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Ooo0ooao
#i | BB F—%
29 | 4-((5-yuu-6-1Y7" 0K ¥¥t" VY »-3-1 | 1H NMR (400 MHz, d6-DMSO): 8 1.26 (d,

W) Ab¥3)-2,5-5" ThA0-N-(RFhANEZN)
AR TRV
¥ IFNTIVER

6H), 3.33 (s, 8H), 5.19 (m, 1H), 5.21 (s, 2H),
7.59 (m, 2H), 7.80 (m, 1H), 7.93 (m, 1H).
LLCMS Rt = 4.15 4. MS m/z 433 [MH]-

4-{[(5-7un-6-1Y7" ML VY 18407
FAFM-N-OGFRANFZNA" VX FIF ¥
IFVTIVH

LCMS Rt = 3.97 7.
MS m/z 413 [MH]+

4-((5-700-8-X MYE" VY -3 VEFV) A
FW-N-(Fyu7° Be” WAV-W-2,5-" 74
oA" v I

'MS m/z 433 [MHJ",

LCMS Rt = 3.09 4.

4-((5-7m0-6-197" MYE™ VY 2-3-1 3%

P IFN-3-FPE-N-GFVANSZAN 73" 7
v

Y IFVIIE

rr

LCMS Rt = 2.64 77.
MS m/z 441 [MH]

4-((5-700-6-A MEYE" VY V-3 VAFY) A
FN-N-QGFVANFZ)N 73 72

"H NMR (400 MHz, CD3OD}: & 3.37 (s, 3H),
3.96 (s, 3H), 5.22 (s, 2H), 7.34 (m, 1H), 7.61
(m, 2H), 7.69 (m, 1H), 7.94 (m, 2H).

LCMS Rt = 1.56 7. MS m/z 371[MH]*
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1H NMR (400
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MHz, dg-DMSO): & 2.70 - 2.88 (m, 2H), 3.36 (s, 3H), 4.49 (t, 2H), 5

Oo0Ooo0oooo
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O 0Ooo0ooo

.24 (s, 2H), 7.59 (m, 2H), 7.86 (d, 1H), 7.97 (d, 1H)O
000000000000 0000000O0000O000000°Y 0
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Bl | BFR F—

12 | 4-({[5-70E-6-(M7W40FWE" VY »- | 'TH NMR (400 MHz, dg-DMSO): & 3.37 (s,
3-{NFFIFN-2,5-5" TWAD-N-(F) | 3H), 5.42 (s, 2H), 7.61 (m, 2H), 8.13 (s,
AN VA A 1H), 8.52 (s, 1H).

LCMS Rt = 1.79 /3. MS m/z 443[MHJ

13 | 4-((5-Y1U-6-(2-7)40-2-3F)7° 05 % | 'TH NMR (400 MHz, d®*-DMSO): 5 1.42 (d,
WYY -3 A Fh)-2,5-7 704 | 8H), 3.35 (s, 3H), 4.32 (d, 2H), 5.25 (s,
n-N—(}}Jl‘X}I’ﬂ‘:J[I)’\v "-/7\’ 73‘ I“‘ 2H), 756'7.63 (m, 2H), 7.87 (d, 1H), 7.96

(d, 1H).
LCMS Rt = 3.67 7. MS m/z 467[MH]"

14 | 4-((5-700-6-((1-*Fh¥yu7" nE” ) d | LCMS Rt = 3.97 43
FNE VY 2-B-AMFN) SN -2,5-Y" 7 | MS mfz 459[MH]’

AO-N-QFANFZINA" VA" 73

15 | 4-{[(6-d9-tert-7" M-5-700k" VY ¥-3-4 ) F¥] 45} 1H NMR (400 MHz,

2,5-Y" TRAN-N-(FFRAMRZIAT ZA" 73 CDClg): 5 3.41 (s, 3H),
F 0 0 5.13 (S, 2H), 7.38 (S, 1H),
N/IS:_MG 7.42 (s, 1H), 7.78 (m,
HO 1H), 7.82 (m, 1H), 8.81
O
b CcD, NI (br, 1H).
3 _ F
CD; 0 LCMS Rt = 2.68 4.
Cl MS m/z 456 [MH]

16 | 4-((5-Y00-6-(2,2,2-M7W40I M) | 'H NMR (400 MHz, de-DMSO): 6 3.35 (s,

VY V-3 A FN-2,5-Y 7An-N- | 3H), 5.02 (q, 2H), 5.27 (s, 2H), 7.57-7.64
‘ (br s, 1H).
LCMS Rt = 3.67 7. MS m/z 473[MH]
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(43) JP 2013-531030 A 2013.8.1

