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N—beFuedsyr—3— -0 —1— ()P —2—HL) —1H—EFS— L —
A4 —HRFFIR

N—bFe®y—2, 56 VZr=AdFH 0 —A — 4B ARFHIF
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N—tbFu¥%s—2, 5= AF 7T ——4— B ARFYIF
N—bRFoXx—A4—Fxz=/—2—(2— = A FTEIIK)F 7S ——5
— AR FYIF

N—tbRFeXs—3— T2y —2— LR IR
5—A4—VAFATI/)Tz=l) —N—EBFRH I E o= —2—
AR T IR

N—ERFeH%y—4—Px=A—2— (KW —1—AL)FFS——5— 10
AR T IR

N?—bFu%y —N°— = Px=A—2, 55—V HLRFHFIR

N—bFoX%s—2—Px2=A /75 —3—hLiRFHIR
N—bFeX%y—4—Je=/ -2 (V-3 A1)F7/—/L—5—
AR IR

2—(3,4—2rRFux /) —1(2H) —A/) —N—bvFpFir—4—Tx=/U
FT = =5 —HRFYIN
N—tbFu%xy—a4—TJxz=l—2— ()P —A—AL)F TS —/L—5—
MR FG IR

N?—(2—73I/7x=/1)—N°—bFuF 7=/ —2, 5—
CHARFYIR

5—(1H— =/ [blAIF S = —2—A/) N-EFef 7=l —
2 —BHARFHIF
N—tbkFeXxd—5— (7= /FAFN) -3 Txc=FFTor—2—
R FFIR

N—bFuFy—3—Tx=/A—5— (7= ANRTIR) <2/ [b]

FA T —2—HARFTIF

N—tFe¥i—1—7x=/—5— (M7 FerF L) - 1H-EIT/ -/ — 30
A4 — B /LRFFIF
3—sua—N—bRe¥y 5T AFFTar—2— BARFPIF

N2 —tbFu¥%y —N°— (2 == /F7o=l)E Tz —2, 5—
CHARFHIR

5—~ VA —N—bvFeFxds—3—TJao=FF 7 —2—HLRFVIN
AP A2— (bFuFd A REALN)—3— =X [b]lFF 7 —
5—AF s A—}

2—(1—_ P R)r—A—A1)—N—bvFueF%ir—A4—TJx=1F7
Se— s —5—HARFHIF, BIW 40
2—(1—_ AR —4—Af) —N—bvFeXy—4—Fz=/LF7
=g — 5 — A RFFIR
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# b Bl
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% B

Btk w

1b

Ir=

(.
v

.CH

N—tRe¥xry
~22 b, d]17 7
—A4—HLRF
IR

{(DMSO-d6) § (ppm)
1H:11.11(bs, 1H),
9.33(bs, 1H), 8.29(dd,
J=7.6, 1.2Hz, 1H),
8.20(dd, J=7.8, 0.6Hz,
LH), 7.77(d, J=5.1Hz,
1H), 7.75{(dd, J=5.5,
1.2Hz, LH), 7.57(td,
J=7.2, 1.4Hz, 1H),
7.48(t, J=7.8Hz, 1H),
7.44(1d, J=6.7, 1.2Hz,
1H). LRMS(ESD:(P &
fili ) 227.22(3Z M {&)
228.1(MH)+

1c

Iz

NH

AH

N—bFoFi—
2— (7= T3
Ay XTIR

(DMS0O-d6) § (ppm)
1H:11.24(s, 1H), 9.24(s,
LH), 9.11(s, 1H),
7.47{(d, J=7.6Hz, 1H),
7.34-7.27(m, 4H),
7.13(dd, J=8.6, 1.0Hz,
2H), 6.95(tt, J=7.2,
1.0Hz, 1H), 6.81(td,
J=6.7, 1.8Hz, 1H).
LRMS(ESID): (B & 4 .)
228.25(3 Il i)
229.1(MH)+

1d

W,

~CH

22— —N
—keFrF i~
AT IR

{(DMSO-d6) § (ppm)
1H:10.93(s, 1H), 9.09(s,
LH), 7.34(td, J-7.4,
2.1Hz, 1H), 7.27(td,
J=7.6, 1.6Hz, 1H),
7.25-7.14(m, TH),
4.07(s, 2H).
LRMS(ESD: (3 3% 4 .)
227.26(F #l i)
228.1(MH)+
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goooooano
it (5 |#EEL £ B LR e
le 6 2— (=4 | (DMSO-d6) 6 (ppm)
%) —N—bFw | 1H:10.63(d, J-1.4Hz,
¥R XTIN | 1H), 9.10(d, J=1.8Hz,
1H), 7.50(dd, J=7.6,
Q 1.8Hz, 1H), 7.48(d,
N~ J=7.4Hz, 2H),
H 7.42-7.36{(m, 3H),
Q 7.32(tt, J=7.2, 1.4Hz,
1H), 7.14(d, J=7.8Hz,
1H), 7.00(td, J=7.6,
1.0Hz, 1H), 5.21(s, 2H).
LRMS(ESI): (B2 i i .)
243.26( FAHE)
244, 1(MH)+
Ooo0o00o0ooao
goooo0O0oooooooooooooooooooD oo oooD oo ooooooao
gooooaon
Oo0o0oao
A — b2
:
MeO oM s OH Pd(PPha),, POT
+ @—B\ >
Br OH K,CO45, DME, H,O; 80°C
8 9
: :
Meo OMe  HONH, KOH o0 NHOH
S THF: MeOH: i S
10 |/ 1:32a |/
oooooooooooooootootooooobooboobooooobooooooooOoooao
O
gooooooooooooooooobooooooooooooooooooon0onooano
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goooooooooooooooooboooooooooooboDooooooon0onooan
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48.05(0 O O )249.1(MH)+
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dd, J=3.50 1.2Hz, 1H)O 7.05-7.02(m, 2H)O 6.84(d, J=2.7Hz, 1H)O 3.78(s, 3H)O LRMS
(ES1):(0 O O .)249.05(0 O O )250.1(MH)+
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7.45(dd, J=15.50 1.2Hz, 1H)O 7.14(
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M2 AX— K212 LB S W

2z s 15l

it&

Yy

% 3 X

% #r

Fi bk R E

Tk

2b

12

NHOH

N—bFre¥k
v—2—(F
A7 —2
— A )Ry
XFIR

'H NMR(400MHz,
DMSO-dg) 6 (ppm):10.88(s,
1H), 9.07(s, 1H), 7.56(dd,
J=5.3, 1.2Hz, 11D,
7.53-7.50(m, 1H), 7.46(dt,
J=7.2, 1.6Hz, 1H), 7.36{dt,
J=7.6, 1.6Hz, 11,
7.31-7.29(m, 1H), 7.25(dd,
J=3.5, 0.98Hz, 1H),
7.08(dd, J=5.1, 3.7Hz,
1H). LRMS(ESI): (3 & {1 .)
219.26(FHE) 220. 1(MH)+

