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Oooo0o0aoan
#1—1 : {LEWIc oW T O 7 — &
B (b5 LCMS
cl iR A, ML 87.1% Tdh D, Rt=0.8654) ; MS 5l EfH:
: Loy | 287.0 3 MS SEJIfE: 288.1 [M + H] .
Cl
. cl J715 B, fHAEIL 100% Cdh D, Rt=2.053 47 ; MS SHELHE:
SoN | 284.98 ; MS FHHUEA L,
Cl
. cl 7715 B, HAEIL 75.2% Tdh A, Rt=2.48045 ; MS #E(HE:
o SEN 301.0 ; MS S7I{E: 324.1[M+Na] *.
'H NMR (400 MHz, de-DMSO) &: 0.88 (6H, dd, ] = 8.4, 6.8
o Hz), 1.28-1.35 (2H, m), 1.59 (1H, dt, J = 13.2, 6.8 Hz), 1.83-
530 1.93 (1H, m), 2.03-2.13 (1H, m), 5.22 (1H, dd, J = 8.4, 5.2 Hz),
& SCN 7.87 (1H.d, 1 = 8.4 Hz), 8.03 (1H, dd, ] = 8.4, 2.0 Hz), 8.35

(1H, d, J=2.0 Hz).

=
z
m)QZ
o

HIEC, #EAEIL 854% Th D, Rt=2.0854%7 ; MS #Ei{H:

615 286.0 ; MS ZEHIfi: 287.0 [M + H] °.
Cl
HN—
- : “<3 ’ JiE B, MEEIE 93.2% Tdh S, Rt=1.984 455 ; MS FHH(HE:
] /\ 292.1 ; MS ZEIiE: 293.1 [M +H] ™.
S
/
- HE D, ML 98.1% TH S, Rt=1.897 %) ; MS FHEf#:
324.0 ; MS ZERIfE: 325.0 [M +H] .
637 FEA, FEZ 724%TH S, Rt=0.939 47 ; MS FHEH:
330.1 ; MS SEHIE: 3312 [M+H] ™.
- J71k B, FUEIE 100%TH S5, Rt=1.889 4% ; MS FHE{#:

268.1 ; MS FfIfiE: 269.1 [M +H] .
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LCMS

HiEA, §EL 720%TH5, Rt=0.645% ; MS FHELHE:

268.1 ; MS % HIfE: 269.2 [M + H] ",

BB, MEL883% THDH., Ri=1.5887%) ; MS FI-EH(H:

246.1 ; MS FEMHI{E: 225.1 M+ H] ".

Fik B, PEIX 84.7% Tdh D, Rt=1.875% ; MS HH{H:

222.1 ; MS SEHIfE: 223.1 [M + H] ™.

FHiEB, MEIL85.1%ThH D, Rt=1.9604%) ; MS FHE{H:

296.0 ; MS FEHIfE: 297.0 [M + H] ",

Fik A, MEX 100%THS, Ri=0.6534% ; MS FHEfE:
286.1 ; MS SEHI{E: 287.2 M+ H] .

FiE A, fEL100%THS, Rt=0.672 % ; MS FHE i
300.1 ; MS EHI{E: 301.2 M +H] .

ik A, FIEEX 93.5% TH D, Rt=1.0794% ; MS FHE{H:

393.0 ; MS S HIfE: 394.0 [M + H] .

JiiE C, #EIL 793%TH D, Rt=2.730% ; MS FHEE:

495.1 ; MS ZEHI{HE: 496.0 [M + H] "

O00ooaoao
H5
660
666 bl ¥
N
668 HZN-4S I‘ :
N
670 HyN
673
674 e,
N
Br—¢ |
637-s
>~
629-s o J
/O HN‘(
=
F
- N
635 S O:/g HN*—{’ '