oooooao
17 | 4-((5-700-6-(¥907° 0t WAL’ Y | 'H NMR (400 MHz, ds-DMSO): 5 0.31-0.35
¥ -3-AMENIFN-2,5-5 7WFE-N- | (M, 2H), 0.53-0.57 (m, 2H), 1.19-1.28 (m,
GFRMENN 7 73F 1H), 3.28 (s, 3H), 4.12 (d, 2H), 5.22 (s,
2H), 7.52-7.60 (m, 2H), 7.83 (d, 1H), 7.94
(d, 1H).
LCMS Rt = 3.81 4. MS m/z 447{MH]*
18 | 4-((6-tert-7" }¥-5-700t" VY 7-3-1 | 'H NMR (400 MHz, dg-DMSO): 5 1.52 (s,
VEE)AFR)-2,5-5 TWAD-N-GFIaba= | OH), 3.30 (s, 3H), 6.22 (s, 2H), 7.53-7.62
WA IR 73F (m, 2H), 7.77 (d, 1H), 7.95 (d, 1H).
LCMS Rt = 4.02 4. MS m/z 447[MH]
19 | 4-((5-y00-6-((3,3-%" 7040¥507" FJ) | LOMS Rt = 3.78 43
FMNE VY 231 A¥) AP -2,5-F | MS m/z 495[MH]
TWAT-N-QGFVAIEZINA" JR" 73V
20 | 4-{[(5-7mnt VY »-34WNAIFI} | LCMS Rt = 1.99 43,
2,5-% JMAD-N-GFIAAZINA ¥4 73 | MS m/fz 377[MH]*
v
21 | 4-{[(5-)0U-8-d7-1Y7" O 33t° V¥ -3-IW3E3FM}- | '"H NMR (400 MHz, ds-
2,5-5" TWAR-N-GRFVANEZNA" V3T 73N DMSQ): 6 3.42 (s, 3H),
0 5.15 (s, 2H), 7.35 - 7.48
J@i ,:S:—Me (m, 1.5H), 7.75 - 7.88 (m,
0 2H), 9.7 - 9.9 (br, 1H).
CD, N LCMS Rt = 3.33 7.
MS m/z 440[MH]
22 | 4-({[5-yu-6-(2,2,3,3-7b574407° 0 | "H NMR (400 MHz, CDCl3): 5 3.44 (s, 3H),
KNV 3N FN-2,5- | 4.69-4.76 (m, 1H), 5.17 (d, 2H), 5.92-6.21
Y IMATN-GERAEA v 73 | (M 1H), 7.40-7.44 (g, 1H), 7.44-7.45 (d,
1H), 7.78-7.79 (d, 1H), 7.84-7.87 (d, 1H),
8.81-8.84 (br, TH).
LCMS Rt =1.50 7. MS m/z 507[MH]*

goooogao
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23

4-{[(5-700-8-7)Aut" V¥ -3 A+
SAFI}-2,5-5 IWAT-N-(AF VAN
N IR TN

"H NMR (400 MHz, CDClg): d 3.45 (s, 3H),
5.20 (s, 2H), 7.40-7.45 (m, 1H), 7.49-7.51
(m, 1H), 7.83-7.84 (m, 1H), 7.85-7.89 (m,
1H), 8.81-8.85 (m, 1H).

LCMS Rt=1.30 4. MS m/z 395[MH]*

24

4-{[(5-Y10-6-d1-1Y7 DX $4° YY" -3 AWAF A F- | 'H NMR (400 MHz,

2,5-5" IVAD-N-(FFVAMEZ A" VA 73

CDCly): 8 1.37 (s, 6H),
3.45 (s, 3H), 5.15 (s, 2H),

0
/lo',_Me 7.39-7.40 (m, 1H), 7.42-
o ﬁ &') 7.46 (m, 1H), 7.78-7.79
Me N7 (m, 1H), 7.83-7.87 (m,
.

1H), 8.83 (m, 1H).
LCMS Rt=1.85 7.
MS my/z 436 [MH]*

25

4-({[5-)11-6-(2,2,3,3,3-\" V¥ 7NAT
70K )L U5 V-3
2,5-%" IVAT-N-(GFVAMZINA VA 73
-

'H NMR (400 MHz, CDCl5): 5 3.45 (s, 3 H),
4.85 (m, 2 H), 5.18 (s, 2 H), 7.41 - 7.45 (m,
1 H), 7.46 (d, 1 H), 7.79 (d, 1 H), 7.87 (d, 1
H), 8.82 (d, 1 H).

LCMS Rt=1.76 4. MS m/z 525 [MH]*

26

2,5-5" IWA0-N-(AFIN)-4-({[6-
(M7ZVAIAFNE U5 7-3-ONHAAFN)
AU TR

"H NMR (400 MHz, d-DMSO): 5 3.36 (s,
3H), 5.38 (s, 2H), 7.63 (m, 2H), 7.74 (m,
1H), 7.88 (d, 1H), 8.56 (d, 1H).

LCMS Rt = 1.47 77. MS m/z 411 [MH]".