B
2

2c

13

© é:%zo
\U)

NHOH

Sf

Ph

'H NMR(400MHz,
DMSO-dg) § (ppm):10.81(d,
J=1.8Hz, 1H), 9.01(4,
J=2.0Hz, 1H),
7.70-7.35(m, 13H).
LRMS(ESI): (B & i .)
289.33(FME) 290. 1(MH)+

BT
2

2d

14

NHOH

Ph

'H NMR(400MHz,
DMSO-dg) 6 (ppm):
10.82(s, 1H), 9.00(s, 1H),
7.71-7.68(m, 3H),
7.52-7.37(m, 10H).
LRMS(ESI): (B & i .)
289.33(FME) 290. 1(IMH)+

B
2

15

o d{"

-OH
N

T

HsC

4° =74
~—N-—tbFnr
F—2"—R
FAE T =
J—2—Jn
AFEF IR

'"H NMR(400MHz,
DMSO-dg) 6 (ppm):10.70(s,
LH), 8.88(s, 1H),
7.49-7.43(m, 1H),
7.41-7.38(m, 2H), 7.16(d,
J=7.2Hz, 1H), 7.07(x,
J=8.4Hz, 1H), 7.05(dd,
J=10.2, 2.7Hz, 1H),
6.97(td, J=8.6, 2.5Hz, 1H),
2.04(s, 3H). LRMS(ESD):
(B & il )245.25(32 M fit)
246.1(MH)+
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e N (s

4 B

Bk E

T

21 16

N—tbRmrX
—27,3
— DAY
B = —
2— B R F
IR

'H NMR(400MHz,
DMSO-dg) 6 (ppm):10.72(s,
1H), 8.85(s, 1H),
7.43-7.37(m, 3H), 7.22(d,
J=7.2Hz, 1H),
7.12-6.98(m, 2H),
6.73-6.72{m, 1H), 3.48(s,
3H), 3.31(s, 3H). P2 i
(273.10) MS{m/z):
274.1(M+H).

BIOC

2g 17

'H NMR(400MHz,
DMSO-dg) & {(ppm):10.92(s,
1H), 9.05(s, 1H), 7.81(dd,
J=8.1, 2.1Hz, 1H),
7.74(dd, J=7.8, 1.2Hz,
2H), 7.63(d, J=2.2Hz, 1H),
7.53-7.35(m, 9H).
LRMS(ESI): (B & fif )
289.33(FMM) 290. LIMH)+

B
2

2h 18

2— (2
[(d][1, 31¥
A x> — b —
5—44)—N
—kFo¥xi
AR ATIR

'H NMR(400MHz,
DMSO-dg) & {(ppm):10.74(s,
1H), 9.00(s, 1H), 7.47(1d,
J=7.4, 1.8Hz, 1H),
7.39-7.32{(m, 3H),
6.95-6.93(m, 2H), 6.86(dd,
J=7.9, 1.9Hz, 1H), 6.04(s,
2H). LRMS{(EST): (B % f& .)
257.07 258.0(MH)+

B
2

21 19

N—tbFuek
=37 — Ak
¥ E T
—2—Jn
AFEFIF

'H NMR(400MHz,
DMSO-dg) & {(ppm):10.77(s,
1H), 8.99(s, 1H),
7.52-7.48(m, 1H),
7.42-7.39(m, 2H), 7.37(td,
J=8.0, 1.2Hz, 1H), 7.30(t,
J=8.0Hz, 1H), 6.97(dd,
J=3.1, 1.0Hz, 1H), 6.96(s,
1H), 6.91(ddd, J=7.2, 2.5,
1.0Hz, 1H), 3.77(s, 3H).
LRMS(ESI): (B & fif )
243.26 244 . 1(MH)+
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# 1& K

4 B

T b B

L

2] 20

EwH k&

4’ =7 4.
—N—tFrm=

FE T
—2—Jsn
AFEYP IR

'H NMR{400MHz,
DMSO-dg) § (ppm):10.79(s,
LH), 8.99(s, 1H), 7.51(td,
J=7.6, 1.6Hz, 1H),
7.44-7.36{(m, 3H), 7.40(d,
J=8.4Hz, 2H), 7.23(t,
J=9.0Hz, 2H).
LRMS(ESI): (B & & )
231.22(3ZM4E) 232. 1(MH)+

BIOC
2

2k 21

N—tekud
—2—(1H
—rru—jg—
1— A1)
AT IF

'H NMR{400MHz,
DMSO-dg) & {(ppm):10.90(s,
1H), 9.21(s, 1H), 7.53(ddd,
J=9.0, 6.3, 2.7Hz, 1H),
7.41(d, J=7.8Hz, 1H),
7.39(s, 1H), 7.37(xd,
J=7.6, 1.2Hz, 1H), 6.99(1,
J=2.2Hz, 2H), 6.19(t,
J=2.2Hz, 2H).
LRMS(ESI): (B & fi )
202.21(FEMMH) 203. LIMH)+

21 22

2—(2, 5—
AF A —1
H—ro—
—1—AN)
—N—tF®@
XL RUAT

el
~

'H NMR{400MHz,
DMSO-dg) 6 (ppm):10.66(s,
1H), 9.04(s, 1H), 7.56(ddd,
J=7.6, 6.7, 2.7Hz, 1H),
7.52-7.48(m, 2H), 7.16(dd,
J=7.2, 1.0Hz, 1H), 5.68(s,
2H), 1.88(s, 6H).
LRMS(ESI): (B & fi )
230.26(FMME) 231. 1(MH)+

Zm 23

N—bFre¥%
=27 — AR
X o=
—2—Fn
ARFF IR

'H NMR{400MHz,
DMSO-dg) § (ppm):10.63(s,
1H), 8.78(s, 1H),
7.48-7.44(m, 1H),
7.39-7.36{(m, 2H),
7.31-7.26{(m, 2H), 7.17(dd,
J=7.4, 1.8Hz, 1H), 7.00(d,
J=7.8Hz, 1H), 6.95(td,
J=7.2, 1.0Hz, 1H), 3.67(s,
3H). LRMS{ESI): (¥ & i .)
243.26(FMM) 244. LIMH)+