FHiE B, MEEIEX100%TH D, Rt=2.2654%7 ; MS 3 fii:
527.0 ; MS FEHIfiE: 527.9 [M + H] .
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D0oooo0ao
#1— 2. BNMOFRBZEEDIT OV TORMEFE T —#
1%&5 s =r 3 LCMS '"H NMR (400 MHz, ds-DMSO)
7k C. PEEE 99.7%
R 5: 1.24 (61, d, J = 6.8 Hz), 3.09 (1H,
- i t,]=6.8 Hz), 7.42 (1H, d, ] = 8.4
VAN 3 .
! 53 MS R RHAE: Hz), 7.65-7.75 (2H, m), 8.52 (1H, 5),
475.0 ; MS SEHIfiE: 8.97 (1H, s), 11.85 (1H, brs).
4759 [M+H] ",
8: 1.24 (6H, d, ] = 6.8 Hz), 3.07 (1H,
L C. HIEEIL 94.6% | ¢ J=6.8 Hz), 7.14 (1H, dd, ] = 5.2,
T#HBH, Rt=2253 3.6 Hz), 7.40 (1H, dd, J = 8.4, 2.0
2 4y MS FHE{: Hz), 7.50-7.54 (2H, m), 7.61 (1H, d,
489.0 : MS ZEH{i: J=2.0Hz), 7.70 (1H, d, ] = 8.0 Hz),
o | 4897 M+ H] . 8.41 (1H, d, ] = 2.4 Hz), 8.65 (1H, d,
cl J=2.4Hz), 14.72 (1H, s).
O, 5: 0.88 (6H, d, ] = 6.0 Hz), 1.56 ( 3H,
_ Fik Co MEIL 90.2% | ¢, J=5.6 Hz), 2.65 (2H, d, 1 = 7.6
LN ThbH, Rt=2341 Hz), 7.17 (1H, m), 7.43 (1H, m), 7.58
3o wedy 5y ; MS il (2H,1,J =24 Hz), 7.65 (1H,d, J =
OH g 517.0 : MS TR 2.0 Hz), 7.71 (1H, d, ] = 8.0 Hz), 8.45
5177[M+H]' (lH,d,J:ZAHZ),8.84(IH,d,J:
oq @ 2.0 Hz), 12.84 (1H, s).
FF
F S C. SRR 9200 | 00 0.87 (6H,d,J = 6.0 Hz), 1.56 (3H,
= B .1=5.6 Hz), 2.66 (2H, t, ] = 7.6 Hz),
N T#5, Rt=2.361 ’
. o \_ N~ P oo 7.42 (1H, m), 7.65 (1H, d,J =2.0
o™ » M aTEHIR: Hz), 7.72 (1H, t, ] = 8.4 Hz), 8.49
503.0 ; MS SR (1H,d, ) = 2.4 Hz), 8.92 (1H, d, J =
o | 3037 [M+H] " 1.2 Hz), 12.45 (1H, s).
Cl
i HiEC, ML 95.8% | 5:0.87 (6H, d, ] = 6.0 Hz), 1.56-1.59
i’ _{,N ! THDH, Rt=2.143 (3H, m), 2.62 (2H, t, ] = 7.2 Hz),
5 OH s 5y : MS BHELfE: 7.37-7.40 (1H, m), 7.62-7.64 (2H, m),
440.0 : MS EHIfE: 7.69 (1H. d, J = 8.4 Hz), 7.88 (1H. d,
o © |440.6[M+H]". J=56Hz).
Jik C. WEEVE 95.8% | §:0.89 (6H, d, ) = 6.8 Hz), 1.61-1.65
SN | ©®%B. Rt=2321 (3H, m), 2.67 (2H, t, ] = 7.2 Hz), 7.41
6 | N - 51 3 MS GHHLfiE: (2H, dd, J = 8.4, 2,0 Hz), 7.48 (2H, 1,
L s 516.0 ; MS FEHIf#: J=72Hz),7.64 (1H,d,J =24 Hz),
516.8 [M + H] * 7.68-7.71 (3H, m), 8.33 (]H, S).
Cl
Cl
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oo0ooooad
1&5 b2 TE LCMS '"H NMR (400 MHz, de-DMSO)
5: 0.87 (6H, d, ] = 6.4 Hz), 1.55 (2H,
e Bk C. L 95.6% | b =72Hz),2.65 (2H, t, T =7.2 Hz),
7 B, 1T 7.11 (1H, dd, J = 7.6, 4.8 Hz), 7.43
O HN—¢ ] CoT (1H, dd, ] = 8.4, 2.0 Hz), 7.66 (1H, d
OH / - g x ? ? i . ? . ? e