27

4-((5~700-6-(1,1,1-MI70A07° BN -
2-1WAFALT VY J-3-ANAFH) I -
2,5-7" IWVAD-N-(GAFIANEZIA" VA" 73
X

'H NMR (400 MHz, CDCls): 3 1.52 (m, 3H),
3.44 (s, 3H), 5.17 (s, 2H), 5.68 (m, 1H),
7.43 (m, 2H), 7.76 (m, 1H), 7.85 (m, 1H),
8.83 (s, 1H)

LCMS Rt = 3.59 3. MS m/z 487 [MH]
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28

4-((5-/n0-6-A YL VY 1-3-AMAFY)
FF0)-2,5-Y INAU-N-(RFVAFIN)A"
AEYY

"H NMR (400 MHz, ds-DMSOQ): 5 3.38 (s,
3H), 3.85 (s, 3H), 5.25 (s, 2H), 7.56 (m,
1H), 7.62 (m, 2H), 7.80 (m, 1H)

LCMS Rt = 3.23 4. MS m/z 405[MH]

4-((8-y00-6-4Y7° W ¥t VY 13
WAENIFIY-2,5-Y" ThAD-N-(FFh ANk
WA VR 7RV

"H NMR (400 MHz, ds-DMSO): & 1.25 (m,
BH), 3.33 (s, 3H), 5.19 (m, 1H), 5.21 (s,
2H), 7.59 (m, 2H), 7.80 (m, 1H), 7.93 (m,
1H).

LCMS Rt = 4.15 4. MS m/z 433[MH[

30

5-yn0-4-((5-700-6-(1,1,1,3,3,3-4F
¥INART BN r-2-W ) UV -3
WAED) A3 -2-ThA0-N-(GF V) A
A EIN

'H NMR (400 MHz, CDCl3): 8 3.45 (s, 3H),
5.18 (s, 2H), 6.36 (m, 1H), 7.52 (m, 1H),
7.80 (m, 1H), 8.16 (m, 1H), 8.78 (s, 1H)
LCMS Rt = 3.89 4. MS m/z 557 [MH]-

31

5-ynn-4-((5-700-6-(1,1,1-M 740

70N 724 NAFNE" )Y 7-3-40FY)

AFW)-2-7WA0-N-(FFVAMRZI)A" 37 7
X

rrrs

"H NMR (400 MHz, CDCl3): 1.52 (m, 3H),
3.44 (s, 3H), 5.15 (s, 2H), 5.68 (M, 1H),
7.45 (m, 1H), 7.48 (m, 1H), 7.78 (m, 1H),
8.15 (m, 1H), 8.80 (s, 1H).

LCMS Rt = 3.75 43. MS m/z = 503 [MH]"

32

4-{[(6-d9-tert-7" NY-5-HUnE" VY 13-4 AFV]AFIN-5-7

0u-2-70A0-N- (VAR Y3 73

cp;y” o
Cl

'H NMR (400 MHZ,
CDCly): 8 3.42 (s, 3H),
5.15 (s, 2H), 7.38 (s, 1H),
7.48 (s, 1H), 7.79 (s, 1H),
8.15 (s, 1H), 8.80 (br,
1H).

LCMS Rt = 2.64 77.

MS m/z 472 [MH]

33

5-700-4-{[(5-700-6-F ML VY 1-3-
ANAFY) A FN}-2- 704 0-N-(GGFVANHZIN
N R TIN

"H NMR (400 MHz, d-DMSO): 5 3.35 (s,
3H), 3.89 (s, 3H), 5.24 (s, 2H), 7.63 (d,
1H), 7.83 (d, 1H), 7.86 (d, 1H), 7.99 (d,
1H).

LCMS Rt = 2.50 47. MS m/z 424]{MH]*
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34 | 5-/00-4-{[(5-/uB-6-d1-197" 0F $¥t° VY -3 4¥]* | 'TH NMR (400 MHz,
FI-2-7VA0-N-(RFVAMEZINA" VA 73 CDCls): 5 1.39 (s, 6H),

| E o o 3.42 (s, 3H), 5.17 (s, 2H),
_S—Me | 7:38 (s, 1H), 7.49 (m,
N é') 1H), 7.79 (s, 1H), 8.16
o Me NI oy © (m, 1H), 8.80 (br, 1H)
Me)K 0" NF Cl LLCMS Rt = 1.95 4.
Cl MS m/z 452 [MH]"

35 | 5-y00-4-((5-/00-6-1Y7° o k") | 'TH NMR (400 MHz, CDCls): 5 1.35 (s, 6H),
¥ 13-4 WD) AN -2-7WAD-N-(3FIA | 345 (s, 3H), 5.20 (s, 2H), 5.25 (m, 1H),
MW X 73 7.40 (d, 1H), 7.50 (m, 1H), 7.80 (d, 1H),

8.15 (d, 1H), 8.80 (br, 1H).
LCMS Rt = 3.79 7. MS m/z 449 [MH]

36 | 5-/00-4-({[5-00-6-(1,1-¥" 7)40-2- | "H NMR (400 MHz, CDCl3): & 1.06-1.07 (d,
AT WL VY -3 MpEEATN)- | 6H), 2.73-2.88 (m, 1H), 3.44 (s, 3H), 5.24
2-7MAU-N-GRVAMZI) V2 73y | (8 2H), 7.89-7.40 (d, 1H), 7.48-7.51 (d,

1H), 8.16-8.18 (d, 1H), 8.34-8.35 (d, 1H),
8.80-8.84 (m, 1H).
LCMS Rt = 1.67 7. MS m/z 485[MH}*