BIOC
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FEhEFl |{bE W [HE R £ W Btk T
2n 24 N—bFv¥% ['H NMR(400MHz, 1
o —2—(4— DMSO-dg) § (ppm):10.67(s, |FB I
AFILF A7 [1H), 8.94(s, 1H), 2
NHOH |r:-—3— 4 [7.47-7.39(m, 3H),
> L)X T (7.26-7.24(m, 2H), 7.17(s,
-, N 1H), 2.04(s, 3H).
LRMS(ESI): (¥ & i .)
233.29(FZ M 16 ) 234. 1(MH)M+
20 25 5 N—bFv¥% ['H NMR(400MHz, 1
—2—(2— |DMSO-dg) § (ppm):10.81(s, |B I
O N O AF L2 |1H), 8.98(s, 1H), 8.04(d, |2
A [d1F 77— |]=8.2Hz, 1H), 7.90(d,
O A—5—4 |J=1.8Hz, 1H),
s )=y AXF |7.54-7.39(m, 5H), 2.81(s,
N'—‘-& TR 3H). LRMS(ESI): (¥ % ffi .)
284.33(FZH{E) 285. 1(MH)+
2p 26 N—bFv¥% ['H NMR(400MHz, 1
»—3" —=} [DMSO-dg) § (ppm):10.88(s, | I
0 o Zx=/L |1H), 9.02(d, J=1.6Hz, 1H),|2
_OH —2—H/A [8.24-8.21{(m, 1H),
O H FHIR 8.19-8.18(m, 2H),
O 7.83-7.81(m, 1H),
7.73-7.69(m, 1H),
\s 7.60-7.56{(m, 1H),
07 0 7.52-7.45(m, 2H).
LRMS(ESI): (¥ & i .)
258.23(FMM) 259. LIMH)+
2q 27 3’ — 74 e|'H NMR(400MHz, 1
O —N—tFu |DMSO-dg) 6 (ppm):10.82(s, [ F
N»OH FE 7= [1H), 9.03(s, 1H), 2
O H Jb—2—H |7.53-7.51{m, 1H),
O EXUPIF |7.47-7.36(m, 5H),
7.24-7.17(m, 2H).
£ LRMS(ESI): (¥ & i .)
231.22(FZM4E) 232. 1(MH)+
2r 28 o N—bFv¥% ['H NMR(400MHz, 1
_OH »—3"— (1 [DMSO-dg) & (ppm):10.83(s, |BI W
O H H— v wm—/ [1H), 9.05(s, J=1.6Hz, 1H),|2
—1—AA)¥E|7.56-7.37(m, 9H), 7.26(d,
O Zx=/—2 |(]=7.4Hz, 1H), 6.28(x,
—HARFE Y [J=2.2Hz, 2H).
N Ik LRMS(ESI): (B8 % i .)
\ 278.31(FZHHE) 279.2(MH)+
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goooooano
Fhe F |k & a3 % W R E T/
2s 29 0 N—EbFo% ['H NMR(400MHz, 1
_OH —3°— (4 [DMSO-dg) & (ppm):10.82 [BL
O i L XFLFA A, 1H), 9.01(s, 1H), 2
O 7o —3— |7.55-7.37(s, 9H),
AA)E T 2= 7.29-7.28(m, 1H), 2.27
J—2—F1 [(d, J=0.78Hz, 3H).
\\ R IR LRMS(ESI): (3 & i .)
S 309.38(F M) 310. 1{MH)+
2t 30 N—EbFo% ['H NMR(400MHz, 1
o v —2—(2— [DMSO-dg) 8 (ppm):10.80(s, B LV
o ARFT DY [1H), 8.82(s, 1H), 8.22(dd, |2
H »—3—A 1H), 7.58(dd, 1H), 7.50(m,
N )X T |1H), 7.40(m, 2H), 7.32(d,
A IR 1H), 7.01(m, 1H), 3.78(s,
G N 3H). LRMS{ESD):(¥P i fifi .)
244.265(FZ M 1E) 245 1(MH)+
2u 31 N—EbFo% ['H NMR(400MHz, 2
v—2—7x [DMSO-dg) 6 (ppm):10.83(s,
¥ & [TH), 9.12(s, 1H), 7.51(dd,
o FIFk J=7.4, 1.6Hz, 1H),
\OH 7.44-7.40{(m, 1H), 7.39(dd,
| [ A J=8.6, 7.4Hz, 2H), 7.19(1d,
o J=7.4, 1.0Hz, 1H), 7.14(1t,
J=7.4, 1.0Hz, 1H),
7.01(dd, J=8.6, 1.0Hz,
2H), 6.85(dd, ]=8.4,
1.0Hz, 1H). LRMS(ESD):
(B 3 i 022923 (3 Ml {#)
230. 1(MH)+
2v 32 N—EbFo% ['H NMR(400MHz, 2
Q ? |2 —1,3-|MeOD-dg) & (ppm):8.54(s,
N NHoH| 7 e = — 1 |1H), 7.84(d, J=7.8Hz, 4H),
N H- 5/ — |7.52(t, J=7.6Hz, 2H),
Jo—4—F |7.45-7.35(m, 4H).
RX¥HIR LRMS(EST): (B2 & i .)
279.3(FE M fi) 280.3(MH)+
2w 33 O N—EbFo% ['H NMR(400MHz, 1
L on [F2—3— Ak [DMSO-dg) 6 (ppm):10.70(s, [ LT
O N ¥y 52 [1H), 8.95(s, 1H), 7.25(m, |2
FAE Tx= [4H), 6.95(m, 2H), 6.90(m,
O A —2—F4 [1H), 3.80(s, 3H), 2.38(s,
R IR 3H). LRMS(ESI): (¥ & i .)
A0 257.58(3% Ml fi) 258 2(MH)+
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4 Fr
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2x

N—eFnF

—2—(5—
7= F g
Txrr—2—

AN) K

TiF

'"H NMR(400MHz,
DMSO-dg) 6 (ppm):10.96
(d, J=1.4Hz, 1H), 9.15(d,
J=1.6Hz, 1H), 7.68(dd,
J=8.4, 1.2Hz, 2H),
7.59(dd, J=7.8, 0.8Hz,
1H), 7.51(d, J=3.7Hz, 1H),
7.50(td, J=7.8, 1.6Hz, 1H),
7.44(t, J=7.4Hz, 2H),
7.40(td, J=7.4, 1.02Hz,
1H), 7.34(dd, J=7.6,
1.4Hz, 1H), 7.33(tt, J=7.4,
1.2Hz, 1H), 7.27(d, J=
3.9Hz, 1H). LRMS{(ESI):
(PRl .) 295.36(F M {&)
296.1(MH)+

B
2

2y

97

'H NMR{400MHz,

CD30D) 6 (ppm):7.39-7.37
(m, 3H), 7.34-7.30{(m, 2H),
7.28-7.22(m, 4H),
7.15-7.10(m, 4H).
LRMS(ESI): (B & fi )
289.33(F M 1) 290.2(MH)+