? s A 5 MS "JF%{[E' J=2.0 Hz), 7.70 (1H, d, ] = 8.4 Hz),
W et %(ﬁ‘fﬂﬁ: 8.36 (1H, dd, ] = 7.6, 2.0 Hz), 8.58
cl 435.8 [M +H] ™. (1H, dd, ] = 4.8, 2.0 Hz), 11.60 (1H,
brs), 14.15 (1H, brs).
Sk C. S 88.8% | O 086 (6H,d,J=6.0 Hz), 1.51-1.60
BB BALIS | A s
N . = A Iy dsterdly 3B )s {2~
8 5 5 M ‘?Jr%ﬁ 7.48 (4H, m), 7.56-7.59 2H, m), 8.45
449.1 5 MS B (1H, d, J = 2.4 Hz), 8.83 (1H, d, ] =
4499 M +H]". 2.0 Hz).
JitE C. ML 93.9% | 5:0.89 (6H, d, J = 6.4 Hz),1.58-1.62
T, Rt=1.692 (3H, m), 2.71-2.75 (2H, m), 3.27 (1H,
9 4y 3 MS FHELE: s), 7.17-7.19 (1H, m), 7.60-9.64 (2H,
527.1 : MS S m), 7.70-7.72 (2H, m), 7.99-7.80 (2H,
527.8 [M + H] ", m), 8.47 (1H, s), 8.91 (1H, s).
e JitkE C. M 100%
o] N AN = 3 , M), L./ 1-2. , my, 3. s
10 H””‘<’S | o7 3 MS “{ﬁ{“ﬁ' 3 s), 7.70-7.72 (2H, m), 8.00-8.02 (2H,
513.1; MSSRHIE: | by 850 (1H, ), 8.92 (1H, s).
L | 5138 [M+H] .
Pa's)
Fk . ST 96.3% | O: 0-87 (6H, d, = 6.0 Hz), 1.57-1.76
A g e (9H, m), 2.05-2.11 (2H, m), 2.63 (2H,
= - i t, ] =7.6 Hz), 3.22-3.27 (1H, m), 7.39
Mo =+ S
i HN\{f 7F 3 M8 "%%”fﬁ' : (1H, dd, ] = 8.4, 2.0 Hz), 7.63 (1H, d,
508.0 ; MS SEHIfE: 1=2.4Hz),7.70 (1H, d, J = 8.4 Hz),
508.8[M +H]". 7.78 (1H, s).
o Cl
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000000
1 &= b5 LCMS "H NMR (400 MHz, ds-DMSQ)
FEE O HEEIE 91.8% 5: 0.87 (6H, d, ] =6.0 Hz), 1.57-1.77
BP. Ri-232] (9H, m), 2.08-2.12 (2H, m), 2.62 (2H,
N t, 1 =7.2 Hz), 3.24-3.30 (1H, m),
12 . MS 2 Q
435 M8 3t JHE: 7.05-7.09 (4H, m), 7.16-7.20 (1H, m),
5322 5 MS S 7.40-7.45 (4H, m), 7.87 (1H, 5), 10.28
533.1[M +H]*. (1, brs).
‘ $:0.90 (6H, d, J = 6.4 Hz), 1.58-1.68
JTIE C. MEEIE 92.8% | (6H, m), 1.73-1.75 (2H, m), 2.08-2.10
Th b, Rt=1.756 (2H, m), 2.66-2.70 (2H, m), 3.22-3.26
13 43 » MS FHE[HE: (1H, m), 6.33 (1H, dt, J = 6.8, 1.2
5332 : MS S {: Hz), 6.50 (1H, d, ] = 9.2 Hz), 7.46-
533.9 [M + H] + 7.55 (6H, m), 7.70 (1H, dd, ] =7.2,
1.2 Hz), 7.79 (1H, s).
Sk C. ST 96.4% | 5 0-87 (6H.d, 1 =6.0 Hz), 1.55-1.59
BB . Tl 55 (3H, m), 2.64 (2H, t, ] = 7.2 Hz),
C_ ) 7.06-7.10 (4H, m), 7.12-7.20 (2H, m),
ya w = W
14 7 i MS “+§1:E' 7.40-7.45 (4H, m), 7.49-7.52 (2H, m),
541.1; MS %f‘“@‘:: 8.40 (1H, d, ] = 2.4 Hz), 8.62 (1H, ,
5422 [M+H] " J=2.4Hz), 14.62 (1H, s).
( 3: 0.88 (6H. d, J = 6.0 Hz), 1.58-1.61
J7ik C. MEEIX 95.6% | (3H, m), 2.72-2.76 (2H, m), 7.37-7.40