37 | 5-ynn-4-({[5-y00-6-(2,2,3,3-7}37) | 'TH NMR (400 MHz, CDClg): 5 3.44 (s, 3H),
A07° 08 N0V S-3-4A NN | 4-70-4.77 (m, 1H), 5.16 (d, 2H), 5.93-6.22
2-TMAD-N-GFVIN V1 73y | (s 1H), 7.46-7.47 (d, 1H), 7.47-7.50 (d,

1H), 7.80 (d, 1H), 8.15-8.17 (d, 1H), 8.77-
8.80 (m, 1H)
LCMS Rt = 1.52 7. MS m/z 523[MH][*

38 | 4-{[(6-tert-7 F-5-4D0k° V¥ ¥-3-1 | 'H NMR (ds-DMSO): 3 1.45 (s, 9H), 3.40
WAV AFN}-5-700-2-7W40-N-(AF0A | (8, 3H), 5.30 (s, 2H), 7.65 (m, 2H), 7.8 (m,
WA VR TIH 1H), 8.30 (m, 1H).

LCMS Rt = 1.79 4. MS m/z 447 [MH]
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39

5-)U0-4-{[(5-/00-6-d7-1)7 O ¥9E 07 v-3-D)TE]]

FI}-2-7WA0-N-GFIMTINA VX T3

F
o)
5. 5P Nl =
Cl
CD3>kO =
Cl

'H NMR (400 MHz,
CDCly): 5 3.45 (s, 3H),
5.14 (d, 2H), 7.40-7.41
(m, 1H), 7.49-7.52 {m,
1H), 7.79-7.80 (m, 1H),
8.14-8.16(m, 1H), 8.80
(m, 1H).

LCMS Rt= 1.53 7. MS
m/z 458 [MH]*

O

40 | 5-y00-4-{[(5-700-6-7440k" Y% »-3- | TH NMR (400 MHz, CDCly): 6 3.45 (s, 3H),
ANEFAFN}-2-7040-N-(AF Aoy | 5-20 (d, 2H), 7.46 - 7.55 (m, 2H), 7.86 (d,
N T TN 1H), 8.17 (d, 1H), 8.89 (d, 1H).
LCMS Rt=1.57 2. MS m/z 411 [MH]"*
41 | 5-)n0-4-({[5-7un-6-(¥ 7hA0it¥y) | 'H NMR (400 MHz, CDClg): 8 3.45 (s, 3H),
B Y -3-AMA Y F-2-704u-N- | 5.19 (d, 2H), 7.37 (t, 1H), 7.49 (d, 1H), 7.51
VM R T3 (d, 1H), 7.85 (d, 1H), 8.17 (d, 1H), 8.78 {d,
1H).
LCMS Rt=1.72 4. MS m/z 459 [MH]*
42 | 5-)0U-4-{[(5-710-6-¥7u7° OE" ") | 'H NMR (400 MHz, d®>-DMSO): 5 0.87 -
YV -3 AF-2-70A0-N-(3F) | 0.92 (m, 2H), 0.83 - 1.00 (m, 2H), 2.34 -
e Y 2.43 (m, 1H), 8.37 (s, 3H), 5.27 (s, 2H),
7.64 (d, 1H), 7.71 (d, 1H), 7.84 (d, 1H),
8.26 (d, 1H).
LCMS Rt=1.74 7. MS m/z 433 [MH]*
43 | 5-)un-4-({[5-7u0-6-(2,2,2-t)704e | 'H NMR (400 MHz, de-DMSO): & 3.34 (s,

TN )Y -3-ANAFAFN)-2- 70k
O-N-(GRFVAMEZ A 1 IV

3H), 5.09 (m, 2H), 5.25 (s, 2H), 7.63 (d,
1H), 7.82 (d, 1H), 7.96 (d, 1H), 8.02 (d,
1H).
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44

5-/u0-4-{{[5-/00-6-(3,3,3- M 7)k40
7 R FAE VY 2-3-ANAFATH)-2-
IWAO-N-CGFVAMRZINA" ST 73

'H NMR (400 MHz, ds-DMSO): & 2.70 -
2.89 (m, 2H), 3.35 (s, 3H), 4.50 (t, 2H),
5.23 (s, 2H), 7.63 (d, 1H), 7.83 (d, 1H),
7.88 (d, 1H), 7.99 (d, 1H).

LCMS Rt = 3.68 7. MS m/z 503 [MH]

45

5-/00-4-({[5-700-6-(2-7/41-2- 3 F)
7 OR Y -3 MAFAFN)-2-
IHAT-N-(GGFVAMEZNA" J2 73

'H NMR (400 MHz, dg-DMSO): 5 1.41 (d,
6H), 3.35 (s, 3H), 4.31 (d, 2H), 5.23 (s,
2H), 7.62 (d, 1H), 7.82 (d, 1H), 7.87 (d,
1H), 7.96 (d, 1H).