B

98

5—27/4n
—N—tFrm=
F—3 — A
VT
= —2—
R IR

'H NMR{400MHz,
DMSO-dg) § (ppm):10.80(s,
1H), 9.05(s, 1H), 7.42(m,
1H), 7.28(m, 3H), 6.98(m,
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0 v 7x=/—2, | 1H), 10.38(s, 1H), 9.10(s, 1H),
z 5— Y ka¥ | 7.98-7.96(m, 2H), 7.78(dd,
118 H O H HFIR J=8.8, 1.2Hz, 2H),
O 7.54-7.34(m, 8H),
©/ O 7.14-7.10(m, 1H)
LRMS(ESD: (BB if)332.35(
HIfE) 333.33(MH)+
N—tFu¥%i — | 'H NMR(400MHz,
OH 2— 7 x=/~2| DMSO-d6) § (ppm):11.17(s,
HN 0 75 —3— | 1H), 9.35(s, 1H), 7.92-7.89(m,
119 HURFHIR | 2H), 7.69(d, J=8.2Hz, 1H),
O \ O 7.60-7.33(m, 6H).
o LRMS(ESD: (BB f#f.)253.3(F
HIfE) 252. 1(M-H)-
N—tFu¥%i — | 'H NMR(400MHz,
4—Z7x=/—2 | DMSO-d6) § (ppm):11.38(br s,
o — (V> —3 | 1H), 9.52(s, 1H), 9.25(d,
/N \ S _OH — A /) FF | J=2.2Hz, 1H), 8.81-8.76(m,
120 < I N —/—=5—J/b | 1H), 8.49-8.42(m, IH),

N AXYPIR 7.96-7.86(m, 2H),
7.66-7.61(m, 1H),
7.59-7.45(m, 3H)
LRMS(ESD: (BB il .)297.3(FK
H#) 298. 1(MH)+

2—(3,4— 2t | 'H NMR(400MHz,
Fr¥% /0 —1 | CD30D) § (ppm):7.94-7.88(m,
(2H) — /) — | 1H), 7.79-7.72(m, 2H),
Q N—tFRuFs— | 7.48-7.38(m, 3H),
o1 \ \S i N-CH 4—7z=F | 1.29-7.20(m, 2H),
N H 7= —5— | 7.14-7.07(m, 1H) 4.01(x,
FRFPIF | J=6.1Hz, 2H), 2.84(t, J=6.3Hz,
2H), 2.10-2.02(m, 2H)
LRMS(ESD: (BBl .)351.4(FK
MIfE) 352.3(MH)+
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122

~OH

Iz

N—bRFe¥%i —
44— = —2
— (Y —4
—AYF T
—J/—5 =k
AFIR

'H NMR{(400MHz,

DMSO-d6) § (ppm):11.39(br s,
1H), 9.56(s, 1H), 8.89-8.76(m,
2H), 8.06-7.98(m, 2H),
7.94-7.85(m, 2H),
7.58-7.45(m, 3H)
LRMS(ESD: (BRF I .)297.3(F
) 298.2(MH)+

123

N°—(2—73/
Tr=mA) — N2
— kR v
z=/L—2, 5—
CHhHARFTI
ke

'H NMR{(400MHz,

DMSO-d6) § (ppm):10.91(s,
1H), 9.84(s, 1H), 9.08(s, 1H),
8.02-7.96(m, 2H),
7.51-7.39(m, 6H), 7.15(d,
J=8.0Hz, 1H), 6.98(t, J-7.2Hz,
1H), 6.78(d, J=8.0Hz, 1H),
6.60(t, J=7.6Hz, 1H), 4.94(s,
2H) LRMS(ESD: (B % fifi)
347.37(FH i) 348.30(MH)+

124

O N/OH
H

5—(1H—
Al AIF S —
—2—AL)
—N—tFo&i
=4 —2
— B AR F I
ke

'"H NMR(400MHz,

DMSO-d6) 6 (ppm):13.06(s,
LH), 10.91(s, 1H), 9.08(s, 1H),
8.22-8.20(m, 2H), 7.68(d,
J=7.6Hz, 1H), 7.57-7.39(m,
7TH), 7.26-7.19(m, 2H)
LRMS(ESD: (B i fif)329.35(F
MfE) 330.34(MH)+

125

N—bFo¥i —
5—(7=/%
AF ) —3—7
= F AT
=2k
FHIR

'H NMR{400MHz,

DMSO-d6) 6 (ppm):10.94(s,
1H), 9.19(s, 1H), 7.48-7.30(m,
8H), 7.06-7.04(m, 2H),
6.99-6.95(m, 1H), 5.33(s, 2H)
LRMS(ESD: (B & fif)325.38(F
MfE) 326.31(MH)+

126

N—bFo¥i —
3—Jxz=/L—5
—(Frx=A R
R TIR) R
> [blFA7
xr—2— ki
A¥HIR

'H NMR{400MHz,

DMSO-d6) 6 (ppm):10.83(br s,
LH), 10.33(br s, 1H), 9.21(s,
1H), 7.95(d, J=8.4Hz, 1H),
7.69-7.44(m, 8H),
7.23-7.21(m, 4H).
LRMS(ESD: (B & fii.)424.5(3
) 425.4(MH)+
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Cpd | &R £ #r etk o
o N—tbFe¥i — [ 'H NMR(400MHz,
oH 1—7=x=/L—5 | CD30D) § (ppm):7.92(s, 1H),
N N — (F)Z v | 7.58-7.55(m, 3H),
127 N F AF ) —1H— | 7.48-7.46{(m, 2H)
@ " 55— — 4 | LRMS(ESD: (BRE i .)271.2(F
— AR #MHE) 270. 1(MMH)-
F
3—7oou—N— | 'H NMR{(400MHz,
bReF* —5— | DMSO-d6) 6 (ppm):11.01(s,
198 s 0 Zx=/F A7 | 1H), 9.35(s, 1H), 7.74-7.71(m,
| x> —2— 1/ | 2H), 7.62(s, 1H), 7.49-7.39(m,
HN-OH AN 3H) LRMS(ESI): (B % fil)
Cl 253. T0(F M i) 254.08(MH)+
N2 —tbvFexi | 'H NMR(400MHz,
—N°— (2— 7| CD30D) 6 (ppm):7.87(dd,
= /¥ ¥ 7= |]=7.2, 2.4Hz, 1H), 7.75(dd,
0 AYE 7 ==/ |]=8.0, 1.6Hz, 1H), 7.64(d,
Q o4 | —2, 5= | J=1.6Hz, 1H), 7.52(d, J=8.0Hz,
129 ® H O H REFIF 1H), 7.44-7.37(m, 5H),
N 7.30-7.22(m, 4H), 7.07(dd,
0 O J=1.8Hz, 1H), 7.02-6.99(m,
1H), 6.96-6.94(m, 2H)
LRMS(ESD: (B i fif)424.45(F
AI{E) 425.29(MH)+
55—~ — | 'H NMR{(400MHz,
N—EbFrF i — | DMSO-d6) 6 (ppm):10.78(s,
3— 7> =/F | 1H), 9.09(s, 1H), 7.44-7.30(m,
130 47 > —2— | 9H), 7.27-7.22(m, 1H), 7.08(s,
BILRFIR 1H), 4.16(s, 2H) LRMS(ESD): (B
F 309, 38(F A {E)
310.26(MH)+
2P 2— (b | '"H NMR(400MHz,
Frd 2 A3 | DMSO-d6) 6 (ppm):10.83(br s,
EA/) —3—7 | 1H), 9.90(br s, 1H), 9.20(br s,
131 x = /b~y Y | 1H), 7.98-7.89(m, 2H),
[blF A 7= | 7.54-7.30(m, 11H), 5.12(s,
—5—A LA | 2H). LRMS(ESD:(BR&&fii.)
sXA—Fh 418.5(FE M} ) 419.3(MH)+
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2— (1—~2> ¥ | 'H NMR(400MHz,
JLEAY L — | CD30D) 6 (ppm):7.80-7.76(m,
o 4—A)—N— | 2H), 7.49-7.26(m, 8H), 3.54(s,
s oH bReX —4— | 2H), 3.13-3.03(m, 1H),
132 NQ~<\ I H Zx=F T | 2.96-2.89(m, 2H),
N = —5—F s | 2.20-2.05(m, 4H),
AXYPIR 1.84-1.72(m, 2H)
LRMS(ESD: (¥R .)393.5(F
) 394.4(MH)+
2—(1—-<v | ({H NMR(400MHz,
A/ E_YT | CD3IOD) 6 (ppm):7.81-7.75(m,
—4—A/A)—N | 2H), 7.54-7.41{(m, 8H),
Q o —tbFe¥i —4 | 4.81-4.70(m, 1H),
s OH — Zx=/LF T | 3.96-3.82(m, 1H),
133 g ND~<\ l N — s —5—# | 3.50-3.40(m, 3H),