Tdh b, Rt=1.985 (1H, m), 7.57 (2H, d, ] = 8.4 Hz),
15 47 ; MS FHEE: 7.90-7.94 (1H, m), 8.03 (1H, d, J =
512.5 < MS S2I{i: 8.0 Hz), 8.21 (2H, d, ] = 8.4 Hz), 8.51
m), 8.98 (1H, d, ] = 1.6 Hz).
Sk C. I 95.6% | 0 0-86 (6H, d, J = 6.4 Hz), 1.54-1.57
S (3H, m), 2.62-2.67 (2H, m), 3.15-3.18
N (4H, m), 3.74-3.76 (4H, m), 7.03 (2H,
AN . = :
16 9 3 MS .ﬁ%f@- d, 1=92Hz), 730 (2H,d, J=8.8
520.5 5 MS SEHIfiE: Hz), 8.48 (1H, d, J = 2.4 Hz), 8.93
520.8 [M +H] ", (1H, s).
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000000
1&F = (A==t 3t LCMS "H NMR (400 MHz, d-DMSQ)
Ly
_ S C. L 00.1% | O 0.86 (6H, d,J=6.0 Hz), 1.56-1.59
(N 5. Rim1932 (3H, m), 2.63-2.67 (2H, m), 7.14 (1H,
o~ i P _ dd,J =84, 2.0 Hz), 7.44 (2H, d, ] =
1 oH \(:: | 57 3 MS BH A 8.4 Hz), 7.50-7.56 (4H, m), 8.41 (1H,
| 3331 MSRIE: | g j-28Hy), 863 (1H, 4, T=238
o | 534.0[M+H]". Hz), 14.72 (1H, 5).
e
1
ﬁYﬁ C *@[gzi 97.1% 6: 0.86 (61“[, d,J=6.0 HZ), 1.56-1.66
$7Y . _ (7H, m), 1.72-1.74 (2H, m), 2.04-2.06
. s Ay A =
B HN@\[/H\ ;;‘b r:s ;;1%1;_'_293 (2H, m), 2.61 (2H, t, J = 7.2 Hz),
9 s b R o I 3.13-3.21 (1H, m), 7.41 (1H, d, J =
524.1 ; MS %?E'”ﬁ’ 8.0 Hz), 7.49-7.53 (2H, m), 7.55 (1H,
5254 [N H], 5), 12.58 (1H, brs).
FiE C. MBS 95.6%
ki e §: 1.23-1.29 (6H, m), 3.20-3.34 (1H,
P _ m), 7.54-7.59 (3H, m), 7.94-8.01
19 4 N{S ﬁr%_@l- . (4H, m), 8.44 (1H, d, J = 2.0 Hz),
457.4 ; MS S 8.76 (1H, m).
457.9 [M+H] *.
R C. B 07.6% | 8115 (6H, d, ] = 6.8 Hz), 2.61-2.64
i ifiejinepal (1H, m), 7.11 (1H, t, J = 10.8 Hz),
e 7.53-7.62 (4H, m), 7.77 (1H, m),
20 4 1 MS Jrﬁﬁ 8.04 (2H, m), 8.48 (1H,d, ] = 2.0
457.1 ; MS SR Hz), 8.80 (1H, d, ] = 1.2 Hz), 12.92
458.1 [M + H] i (1H, s).
ik C, ML 98.9% | §:1.31 (3H, 5), 1.33 (3H, 5), 3.43-
THDH. Rt=1.983 3.30 (1H, m), 7.27-7.18 (2H, m), 7.69
21 47 s MS FHEE: (1H, dd, J = 5.0, 1.4 Hz), 8.57 (1H, d,
413.0 ; MS ZEHIE: J=2.0Hz),9.04 (1H, d, ] = 1.2 Hz),
4140 [M+H] " 11.93 (1H, brs).
SN FE . SR 100% | O 123 (6H, d,J = 6.8 Hz), 3.16 (1H,
_ S5 Rr=1.980 1, J=6.8 Hz), 7.22 (1H, dd, = 5.2,
N N = 4.8 Hz), 7.51 (1H, dd, J = 3.6, 1.2
22 VANge 5 .
o5 HN_(/" | o 5 M3 ﬁ%ﬁ Hz), 7.67 (1H, dd, J = 4.8, 2.8 Hz),
oH g |41315MS %’Iﬁ_'”@ 8.38 (1H, d, J = 2.8 Hz), 8.61 (1H, dd,
| g | 4141 M+H]" T=2.4, 08 Hz), 14.93 (1H, 5).
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411.1 ; MS FEHIE:

d,J=24Hz),857(1H,d,J=24

oo0ooooad
13ES s==r 55 LCMS 'H NMR (400 MHz, ds-DMSO)
R F i y
F JFEC, HEIL95.8% | §:1.18 (6H, d, ] = 6.8 Hz), 1.59-1.72
— % ThsH. Rt=2.116 (4H, m), 2.16-2.26 (4H, m), 3.06 (1H,
23 N 47 3 MS FHRfE: t, J=6.8 Hz), 5.79 (1H, s), 8.35 (1H,
o] HN%/\I |
S

4122 [M+H] ",

Hz), 14.74 (1H, s).

FF
E
W N
24 OE%N—(/N |
OH s
s
|/

FikC, MEL 86.7%
T Db, Rt=2.047

4y 5 MS FHEIE:

489.0 ; MS FHI{if:
490.0 [M + H] ".

8: 1.25 (6H, d, J = 5.6 Hz), 2.94 (1H,
s), 7.16 (1H, d, J = 2.8 Hz), 7.45-7.75
(6H, m), 8.40 (1H, s), 8.66 (1H, s),
14.83(1H, brs).

FF
F
=% .
W
N
25 o= HN— |
oH S
F

F
F

FHiEC, HEEIX 93.9%
TdhdH, Rt=2.119

43 MS GHEE:

475.0 ; MS FEAIE:
4759 [M +H] "

3:1.26 (6H, d, ] = 6.8 Hz), 3.14 (1H,
t,]=6.8 Hz), 7.64 (2H, d, ] = 8.4
Hz), 7.81 (2H, d, ] = 8.4 Hz), 8.39
(1H, d, ] = 2.4 Hz), 8.65 (1H, d, ] =
1.6 Hz), 15.15 (1H, brs).

F

F
26 )

F
TN
N /< "
HN—C |
OH 5
F

F
F

ik C, fiEIX 95.8%
Tdh 5D, Rt=2.143

4y ; MS FHELiE:

440.0 ; MS FEHIE:
440.6 [M + H] .

5: 0.85 (6H, d, J = 6.8 Hz), 2.08-2.15
(1H, m), 2.60 (2H, d, ] = 6.4 Hz),
7.68 (2H, d, ] = 8.0 Hz), 7.82 (2H, d,
1=8.0 Hz), 8.49 (1H, d, ] = 2.4 Hz),
8.90 (1H, d, ] = 1.6 Hz).
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D0O00oO0o
#2— 2. BEMOHIROLRICEMIZONT O T — #
&= {bts LCMS 'H NMR (400 MHz, d-DMSO)
5: 1.19 (6H, d, ] = 6.8 Hz), 1.59-1.72
FEEC, HUEIL974% | (4H, m), 2.16-2.28 (4H, m), 3.07 (1H,
= Thb, Rt=2.126 t,J=6.8 Hz),5.77 (1H, t, I = 1.6 Hz),
27 \ 45 0 MS BHEE: 7.34 (1H, d,J = 7.2 Hz), 7.46 (2H, 1, ]
o=( HN— | 419.2 - MS {5 =7.6 Hz), 7.67 (2H, d, T = 8.0 Hz),
O ST L 00 M+ 1] 8.48 (1H, d, J = 2.4 Hz), 8.5 (1H, d,
J=2.8 Hz), 14.39 (1H, brs).
5: 1.16 (6H, d, ] = 6.8 Hz), 2.63 (1H,
JrdE C. SR 07205 | S 274 (2H, d, I = 8.8 Hz), 3.07-3.10
THE MoLBE | e ),
_ s), 5. 5 S)y 1.32-7. » M),
= a5 NS ‘:’JF%@‘ 7.46 (2H, 1, ] = 8.0 Hz), 7.65-7.68
4342 ; MS EHIfE: (2H, m), 8.48 (1H, d, ] = 2.8 Hz),
435.2[M + H] ™. 8.58 (1H. d, I = 2.8 Hz), 14.06 (1H,
s).
5: 1.17 (6H, d, ] = 6.8 Hz), 2.66 (2H,
Jitk C. MEEEIL 100% | g) 2.81 (3H, s), 3.08-3.11 (1H, m),
Th D, Rt=1.601 3.34 (2H, 5), 3.75 (2H, s), 5.77 (1H,
29 55 ; MS FHE{#: s),7.14 (1H, dd, J=8.4,2.0 Hz),
440.1 : MS | {#: 7.50-7.54 (2H, m), 8.40 (1H,d, J =
441.0[M+H] +. 24 HZ),8.61 (]H, d,J:2.4 HZ),
14.13 (1H,brs).
FikC, MEIX96.1%
- { ,m), 2. H,d,J]=6.
& o 3 ME ﬁ%@ Hz), 7.50-7.65 (3H, m), 7.90-8.06
4711 ; MS EHIfE: (4H, m), 8.51 (1H, s), 8.97 (1H, s).
471.9 [M + H] *.
Jrik C. MUEEIX 94.4% | §:1.17 (6H, d, J = 7.2 Hz), 2.64-2.71
T#HB, Rt=2.171 (1H, m), 7.50-7.55 (2H, m), 7.80 (1H,
31 53 ; MS FHEAE: d, ] =2.0 Hz), 8.50 (1H,d, ] =2.4
475.0 : MS il Hz), 8.89 (1H, d, ] = 1.6 Hz), 12.40
o o | 4758 [M+H] . (1H, 5).
Y Hik C. ML 94.3% | 5:1.21 (6H, d, J = 6.8 Hz), 2.89-2.92
3:“ Th %, Rt=2.095 (1H, m), 7.45-7.47 (2H, m), 7.70-7.72
32 YOy 4% 3 MS ZH5EAH: (1H, m), 7.89 (1H, s), 8.08-8.10 (1H,
0 OHHN_<S l 463.0 : MS Z= )i m), 8.52 (1H, d, ] = 2.4 Hz), 8.92
L 4639 M+ H] . (1H, d,J =24 Hz), 12.01 (1H, 5).
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DD0DO00O0D
185 == 55 LCMS H NMR (400 MHz, ds-DMSO)
~ Tk C, MUEIZ99.0% | 5:1.18 (6H, d, J = 6.8 Hz), 2.66-2.71
LN THDH, Rt=10989 (1H, m), 7.73 (1H, d, J = 8.0 Hz),
33 o Wy 47 MS FHEE: 7.82 (1H, d, J = 8.0 Hz), 8.05 (1H, s),
o % T 0 .| 509.0; Ms FmE: | 852 (1H, d,1=2.4Hz), 8.94 (1H,d,
T T | s100 M H] J=1.6 Hz), 11.90 (1H, 5).
FF - ;
] 7% C. BUENL 97.1% | 5:1.23 (12H, dd, J = 6.4, 3.2 Ha),
Wy TdH, Rt=2.180  |2.92(1H,1,1=7.2Hz).3.10 (10,1,
3 | o={ ] 57 MS FHRfE: = 6.4 Hz), 7.33 (4H, s), 8.37 (1H, d, J
M ST | 4490 ; MS ERIfE: | —24Hz),860(1H,d,J =12 Hz),
N | 450.0 M+ H] . 14.92 (1H, brs).