LCMS Rt = 3.50 7. MS m/z 483 [MH]*

46

5-y00-4-({[5-700-6-(2,2,3,3,3-A\"
FINADT IR FH)E DY 2-3-A AN
F-2-7WA0-N-(GFRARZINN Z2° 73
X

'H NMR (400 MHz, ds-DMSO): 5 3.34 (s,
3H), 5.09 (m, 2H), 5.25 (s, 2H), 7.63 (d,
1H), 7.82 (d, 1H), 7.96 (d, 1H), 8.02 (d,
1H).

LCMS Rt = 3.81 53. MS m/z 541 [MH]*

47

4-{[(5-yun-6-1y7" Mt VY -3
NAFAFN}-2- 3 bE5-N-(GFVANEZN)
A YR TRV

LCMS Rt = 2.44 77. MS m/z 443 [MH]*

48

4-{[(5-/un-6-1Y7" 0k FE° Y »-3-
AN FEAIFIF-2- A 05 9-N- (A F W AN
N R TEIV

LCMS Rt 2.33 4.
MS m/z 429 [MH]*.
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14 NMR (400 MHz, CDCl3): & 1.22 (d, 6H), 3.05 - 3.12 (m, 4H), 4.90 (s, 2H), 6.
50 (d, 1H), 6.75 (d, 1H), 7.15 (s, 1H), 7.20 - 7.28 (m, 1H), 7.68 (d, 1H), 7.80
(s, 1H)O
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# | HFF F—a
55 | 4-({[5-700-4-(N7MIIFNE U7 | LCMS Rt = 2.13 4.

V-2 MAVIFN)-2,5-5" T4 D-N-
GFNAMZA VR 73N

MS m/z 462 [M+NHs]",

56

2,5-%" IWAT-N-(FFVANEZN)-4-
{B-(MIVATFNE" VY -2 MF
FPFNA JRT T

"HNMR (400 MHz, DMSO-dg): 8 3.33 (s, 3H),
5.21 (s, 2H), 6.55 (d, 1H), 7.13 - 7.22 (m, 1H),
7.56 (dd, 1H), 7.72 (dd, 1H), 8.52 (m, 1H).
LCMS Rt =1.27

MS m/z 411 [MH]*, 409 [M-H]

57

5-yo0-4-{[(5,6-¥" ¥yn7" ok’ e’
Uy 234N FFV]AFN}-2-7hAD0-N-
GFVAVFZINA VR TN Y IFMT3
-4

LCMS Rt = 2.36 7.
MS m/z 439 [MH]*

58

5-/00-2-7)40-4-{[(2-1Y7° 0% +¥
b Y3 S5 AFAFIA-N-(RFN
AWEZNA" 22T 73N

'H NMR (400 MHz, DMSO-dg): 5 1.29 (d, 6H),
3.37 (s, 3H), 5.10 (m, 1H), 5.27 (s, 2H), 7.65
(d, 1H), 7.84 (d, 1H), 8.48 (s, 2H).

LCMS Rt = 2.84 7. MS m/z 418 [MH]*

59

5-)00-4-({[6-¥)u7° 0" }-5-(7" 7
WATAMEAL" VY -3-1 3537
W)-2-TWAD-N-(RF VAV VR
IV VIR iR

Rt=2.32 4
MS m/z 465 [MH]+
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LCMS Rt = 2.35 73 MS m/z 409[MH]-