N JUIRFIR 2.38-2.27(m, 1H),
2.20-2.10(m, 1H),
2.00-1.80(m, 2H)
LRMS(ESD: (B Fifi.)407.5(3
) 408.3(MH)+

0 N—tbFr¥i — [ (DMSO-d6)d(ppm) 1H:10.73(s,

OH 47 — AFF ¥ | 1H), 8.96(s, 1H), 7.50-7.46(m,

N~ 7 x=—2— | 1H), 7.38-7.32(m, 3H), 7.34(d,
134 O H WARXFIFE | 1-8.8Hz, 2H), 6.95(d, J-8.8Hz,
2H), 3.78(s, 3H).
LRMS(ESD: (B i fii.)243.26(3
o FU{F) 244.2(MH)*
2—(6—7/4 | (DMSO) § (ppm) 1H:10.85(s,
HO-NH U —3— | 1H), 9.05(s, 1H), 8.21(d, 1H),
Las O ALY —N—EF | 7.96, 1H), 7.55(m, 1H),
7 N\_g v X A7 | 7.43(m, 3H), 7.24(dd, 1H).
—N IF LRMS(ESD: (B fif.)232.21(F
M) 233. 1(MH)+
N—bRFeXxi — [ (DMSO-d6) § (ppm)
2— (KU — | 1H:10.88(s, 1H), 9.04(d,
o 3— /)~ | J-1.2Hz, 1H), 8.57(dd, J-0.8,
N-CH TIR 2.3Hz, 1H), 8.54(dd, J=1.7,
136 H 4.9Hz, 1H), 7.77(dt, J=2.3,
| = 7.6Hz, 11), 7.55(dd, J=1.7,
N 7.6Hz, 1H), 7.47-7.42(m, 4H)
LRMS(ESD: (BEFff.)214.22(F
M) 215. 1(MH)+
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Cpd | #&&X Zy i Rt I
0O 3" —73/—N | (DMSO-d6) 6 (ppm)
—kFeX% ¥ 7 | 1H:10.66(s, 1H), 8.91(s, 1H),
N/OH c=A—2— % | 7.45(dd, J=1.9, 7.6Hz, 1H),
H RFYIR 7.37-7.29(m, 3H), 6.99(t
137 J=7.6Hz, 1H), 6.59(t, J=1.9Hz,
1H), 6.54-6.50(m, 2H),
5.07(bs, 2H) LRMS(ESD: (B &
fifi.)228. 25(F2 1 )
229.1(MH)+
NH,
2— -~ AT IR | (DMSO-d6)d(ppm) 1H:13.03(br
@O 0 —N—tFu% |s, 1H), 8.21-8.16(m, 1H),
S ~OH —4— 7> =/ |8.02-7.96(m, 2H),
138 HN“"« | H F 7 ——5 | 7.83-7.76(m, 1H),
N —HARFYFI| 7.74-7.40(m, 6H)
F LRMS(ESD:(BRG {if.)339.4(3F
A{E) 340.3(MH)+
2— (2, 3— 2t | (DMSO-d6)d(ppm) 1H:11.20(s,
0 Fe~r/ 75 | 1H), 9.37(s, 1H), 7.89-7.74(m,
O S N-OH —5—A /) —N | 4H), 7.46-7.37(m, 3H), 6.89(d,
139 s H —bRu¥x —4 | [-8.4Hz, 1H), 4.61(t, J-8.8Hz,
N — =7 | 21, 3.26(, J-8.8Hz, 2H).
Y=L —5— % | LRMS(ESD:(BRZR i .)338.4(E
LRFHIF M) 339.3(MH)+
o N—tvFe%i— | (DMSO-d6)d{ppm) 1H:11.30{br
A4—T7x==/L—2 | s, 1H), 9.47(s, 1H),
/ 3\ S N/OH —(F AT x| 7.90-7.77(m, 41),
10 \ / H —2— A ) FF | 7.56-7.44(m, 3H),
S N = —5— A | 7.29-7.24(m, 1H)
JRFIR LRMS(ESD:(BRGG {if .)302.4(F
A{E) 303. 1(MH)+
N—tFoe%i— | (DMSO-d6)d{ppm) 1H:11.26{br
0 2, 4—T7x=|s, 1H), 9.45(s, 1H), 8.93(s,
NZ N-OH AEYIY L —5 | 1H), 8.57-8.51(m, 2H),
141 o H — B AR FYP 2| 8.01-7.95(m, 2H),
[:::]’/L‘N ke 7.65-7.56(m, 6H)
LRMS(ESD: (PR {f.)291.3(3E
M) 292 . 2(MH)+
N—tFo¥i — [ (DMSO-d6)d{ppm) 1H:11.21(s,
o 2— (4— AR | 1H), 9.38(s, 1H), 7.94(d,
O\Q\\/S N-OH Y72 L) — 4 | ]=8.8Hz, 2H), 7.81(d, J=7.3Hz,
142 |7 \ | H —Zx=AF 7 | 2H), 7.47-7.37(m, 3H), 7.08(d,
V=L —5— 3 | ]=8.8Hz, 2H), 3.83(s, 3H).
R FHIR LRMS(ESD: (PR it .)326.4(3
AfE) 327.3(MH)+