Jiik €, MV 95.2%
Th%H, Rt=2218

8:1.24 (6H, d, ] = 6.8 Hz), 1.32 (9H,
s), 3.12 (1H, t, ] = 6.8 Hz), 7.35 (2H,

493.1 ; MS S fE:
4938 [M + H] ™.

35 45 ; MS FHHfE: d,J=84Hz),7.50 (2H,d, ] =8.0
463.2 ; MS FEHIfE: Hz), 8.49 (1H, d, J = 2.4 Hz), 8.89
463.9 [M 1+ H] +‘ (]H, S), 12.41 (lH, bI‘S).
FF JiE C, Pl 97.9%
P kS, E—0LT 3: 1.18 (6H, d, ] = 6.8 Hz), 2.78 (1H,
N . ) t, J = 6.8 Hz), 7.17-7.53 (3H, m), 8.38
N N I g = y
% ol AL 7 5 M3 "*Lfﬁf_‘ﬁ' (1H,d, J=2.4 Hz), 8.60 (1H,d, ] =
o () | #4315 MS RBIE: 1.6 Hz), 15.13 (1H, brs).
F F | 4440 [M+H]".
CF S D, ME 0420 | 0 119 (6H, d, 7= 6.4 Hz), 2.81 (1H,
P 5. Pim1i3] t,J=6.8 Hz), 7.38 (1H, dd, ] = 8.0,
N C o 2.4 Hz), 7.46-7.50 (1H, m), 7.58 (1H,
N/ N FASSN = 1 )
T T . 5 3 MS B ELE: dd, 1 =9.6,2.0 Hz), 8.39 (1H, d, ] =
o () | 45905 MS RHIE: 2.4 Hz), 8.64 (1H, d, ] = 1.6 Hz),
v ¢ | 460.0[M+H] . 14.88 (1H, brs).
FF - .
FX_ Jik C. MEEIL 95.1% | §:1.28 (6H, d, J = 6.8 Hz), 3.17-3.24
N NJ\ ThbH, Rt=2.178 (1H, m), 7.40 (1H, t, ] = 7.2 Hz),
38 o OHHN—<’s | 4y : MS FFEA: 7.48-7.54 (4H, m), 7.71-7.74 (2H, m),
[ 483.1 ; MS EJIfE: | 7.79(2H, d,J=8.4 Hz), 8.51 (1H, 4,
484.0 M +H] . J=2.0Hz), 8.97 (1H, d, J= 1.6 Hz).
£ H7iE C, HEEIL 98.9% | 5:1.26 (6H, d, ] = 6.8 Hz), 3.16 (1H,
@) \)\ THh5B, Rt=2.127 dt, J=9.6, 6.8 Hz), 7.47 (1H, d, J =
39 ) 2y . MS BHEE: 8.8 Hz), 7.56 (1H, d, = 11.6 Hz),

7.88 (1H, 1, J = 8.0 Hz), 8.53 (1H, d, J
=2.4 Hz), 8.98 (1H, d, ] = 1.6 Hz).