'H NMR (400 MHz, MeOD-ds): 8 3.34 (s, 3H),
5.26 (s, 2H), 7.21 (dd, 1H), 7.50 (dd, 1H),
7.86 (m, 1H), 7.95 (dd, 1H).
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LCMS Rt = 4.02 73 MS m/z 477 [M-H]-
'H NMR (400 MHz, MeOD-d,): & 3.45 (s, 3H),
5.33 (s, 2H), 7.41-7.45 (m, 3H), 7.91 (dd, 1H).
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goobobotbgobobobobobob0o bbb bD0o b bUobUobobao
0’ gooooodobtooo bbb bbb o000 bbooobobobooodao
gogoobooooobtboooobboooobbuoo bbb oUobbbbobouobbboao
gooboobobobobobobobob00o b0 bbb 0D b0 bDUobUobUobobao
gogodoooofdobooooo oo bbb o000 boDboboooboDooodd
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gooooao
oodon
AR | Ak F—5
M
56 | 5-700-6-AMYE’ )Y -3-4-) | 'H NMR (400 MHz, CDClg): 5 3.96 (s, 3 H),
7.29 (d, 1 H), 7.70 (d, 1 H).
LCMS Rt = 1.00 7.
MS m/z 160[MH]*, 158[M-H]
57 | 5-/00-6-(2,2,2-M)70i0ch: | LCMS Rt = 2.61 77
¥ MS m/z 228[MH]*
AU PAVES 8 )
58 | 5-y00-6-((1-4Fh¥»07° bk ) | 'H NMR (400 MHz, CDClg): 5 0.40 {m, 2H),
AN DY V-840 0.60 (m, 2H), 1.20 (s, 3H), 4.10 (s, 2H), 4.80
(or, 1H), 7.30 (s, 1H), 7.65 (s, 1H).
LCMS Rt = 3.07 7. MS m/z 212[M-H]
59 | 5-jun-g-(¥yn7 ok BAbY) | 'H NMR (400 MHz, CDCls): & 0.30 (m, 2H),
LY o310 0.55 (m, 2H), 1.25 (m, 1H), 4.10 (s, 2H), 4.85
(br, 1H), 7.30 (s, 1H), 7.60 (s, 1H).
LCMS Rt = 2.86 7F. MS m/z 200[MH]*
60 |5-700-6-(2,2,3,3,3-A" /470 | "TH NMR (400 MHz, CDClg): d 4.80 (t, 2H), 5.20
1077 0 ¥3) (br, 1H}, 7.30 (s, 1H), 7.65 (s, 1H).
b Y34 LCMS Rt = 2.60 4. MS m/z 278[MH]*
gooooao
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MR | A 5F—%
i)
61 5-7u0-6-(M 7ML U5 7 | 'TH NMR (400 MHz, d-DMSO): & 7.48-7.49
3-1-) (d, 1H), 8.17-8.18 (d, 1H), 11.42 (s, 1H).
LCMS Rt =1.10 3. MS m/z 198[MH]*
62 6-tert-7 F)-5-yunt" V3" »-3-¢- | 'H NMR (400 MHz, ds-DMSO): 5 1.37 (s,
I 9H), (d, 1H), 7.89 (d, TH), 10.13 (s, 1H).
LCMS Rt = 1.29 4. MS m/z 186[MH]*
63 5-Jun-6-(1,1-¥" 7W4n-2-3¥47° | "H NMR (400 MHz, d-DMSO): 5 0.96-0.97
o WL Y v-3-4-) (d, 6H), 2.69-2.84 (m, 1H), 7.35 (d, 1H),
8.13 (d, 1H), 10.99 (s, 1H).
LCMS Rt = 1.41 4. MS m/z 222[MH]*
64 5-yH0-6-(¥ 7WAIANAE DY - | 'TH NMR (400 MHz, CDCly): § 7.32 {t, 1H),
3-1-) 7.38 (d,1H), 7.73 (d, 1H).
LCMS Rt = 1.30 7. MS m/z 196[MH]*
65 5-yuu-6-d1-4Y7 0k ¥3t° )" ¥ | 'TH NMR (400 MHz, CDClg): 5 1.36 (s, 6H),
-3-1-) 7.28 (d, 1H), 7.69 (d, 1H).
D LCMS Rt = 1.24 4.
Me Me
ﬂ/ MS m/z 187[M-HJ"
O. _N_
T
Cl = OH
66 5-y00-6-d7-1)7 R $9E° VY Y | 'H NMR (400 MHz, CDCls): & 4.77 (s, 1H),
3.4-)) 7.28 (d, 1 H), 7.68-7.69 (d, 1 H).
D D LCMS Rt = 1.19 43,
D
'3[’) MS m/z 193[M-HJ
O. _N
I ~3
c N NoH
Ooo0o00ooao
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M | AR F—%
M
67 5-y10-6-(3,3,3- M 747" ok’ ¥ | '"H NMR (400 MHz, CDClg): & 2.7 (m, 2H),
NV v-3-4-) 4.5 (1, 2H), 5.24 (br, 1H), 7.3 (s, 1H), 7.7 (s,
1H).
LCMS Rt =2.11 4. MS m/z 242[MH]*
68 6-tert-7’ by-5-yout° V3 v-3-1 | 'TH NMR (400 MHz, CDClg): & 1.60 (s, 9H),
b ' 6.9 (br, 1H), 7.25 (s, 1H), 7.65 (s, 1H).
LCMS Rt = 2.64 47. A F1 4 dEEEh
AQ BN |