20

10

20

30

40

50



goooogao

(137)

JP 2011-502133 A 2011.1.20

Cpd

i X

H

FEE

143

4—(3— 7%
By —N
—bFu¥i —2
— 7=
T —5—An
A¥HIR

{DMSO-d6)d{ppm) 1H:11.29(br
s, 1H), 9.51(s, 1H), 8.98(s,
1H), 8.58-8.50(m, 2H),
7.81-7.72(m, 2H),
7.68-7.59(m, 4H),
7.51-7.44(m, 1H)
LRMS(ESD: (¥R .)309.3(F
) 310.3(MH)+

144

N=

\ o
S JCH
NQ“% [+

N—bFo¥i —
44— = —2
—(1—(r¥yz
=4 — AR
FIERYT
—4—AN)FT
= —5—%
AREPIR

(DMSO-d6) & (ppm)
1H:8.55(dd, J=4.5, 1.6Hz, 2H),
7.82-7.75(m, 2H),
7.50-7.37(m, 5H), 3.59(s, 2H),
3.15-3.05(m, 1H),
2.95-2.88(m, 2H),

2.24-2 06(m, 4H),
1.87-1.76{(m, 2H)
LRMS(ESD: (¥R {if .)394.5(F
MIfE) 395.4(MH)+

145

{:;> o
O

N-bRa¥s
4—Fxr=—2
—(1— (v
—1—hnk
=) ER)
—4—ANyFT
= —5—%
AREIR

{(MeOD-d4) § {ppm)
1H:7.80-7.74(m, 2H),
7.49-7.40{(m, 3H),
3.95-3.88(m, 2H),
3.46-3.40(m, 4H),
3.35-3.28(m, 1H),
3.05-2.92(m, 2H),
2.22-2.15(m, 2H),
1.94-1.80(m, 6H)
LRMS(ESD: (B & f& .)400.5(F
A{E) 401.4(MH)+

146

@]
N/J’@\«NS e
() ; )

N—bFuFxi —
2—(4—(2—
ERY SR
VYT xm L) —
4— 7= JF
7= —5—
HARF IR

(DMSO-d6) & (ppm)
1H:11.23(br s, 1H), 9.40(br s,
1H), 7.94(d, J=8.8Hz, 2H),
7.82(d, J=7.0Hz, 2H),
7.49-7.39(m, 3H), 7.10(d,
J=9.0Hz, 2H), 4.17(t, J=5.7Hz,
2H), 3.58(t, J=5.7Hz, 4H),
2.72(t, J=5.6Hz, 2H),

2.49-2 48(m, 4H).
LRMS(ESD: (B fii.)425.5(3
MIfE) 426.4(MH)+
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~F i 4—(5
—(eEFrxi @
JLRT A1) —4
— = F7
= —2— A
R —
1—AH AR F
L—h

(DMSO-d6) 6 {(ppm)
1H:7.86-7.79(m, 2H),
7.48-7.37(m, 3H),
4.14-4.04(m, 4H),
3.36-3.24(m, 1H),
3.10-2.90(m, 2H),
2.15-2.06(m, 2H),
1.70-1.58(m, 2H), 1.23(,
J=7.0Hz, 3H) LRMS(ESD: (P34
E.)375.4(FMM{E) 376.4(MH)+

148

\ 0

o7 N S N
1] \ I H
O N

N—beFo%i —
2—(1— (AF
J O P A
AR —
A—AN) —4—
T F TS
— /L —5—FnL
AFHIR

(MeOD-d4) § (ppm)
1H:7.80-7.75(m, 2H),
7.50-7.40(m, 3H),
3.90-3.82(m, 2H),
3.32-3.22(m, 1H),
3.04-2.94(m, 2H), 2.90(s, 3H),
2.35-2.25(m, 2H),
2.03-1.90(m, 2H)
LRMS(ESD: (PR fif.)381.5(3F
MfE) 382. 1(MH)+

149

N—bFe¥i —
2—7x=)—4
— (¥ —4
—AA)EIIY
»—5— MR
FHIF

(DMSO-4d6) 6 (ppm)
LH:11.33(br s, 1H), 9.52(s,
1H), 9.05(s, 1H), 8.82(dd,
J=4.5, 1.8Hz, 2H),
8.56-8.51(m, 2H), 7.87(dd,
J=4.3, 1.6Hz, 2H),
7.68-7.60(m, 3H)
LRMS(ESD: (BRF {1l .)292.3(3F
MIfE) 293.1(MH)+

150

v %

22—~ XK
Jo—N—EkFuo
¥r—4—7=x
=F TS =
— 55— Ex
IR

(DMSO-d6)d{(ppm) 1H:11.19(s,
1H), 9.38(s, 1H), 7.79-7.74(m,
3H), 7.59-7.51(m, 2H),
7.49-7.30(m, 10 H), 6.09(s,
LH) LRMS(ESD: (PR35l .)
386.5(F M {E) 387.3(MH)+

151

Y

0
0=S—N S
if N , H
© N

N—tbFe¥%i —
44— =/ —2
—(1—(7x=
Jb A LR = )
Y —4
—AN)F T
—J—5—ANn
AFHIR

(DMSO-d6)d{ppm)
1H:7.85-7.67(m, TH),
7.47-7.37(m, 3H),
3.79-3.71(m, 2H),
3.19-3.10(m, 1H),
2.55-2.50(m, 2H),
2.21-2.12(m, 2H),
1.84-1.69(m, 2H)
LRMS(ESI): (BRF i .)443.5(3
MIfE) 444.3(MH)+
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HN N

2—(1—(2—
(IH—A>F—
=3 —A)x
FA)ERY
—4—A/1) N
—bknFir—4
— =/ FT
=L —5—H
ARFHIF

(MeOD-d4)d(ppm)
1H:7.81-7.75(m, 2H),
7.63-7.59(m, 1H),
7.49-7.36(m, 4H),
7.17-7.11(m, 2H),
7.08-7.03(m, 1H),
3.50-3.42(m, 2H),
3.35-3.30(m, 1H),
3.19-3.02(m, 4H),
2.80-2.67(m, 2H),
2.38-2.29(m, 2H),
2.17-2.03(m, 2H)
LRMS(ESD): (BB il .)446.6(3
MIE) 447 . 3(MHD+