10

20

30

40

50



(119)
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000000
185 (@i 353 LCMS "H NMR (400 MHz, de-DMSO)
Jiid C. MIBEIX 100% | 5:1.16 (6H, d, J = 6.8 Hz), 2.74-2.78
o TdhDH, Rt=1915 | (1H, m), 3.82 (3H, 5), 7.08-7.12 (1H,
il HN-—< 53 3 MS 3 i m), 7.20 (1H, d, J = 2.0 Hz), 7.28
471.1 ; MS FEHIfE: (1H,d, ] =8.4 Hz), 844 (1H,d,J =
© | 472.1 M +H]". 2.4 Hz), 8.78 (1H, s).
Hik C, BUEIE 100% | 5123 (6H, d, J = 6.8 Hz), 3.05-3.12
\ . , TdHDH. Rt=1813 (1H, m), 3.80 (3H, s), 7.04 (2H, d, ] =
4l HN-(’ 43 MS FHELfiE: 8.8 Hz ), 7.35 (2H, d, ] = 8.4 Hz),
437.1 ; MS ERfiE: 8.50 (1H, d, ] = 2.4 Hz), 8.94 (1H, d,
0 438.0[M +H] ". 1= 1.6 Hz).
FF
T D, ML 100% | §:1.23 (6H, d, ] = 6.8 Hz), 3.10 (1H,
N fN N —G&)é\ Rt= 1.455 t,J=6_8 HZ),380(6H, d,}=2,4
42 | o< HN | 55 3 MS FHFLf: Hz), 6.92-7.05 (31, m), 8.38 (1H, d,
o s 467.1 ; MS ZEHIfE: J=24Hz),8.63 (1H, d, )= 1.6 Hz),
0 | 468.0[M +H] . 14.76 (1H, brs).
jj-ﬂi C\ fﬂi}ﬁ&i 97.4% o:1.23 (GH, d, 1=68 HZ), 3.08 (]H,
\ ThsH, Rt=1931 dt, ] =13.2, 6.8 Hz), 3.89 (3H, s),
43 HN—(’ 43 ; MS BHEL{E: 7.20 (1H, dd, J = 8.4, 1.6 Hz), 7.24-
455.1 ; MS FEill fi: 7.30 (2H, m), 8.50 (1H, d, ] = 2.4
o | 456.0 [M +H] ". Hz), 8.94-8.95 (1H, m).
|
FikE C. HEETL 98.7%
ok (P LA,
=0: Z A=A m P
HN 4§ FASEN 2 e, » ’ N y
" { 3 EMS ﬁgﬁj&' (2H. t, ] = 2.8 Hz), 7.45-7.48 (2H, m),
473.1 5 MS RBAE: | 8 43 (1M, d, J = 2.4 Hz), 876 (1H, 5).
473.9[M + H] "
\ J7iE C. WL 96.9% | 5:1.23 (6H, d, J = 6.8 Hz), 3.06-3.10
;N_<, THD, Rt=2.125 (1H, m), 5.16 (2H, s). 7.12 (2H,d, J =
45 4% MS B 8.4 Hz), 7.33-7.49 (7H, m), 8.50 (1H,
513.0 ; MS I d,]=2.0 Hz), 8.94 (1H, d, ] =1.6 Hz),
5139 [M+H] . 11.78 (0.5 H, brs).
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(120)
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Do0o0o0Q0aOo
1%&5 ety LCMS 'H NMR (400 MHz, d¢-DMSO)
FF F jf{ﬁ C. %gai 08.2% 3: 1.30 (6H, d, =638 HZ), 3.56-3.60
4 FAN =L e ’ R > 1027
46 N 53 s MS EHRE: (1H, m), 8.51 (1H, d, ] = 2.4 Hz),
o 408.1 ; MS FEfE:
OH S i e 8.61 (1H, d, ] =4.4 Hz), 9.02 (1H, d,
N | 409.0[M+H]". J=2.4Hz), 11.88 (1H, brs).
o Hi C. R 98.3% | O 1.16 (6H, d,J = 6.8 Hz), 2.77-2.81
o, THE RIS | T e O, 4
4 » IN . = . = ] qs = Z Tt 3 My
A | e ,OHHN%% 773 MS Jr%ﬁ J=2.4Hz),7.17 (1H, d, ] = 8.4 Hz),
oAy | 4670 5 MS KRfE: 8.49 (1H, d, 1= 2.0 Hz), 8.92 (1M, 5),
! 468.0[M+H] . 11.72 (0.5 H, brs).
FF
g Sk C, WUEERE 93.1% | 5:1.24 (6H, d, ] = 6.8 Hz), 3.21-3.25
N Thd, Rt=2.147 (1H, m), 7.05 (1H, d, ] = 4.0 Hz),
N\
48 | 4 HN{,N ] 41 ; MS FHHE: 7.18 (1H, d, J = 4.0 Hz), 8.51 (1H, d,
OH STN= 447.1 ; MS FEH{i: J=2.0 Hz), 8.96 (1H, d, ] = 1.2 Hz),
s<¢ |4479M+H]". 11.98 (1H, brs).
Cl
Y _ 3: 1.29 (6H, d, J = 6.8 Hz), 3.39-3.43
=1 JFiEC, MEEEVE 97.6% | (1H, m), 7.19 (1H, d, ] = 4.0 Hz),
Y4 T®H5. Rt=2.191 7.31-7.35 (1H, m), 7.44 (1H,t, ] = 7.6
49 @ OHHN_<’S | _ 43 MS FHEAE: Hz), 7.56 (1H, d, ] = 3.6 Hz), 7.69
L7 | 4891 : MS ERIE: (1H,d, ) =7.2 Hz), 8.52 (1H, d, ] =
489.8 [M + H] *. 24 Hz), 899 (1H, d, J= 1.6 Hz),
12.01 (1H, brs).
5: 1.28 (3H, s), 1.30 (3H, s), 3.07-
S O BREELE 95.6% | 316 (1H, m), 3.97 (3H, 5), 7.23 (1H,
THB k=206 | g
o = . = 5 4 5 s d T 0.4, 4
& | WS “*ﬁﬁ Hz), 7.49 (1H, d, J = 2.0 Hz), 7.63-
[y | 4851 2 MSRIBIE: 7.70 (2H, m), 8.52 (1H, d, J = 2.8
g 0 485.9 [M+H] . Hz), 8.97 (1H, d, ] = 2.0 Hz), 11.66
© (1H, brs).
FF R - '
F B Fik C. HiEEIE 95.7% 8: 1.29 (3H, s), 1.30 (3H, s), 3.07-
=% . 3.17 (1H, m), 3.97 (3H, s), 7.32 (1H,
1 N 55 : MS BHEAE: d, J=8.4 Hz), 743 (1H, dd, ] = 8.6,
9 OH“”*S | gl I - 2.2 Hz), 7.51 (1H, d, ] = 2.0 Hz), 8.57
47115 MS %f'”@ (1H, d, J = 2.0 Hz), 9.02 (1H, 5),
o 7 | TS 11.87 (1H, brs).
Dooooao
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135