69 5-9uu-6-(2-7»3‘1:-2-}%»7“ 0% %+ | 'TH NMR (400 MHz, CDCly): & 1.45 (s, 3H),
Y V-34-) 1.50 (s, 3H), 4.30 (d, 2H), 4.95 (br, 1H), 7.30
(s, 1H), 7.65 (s, 1H).
LCMS Rt = 2.81 4. MS m/z 220[MH]*
70 | 5-9m0-6-(2,2,2-M)7h4n-1-4F) | "TH NMR (400 MHz CDClg): 1.4 (d, 3H), 5.1
TN 03 V-3-4-) (br, 1H), 5.6 (m, 1H), 7.3 (s, 1H), 7.65 (s,
1H).
LCMS Rt = 2.61 3. MS m/z 240[M-H]
71 | 5-900-6-(1,1,1,3,3,3-A¥#7)40 | 'TH NMR (400 MHz, ds-DMSO): & 6.95 (m,
7 ON v2AMEENE VY »-8-4- | 1H), 7.50 (s, 1H), 7.75 (s, 1H).
I LCMS Rt =3.06 2. MS m/z 294[M-H]
Ooooao
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Al | AR F—F
Y
72 3-Jun-5-(4,4,5,5-7 b7 AF)- OGRS ZEREEEL, T TRERL
1,3,2-7 AHE 0i0-2-0)-2-(M | RO TRIZ Az,
TVADAFNE VY Y
73 | 2-tert-7 F)-3-y00-5-(4,4,5,5- | 'H NMR (400 MHz, ds-DMSO): 5 1.28 (s,
FhIAFI-1,3,2-5 F49% -2+ | 12H), 1.43 (s, 9H), 7.85-7.86 (d, 1H), 8.58
WE Y (d, 1H). LCMS Rt =1.13 4}.
S F BRI RN,
74 3-yo0-2-(1,1-¥ 7Mu-2- 397" | KINBAEMERFBEE L., L TEEARL
nt” \)-5-(4,4,5,5-7 b4 Fh- RO ITIEICHWE
1,3,2-5" #HF BIv-2-40E )Y
v
75 3-un-2-(¥" T4 bEY)-5- LCMS Rt = 1.82 43.
(4,4,5,5-7}71F0-1,8,2-Y" 434 | MS m/z 305 [M H]*
K B9r-2-4ME 03 7
76 2-d9-tert-7° My-3-/00-5-(4,4,5,5-7194F)-1,3,2-Y" | 'H NMR (400 MHz,
I 0972400 )Y Y CDCls): 8 1.32 (s, 12H),
cD, 7.92 (d, 1H), 8.36 (d,
D,C CD, 1H).
O Ny LCMS Rt = 2.00 7.
N w 0, e AFAA BRI N
0 Me EQRH
MeMe
77 3-/00-5-(4,4,5,5-7 M M- 'H NMR (400 MHz, CDCl3): 1.3 (s, 12H), 2.7
1,3,2-Y" A 09v-2-h)-2- | (M, 2H), 4.7 (m, 2H), 8.0 (s, 1H), 8.4 (s, 1H).
(3,3,3-M7M407 ok $y)t° )y | LOMS = 4.03 7.
y MS m/z 352 [MH]*
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78 3-900-2-d7-1Y7 UK $7-5-(4,4,5,5-7154F)-1,3,2-¥ | 'H NMR (400 MHz,
FHE 0772400 U Y CDClg): 5 1.34 (s, 12H),
D Dg 7.95 -7.96 (d, 1H), 8.38
D D
D D (d, 1H).
O Ny, LCMS Rt = 1.81 4.
ol | Z g~ _Me MS m/z 305 [MH]*
(‘372<Me
Me
Me
79 3-7un-2-d1-{Y7° 0F ¥3-5-(4,4,5,5-7}53F)-1,3,2-¥" | "H NMR (400 MHz,
FHF 077-2-4E VY ¥ CDCls): 6 1.34 (s, 12H),
D 1.39 (s, 6H), 7.95-7.96
Me Me
\{/ (d, 1H), 8.38 (d, 1H).
° | NS LCMS Rt = 1.83 4.
Ci = Eli’o Me SFAFUISEEEN
0 Me
7ane AN
Me
80 3-yn0-2-((1-#Fhpu7” ok WAk | 'H NMR (400 MHz, CDClg): © 0.42 (m, 2H),
$9)-5-(4,4,5,5-7}73F)-1,3,2- | 0.60 (m, 2H), 1.39-1.24 (m, 15H), 4.22 (s,
.‘\/i j#ﬂ.ﬂ-\’ Uﬁ‘/-Q—’fﬂ’)[‘_a ]J:/“ ‘\/ 2H), 797 (d, 1H), 835 (d, 1H)
81 2-tert-7" MY-3-710-5- "H NMR (400 MHz, CDCl3): & 1.25 (s, 12H),
(4,4,5,5-7b73F0-1,3,2-7" 134 1.60 (s, 9H), 7.80 (s, 1H), 8.4 (s, 1H).
K 072k vy v
82 3-J00-2-(¥hny° o’ JAMY)-5- | 'H NMR (400 MHz, CDCly): 3 0.41-0.38 (m,
| (4,4,5,5-7h73F)-1,3,2-5 #44 | 2H), 0.64-0.59 (m, 2H), 1.38-1.24 (m, 13H),
83 3-yu8-2-(2,2,3,3,3-4" 47040 | 'H NMR (400 MHz, CDClg): 8 1.30 (s, 12H),
7" OF %%)-5-(4,4,5,5-7+94F)- | 4.85 (1, 2H), 8.00 (s, 1H), 8.30 (s, 1H).
1,3,2-%" FHIK D372 )Y
v
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84 | 3-ym0-2-(2-7048-2-}F)7° k" ¥ | 'H NMR (400 MHz, CDCla): 5 1.35 (s, 12H),
%)-5-(4,4,5,5-7 M9 iFN-1,3,2- 1.50 (s, 3H), 1.55 (s, 3H), 4.40 (d, 2H), 8.00
B D3%-2-0L° 1Y (s, TH), 8.40 (s, TH).