153

N—tvFu¥%i —
4—T =L —2
— (U —2
—AN)FTS
—J—5—Hk/
AEIF

(MeOD-d4)d(ppm) 1H:8.63(d,
J=4.3Hz, 1H), 8.31(d, ]J-7.8Hz,
LH), 8.02-7.95(m, 1H),
7.93-7.86(m, 2H),
7.55-7.42(m, 4H)
LRMS(ESD: (BB il .)297.3(FK
) 298. 1(MH)+

154

N—tFe¥%i —
5—(4—AMF
V= A
RrTIN)—3
— =l
SIblFA7x
=2 —=H AR
FHIF

(DMSO-d6) § {ppm)
1H:10.78(br s, 1H), 10.15{(br s,
LH), 9.19(s, 1H), 7.91(d,
J=9.2Hz, 1H), 7.58(d, J=9.0Hz,
2H), 7.52-7.42(m, 3H),
7.24-7.19(m, 4H), 7.03(d,
J-8.8Hz, 2H) LRMS(ESD:(P2 &
fii.)454.5(F M) 455.2(MH)+

155

N—tFe¥%i —
5—(2—(4—
(FUZ A A u R
F g 7 i)
TEFTFIFE
T —2—
HRFEFIR

(DMSO—-d6)d{ppm) 1H:10.71(d,
J=1.6Hz, 1H), 10.45(s, 1H),
8.93(d, J=1.6Hz, 1H), 7.70(d,
J=-8.0Hz, 2H), 7.65(d, J-2.0Hz,
1H), 7.59(dd, J=8.4, 2.0Hz,
1H), 7.55(d, J=8.0Hz, 2H),
7.42-7.32(m, 6H), 3.80(s, 2H)
LRMS(ESD: (BB ifi)414.38(
MIE) 415.2(MH)+
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N-—bREFi — | (DMSO-d6)d{ppm) 1H:11.56(s,
2, 5—¥ 7= | lH), 10.56(s, 1H), 8.75(d,
A—1H—tu | J-1.6Hz, 1H), 7.74-7.72(m,
— L —3— &/ | 2H), 7.68-7.65(m, 2H),
156 AFHIF 7.42-7.37(m, 4H),
7.33-7.29(m, 1H),
7.24-7.20(m, 1H), 6.79(d,
J=2.8Hz, 1H) LRMS(ESD:(E 7%
6)278.11(F M) 279.2(MH)+
N—tFu¥i — | (DMSO-d6) 6 (ppm)
3—7x=/—5 | 1H:10.86(br s, 1H), 9.89{br s,
O — (Zx== A | 1H), 9.21(s, 1H), 8.01(d,
157 S/H { Hn-or oAU T 2| ]-8.8Hz, 1H), 7.54-7.42(m,
@1} % O k)~ [b1F | 6H), 7.34-7.18(m, 6H), 4.39(s,
S 0 A7z —2— | 2H). LRMS(ESI): (325 .
HARFYFIR | 438 5(FEM{HE) 439.2(MH)+
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o JU A LR =) | 1H), 9.36(br s, 1H),
}*NH By —4 | 7.91-7.85(m, 2H),
—A/)—N—r | 7.79-7.70{m, 4H),
o Fa¥s —4—7 | 7.49-7.38(m, 3H),
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i) 428. 1003 Ml )
429.45(MH)+
5— (=¥ 7 | (DMSO-d6)d(ppm) 1H:10.46(S,
/) —N—tF | 1H), 8.71(s, 1H), 7.36-7.21(m,
oM BF 7= |10H), 7.09(d, J=8.8Hz, 1H),
5o O N J—2—FE | 6.704, J=6.01z, 1H),
N FhIR 6.53-6.51(m, 2H), 4.33(d,
©/\H O J=6.4Hz, 2H) LRMS(ESD:(B 7%
fii)318.14(3Z Ml )
319.37(MH)+

10

20

30

40

50



gooooooanb

(141)

JP 2011-502133 A 2011.1.20

Cpd | X

A

Tl

160

.

/\

O
P
o

CH

N—tFe%i—3
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(FA Tz —2—
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A IFA T
—2— AR
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(DMSO-d6)dppm) 1H:10.81¢br s, 1H),
10410 s, 1H), 9.20(s, 1H), 7.97(d,
JF88Hz, 1H), 7.8%dd, J74.9Hz, 1H),
7.52-7.41(m, 4H) 7.32-7.23(m, 4H),
7.11(dd, 4.9, 3.7Hz, 1H).
LRMS(ESD-(# i )4:30. 5
431.4MH»*
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N—tFu¥ki —2
—Jx=i—4—
(Fz=nFA)EY
IV —5—AlaR
IR

(DMSO—-d6)d(ppm) 1H:8.7%s, 1H),
7.96(d, JF7.0Hz, 2H), 7.69-7.56(m, 5H),
7.53-7.47(m, 1H), 7.44-7.3%m, 2H)
LRMS(ESD-(FH5ifiE.)323. AR
324.2MH)+
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4 4FEE—
10(11H) — A
AN AFET -
== 22—
FHIR

{DMSO-d6) 6 {ppm) 1H:10.77(s, 1H),
8.96(s, 1H), 7.76(dd, J-7.6, 1.6Hz, 1H),
7.63-7.58(m, 1H), 7.55-7.52(m, 1H),
7.41-7.28(m, 11H), 7.24-7.17m, 2H),
5.46(s, 2H) LRMS(ESD: (55D
436.14(FZHHE) 437.49MHH+
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B 1A
/) —N-—bRoa¥
—4—Txx=j
UV —5—F
JUARFIN

{(MeOD-dd)d(ppm) 1H:8.37(s, 1H),
7.79-7.74(m, 2H), 7.50-7 43(m, 3H),
7.33-7.21(m, 2H), 7.24-7.18(m, 3H),
491(m, 2H), 3.00-2.90(m, 2H), 2.60(d,
JF7.0Hz, 2H), 1.99-1.84(m, 1H),
1.82-1.72(m, 2H), 1.30-1.18(m, 2H)
LRMS(ESD- (P )383. 5CEIim)
389.4(MH#+
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O/Nf/

N—bFe¥%i—
1,4A—Y7x—=/0
—1H—tom—/
— 33—
K

(MeOD-d4) § (ppm) 1H:7.60-7.46(m,
TH), 7.38(d, J-2.5Hz, 1H), 7.36-7.29m,
3H), 7.22(t, FF7.3Hz, LH).
LRMS(ESD-(HHwiE.)278. LGS
279.2(MH»*
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(56— (ERmx
MR A
) —4—Tx
=FA T
—2—AA)A
F LV
F LR A=)

{DMSO-d6) § {ppm)
1H:10.91({s, 1H), 9.18(s,
1H), 7.91(t, J=6.3Hz,
1H), 7.46-7.22(m, 11H),
5.22(s, 2H), 4.21(d,
J=6.1Hz, 2H)
LRMS(ESD: (¥ 3 fif)
382.10(GE M)
383.11(MH)+