LCMS

'H NMR (400 MHz, ds-DMSO)

FikC, MELIE 100%
ThH%. Rt=1.840

S
(1H, m), 3.91 (3H, s), 7.18 (1H, dd, J
=5.2,3.6 Hz), 7.26 (1H, t, ] = 4.4

0.91 (4H, d, ] = 6.4 Hz), 1.99-2.05

1-52 4y 3 MS FHEfE: Hz), 7.49 (1H, dd, J = 8.4, 2.0 Hz),
483.1 : MS EI{HE: 7.56 (1H, d, J = 2.4 Hz), 7.60-7.63
484.0 [M + H] +_ (ZH, m), 8.45 (lH, d,Jl=24 HZ).,
8.93 (1H, d, ] = 2.4 Hz).
ﬁYZC\ %E’:{fi 100% 8234(3[‘],5),391 (3H,S),718
T, o | U=, 20
- =8.8 Hz), 7. ,dd, ] =84, 2.
=53 7 ; MS FHAE: Hz), 7.51 (1H, d, J = 2.0 Hz), 7.61-
457.0 ; MS SR 7.64 (2H, m), 8.46 (1H, d, ] = 2.4
458.0[M+H]". Hz), 8.95 (1H, d, ] = 2.4 Hz).
3: 0.88-0.91 (2H, m), 2.01-2.05 (1H,
Stk €, MUEELE 100% | m), 3.80 (3H, s), 7.05 (2H, d, J = 8.8
ThdH, Rt=1.791 Hz),7.17 (1H, dd, ] = 4.8, 3.6 Hz),
1-54 47 ; MS FHEL{H: 7.47 (2H, d, ] = 8.8 Hz), 7.59-7.62
449.1 ; MS Z - (2H, m), 8.44 (1H, d, ] = 2.4 Hz),
450.0 [M -+ H] " 8.90 (1H, d, J = 2.4 Hz), 11.74 (1H,
brs).
ik C. HEETE 100% 5: 0.87 (6H, d, ] = 6.4 Hz), 2.08-2.11
C |reimerea | Qumasasann o
e 5), 6.97-6.1 {1, m), 7.15-7. .
a3 a7 3 MS ?PEJ\E‘ m), 7.30 (1H, dd, J = 11.6, 8.4 Hz),
483.1 ; MS I 7.59-7.63 (2H, m), 8.46 (1H, d, ] =
TR | 484 u-H] % 2.4 Hz), 8.91 (1H, d, J = 2.4 Hz).
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