MS m/z 330 [MH]*

85 | 3-J00-5-(4,4,5,5-T}IAFN- "H NMR (400 MHz, CDClg): & 1.4 (s, 12H),
1,3,2-Y 43 n37-2-4))-2- | 1.5 (d, 3H), 5.8 (m, 1H), 8.0 (s, 1H), 8.4 (s,
(2,2,2-M7Mdn-1 iy | TH)-

o LCMS Rt = 2.80 43
DT F BRI,

86 | 3-Y00-5-(4,4,5,5-7M7F)- "H NMR (400 MHz, CDCl3): 5 1.35 (s, 12H),
13,25 #H9F 197-2-4))-2- | 4.86 (m, 2H), 8.05 (d, 1H), 8.38 (d, 1H).
(2,2,2-M7MARI ML 1Y Y
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AR | A% T—F

]

87 | 2-d9-tert-7’ My-3-yunt’ )y y "H NMR (400 MHz, CDCl3): 8 6.72 -
D,C CD, 6.80 (m, 1 H), 7.55-7.61 (m, 1 H),
DSC>J)/ q 8.00 (m, 1 H).

| X LCMS Rt = 1.49 4.
ot =

88 3-ynn-2-(3,3,3-M 74407 08 | 'H NMR (400 MHz, CDClg): § 2.7 (m, 2H), 4.6
FHE Y Y {t, 2H), 6.9 (m, 1H), 7.6 (d, 1H), 8.0 (s, 1H).

89 | 3-h0D-2-d1-Y7 i ¥k Y Y "H NMR (400 MHz, CDClg): 5 1.39 (s,

D 6H), 6.78-6.81 (m, 1H), 7.60-7.62 (m,
Me\{/Me 1H), 8.02-8.04 (m, 1H).
O Ny LCMS Rt = 1.44 4.
. | P MS m/z 173 [MH]

90 | 3-Jmm-2-((1-*Fkvyn7 ok’ ) | 'H NMR (400 MHz, CDCly): 8 0.43 (m, 2H),

SN 0.60 (m, 2H), 1.26 (s, 3H), 4.17 (s, 2H), 6.82
(m, 1H), 7.63 (m, 1H), 8.01 {m, 1H).
LCMS Rt = 1.75 45.
DFA A RERI NN,

91 3-yun-2-(yya7’ ok’ Jitty) | 'H NMR (400 MHz, CDClg): 5 0.03-0.01 (m,

E Uy 2H), 0.26-0.21 (m, 2H), 0.86 (m, 1H), 3.85 (d,
2H), 6.44 (m, 1H), 7.24 (m, 1H), 7.64 (m, 1H).
LCMS Rt = 1.64 4. MS m/z 184[MH]"
82 | 2-fert-7 My-3-y0nt" Yy | 'TH NMR (400 MHz, CDClg): 5 1.6 (s, 9H),
6.80 (m, 1H), 7.60 (d, 1H), 8.0 (s, 1H).
LCMS Rt =2.01 43. MS m/z 186][MH]"*
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93  |3-y1-2-(2,2,3,3,3-\ 704 | 'H NMR (400 MHz, CDCls): © 4.95 (t, 2H),
07" ok ) 6.95 (m, 1H), 7.70 (s, 1H), 8.05 (d, 1H).
t" ;J:/“ \/ LCMS Rt = 3.51 ﬁ:}

DA EEBEINZN,

94 3-7un-2-(2-70A0-2-}F)7° of’
ALY

'H NMR (400 MHz, CDCls): & 1.50 (s, 3H),
1.55 (s, 3H), 4.40 (d, 2H), 6.85 {m, 1H), 7.65
(d, 1H), 8.00 (d, 1H).

LCMS Rt = 3.20 7. MS m/z 204[MHJ*

95 | 3-yup-2-(2,2,2-M7MA0-1-4F
VIMAE VY >

'H NMR (400 MHz, CDCls): 5 1.6 (d, 3H), 5.8
(m, 1H), 6.85 (m, 1H), 7.6 (m, 1H), 8.0 (m,
1H). LCMS Rt = 3.69 4}.

T A RBREINRN,

96 3-7n0-2-(2,2,2- M 7MA0L M)

"H NMR (400 MHz, CDCls): 5 4.83 (m, 2H),

Yy 6.96 (m, 1H), 7.70 (m, 1H), 8.05 (m, 1H).
LCMS Rt = 3.21 4.
DFAZ TEEI NN,
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1H NMR (400 MHz, CDCl3): & 1.58 (s, 9H), 6.93-6.99 (m, 1H), 6.68-6.74 (m, 1H)O
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, 1H), 2.45-2.52 (m, 1H), 6.99 (d, 1H), 7.27 (d, 1H), 8.17 (d, 1H)
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H NMR (400 MHz, DMSO-dg): & 0.55-0.59 (m, 2H), 0.80 (d, 4H), 0.90-0.95 (m, 2H)
, 2.03-2.08 (m, 1H), 2.29-2.35 (m, 1H), 6.65 (m, 1H), 7.74-7.75 (m, 1H), 9.35 (s
» 1H)
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1H), 5.14-5.31 (m, 1H), 8.
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1H NMR (400 MHz; CDCl5): & 1.37 (d, 6H), 1.97 (br s,
20 (s, 2H)O
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