1381

(65— (eEFop*
LR EA
) —4—Tx
=FF T
—2—AA)A
F
(AF ) v
A A—]

(MeOD~-d4) § (ppm)
1H:7.49-7.18(m, 11H),
3.53(d, J=3.6Hz, 2H),
4.50(s, 2H), 2.89 BI®
2.87(2S, CH3, u—#<
—) LRMS(ESD):(B2 i {if)
396.11(GZ M)
397.33(MH)+
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5 ((Rrv
A AF )T
J)AF L) —N
—bFuF i —
33— F
d 7 —2—
AR FFIR

(DMSO-d6) § (ppm)
1H:10.85(s, 1H), 9.13(s,
1H), 7.47-7.45{m, 2H),
7.41-7.24(m, 8H),
7.14(s, 1H), 3.74(s, 2H),
3.57(s, 2H), 2.19{(s, 3H)
LRMS(ESD: (¥ 3 fif)
352.12(3Z Ml fiE)
353.39(MH)+
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Ir=

7" HN-oH

N2—rvkFuo
—Nb, 3—
7 =T
F7r—2,
55—V HLRE
HIF

(DMSO-d6) 6 (ppm)
1H:11.15(s, 1H),
10.35(s, 1H), 9.33(s,
LH), 8.21(s, 1H),
7.75-7.72{(m, 2H),
7.55-7.53(m, 2H),
7.48-7.45(m, 2H),
7.42-7.36{m, 3H),
7.15-7.11{m, 1H)
LRMS(ESD: (3 7 1)
338.07(GEMIfE)
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[1, 4144 | 1H), 7.73-7.67(m, 2H),
¥ —11— | 7.54-7.52(m, 2H),

184 A/) —N—%t | 7.45-7.25(m, 10H)
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o o 1 1 R1= Bn
SMI?@/}% MeOH IVR'=1Bu

= 1 =
HmoTi2 Br VR' =Ph

VIR'=2,4-2200-(CgHy)
VIl R' = 3-FJ7 Lo mAF 1 —{CgHy)

Br Br
|

o
= / T
o

o

NH,OH Pd{PtBus)afi= 1t
54772 | NaOH Cs5C0;3
THF/MeOH TR
fomis, A
1 R1

R‘N’N 0 “N-N

) CO,Me

Ex 17a, Cpd 201, IXR' = Bn NHOH

Ex 17b, Cps 202, XR' = 1Bu XI R' = Bn, R?= N-® Lk
Xl R" = Ph, R? = N—E L3k
Br RZ2 XIIR'=24-200-(CeHa),
R? = N-FJL R
XIVR' = 2,4~ 7m0-(CgHa),
R?=N-1FUw
XV R =3-FMJ7 A 1AF L —{CeHa),
Ex 17¢c, Cpd 203, XVIR'=Bn, R’ = N~ RZ= N-F Ll
AR
Ex 17d, Cpd 204, XVIl R" = Ph, R = - NH5OH
LR NaQOH
Ex 17e, Cpd 205, XVIIl R' =2 4- THF/MeOH
Pamn-{CqHa), 1
R? = N-E LY R\N,N 0
Ex 17f, Cpd 206, XIXR' =2 4-U - R
Sy
(Cahs). NHOH
R?=N-1FUw
Ex 17g, Cpd 207, XXR' = 3-
FUZ LA R AF L -(CeHL), R2
RZ = N—E LY
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Whole document
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WO2Z005/040161 (STUNKEL, W ¢t al) 5 May 2005
‘Whole document
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US2005/0250784 (ANANDAN, SK et al), 10 November 2005
‘Whole document
Abstract, Claims 1,28, 31, 32

WO2007/109178 (BUGGY, JT et al) 27 September 2007
‘Whole document
Claims 1, 43-50

WO2006/101453 (LEE, KC et al) 28 September 2006
Page 25 linss 1-8
Claims 1, 41, 48-51

WO2008/15263 (CAL X et al) 25 September 2008
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Claims 1,9, 12

1, 412, 14, 16, 21-30, 39

1, 412, 14, 16,21-30, 39

1, 6-15, 18-26, 32, 40, 42

13, 6-14, 18-26, 39-43

1,6,8-12,39, 40, 42

1-3, 6-15, 39-43

1, 6-12, 14, 3%, 40, 42

1, 6-14,35-43

1,6-12, 14,39, 40, 42

1, 6-11, 13, 14, 21-26, 3%, 40, 42

1, 432, 39, 40, 42

1-3, 3-15, 18-26, 33-33, 39-43
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Box No. 11 Ohservations where certain claims were found unsearchable (Continuation of item 2 of the first sheet)

This international scarch report has not been established in respect of certain ¢laims under Article 17(2)(a) for the following
reasons :

1. [X] ClaimNos.: 4043
because they relate to subject matter not required to be searched by this Authority, namely :

Claims 40-43 are directed to a method for treatment of the human or animal body by surgery or therapy which the International
Search Anthority is not required to search. However, this Authority has carried out a search based on the alleged effects or
purposes/uses of the product defined in claims 40-43.

2. [X] ClaimNes.: 1-26, 39 (in part)

because they relate to parts of the international application that do not comply with the prescribed requirements to such an extent
that no meaningfil interational search can be carried out, specifically :

Claims 1-26, as written, ensupasses an extremely wide range of compounds that rendered a meaningful search impossible. The
search was therefore limited to the compounds which are fully supported by the examples with M = C(O)NIOH, pharmaceutical
compositions of said compounds and the inhibition of HDAC by said compounds and compositions.

3. [ 1 Clain Nes. :
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. IIT Observations where unity of invention is lacking {Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventicons in this international application, as follows :

From formula I, no significant structural element can be readily ascertained and thus no special technical feature can be determined. Lack
of unity exists between all of the various combinations. Therefore, the first claimed invention would be considered to encompass the first
mentioned structure for each variable, that is W(3) is aryl, Wis N, M is C{OYWHOH, R is H, L is aryl and Y is H.

1. [ ] Asall required additional search fees were tumely paid by the applicant, this international search report covers all
searchable claims.

2. [X] As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite
payment of additional fees.

3. [ 1 Asonly some of the required additional search fees were timely paid by the applicant, this international search report
covers only these claims for which fees were paid, specifically claim Nos. :

4. [ ] No required additional search fees were timely paid by the applicant. Consequently, this international search report is

restricted to the invention first mentioned in the claims; it is covered by claim Nos. :

Remark on Protest [ ] The additional search fees were accompanied by the applicant’s protest and, where applicable,
the payment of a protest fee.
[ ] The additional search fees were accompanied by the applicant's protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

[ ] Noprotest accompanied the payment of additional search fees.
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