (s, 1), 8.38 (s, IH), 8.18
NH FA)T =) — 1| (s, 1), 8.04 (s, 1H), 7.78
o H-voo [2, 34 (s, 1H), 7.51-7.45 (m, 2H),
w0 | e N bl EY P —4 — 4| 7.30-7.30 (m, 3H), 7.26-7.23
) MY BT T =1 ~| (m, 1H), 6.71 (s, 1H), 5.38
\ YOy 2 (42| s 20, 458 (o IW),
25 BE 7z =) - 3] 3.60-3.20 (m, 10H), 3.01 (s,
NN (4 7e A7 3| 1, 2.91 (s, 1H), 1.24 (dq,
J)Fuassr—1—4 60); mz (APCT pos) 582.3
v IR (100%) [M].

(s) ~2~ (4~
Fumon 7 o =) -
3—~(A4 Y7ol

NH
TI/)~1~ (4
© (5~ (3 ~A Y
1 o N e T e = )| I 21% m/z (APCI pos) 545
) C1H-EwBa | (100w [
N [2, 3-b] BV
/ ‘\ Y- 4 - A0
NN LT e ] A
H YT a s — 1 -
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000000
00000
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# 2
£ i
5 & 18 2R GE F—H
o
\( (28) —2~ (4—=F 86% 'H NMR (400 MHz,
N Zmwe7xmo) — 1DMS0-dg) & 12,19 (s, 1H), 9.02
(4= (5~(2 —t|(s, 1H), 845 (s, 1H), 7.99 (s,
° Fody s b)), 7.51-7.46 (o, 2H),
w5 |a N I1H-Yrn [2, 3-7.42-7.37 (m, 3H), 6.67 (s,
[] bl B —a—AH), 469 (m, 1H), 3.94-3.20
W \)Oi/ L) BT Y- 1 |, 13H), 3.02 (s, [H), 1.40
mo A A) —3— (Y F|(m, H), 1.256 (dg, 6H), 0.92
N P4

TEALT I ) L
e ] e Fd L i EREE

(t, 3H); m7z (APCI pos) 514.4
(20%) [M].

D

(S) —2— (4-—VlLFE 84% 'H NMR (400 MHz,
\‘/ O e =) — 3 - [DMSO-dg) 8 12.33 (s, 1H),
NH (4 Y77 I11.69 (m, IH), 9.28 (s, IH),
5 JYy =1~ (4~ (58.64 (s, 1H), 822 (s, IH),
~ (2 ~FAFKY ) xl7.52-7.48 (m, 2H), 7.44-7.40
46 |ci [Nj F¥F ) 1 H -~ ¥ a2|(m 3H), 6.70 (s, 1H), 4.80 (m,
y o [2, 3-b] Y INHY, 4.44 (m, 2H), 4.00-3.62
(ﬁo\/\{\/w4u~~~/r;z/)z:"f\°-§(m, 9H), 3.60-3.20 (m, L1H),
w L o¥ ¥ = 1—AA) 7uR02 (s, 1M, 1.26 (dg, 6H);
NN Sy - 1 — A KBz (APCT pos) 555.4 (100%)
e [M].
(S) — 2 (4 -T2 28%; 'H NMR (400 MHz,
\( a7 e =) — 3 ~DMSO-dg) 12,28 (s, IH),
NH (4 Y77 Il.50 (s, 1H), 9.22 (s,
. J) — 1= (4~- (5[IH), 8.62 (s, 1H), 8.05
(3 =2k Y 2 Fs, IH), 7.52-7.40 (m,
47 o [“] mAHEF )~ 1H~EBH),  6.69 (s, 1H),
N olmm [2, 3-b1 VW 82-4.77 (m, 1H), 4.10
mo\/\/w\) D 4 ) E(dd, 2H), 4.01-3.00 (m,
. FUL =1 =AY FRIN), 2.28-2.20 (m, 2H),

1.26 (m, 6H): @72 (APCI pos)

(100%) 569.2 [M].
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