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0 O Varian Inova 500 (600 MHZ2)O O O OO OO OO0
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pm0 06 00 0000000000000 0D0D0D00D0OO0O0D0OO0ONODOOO00o(s
00D0000O0d=000000 t=0000000q=000000br=0000
00O000)I000O0O0O00O0O0O0O0Hz)I®cooooooao
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O Ooo0oooao

Oo0oo0ogogoo
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O
gpOocoCi; 00000 OooDOoO0OOpemib0d ODO0O0DOOO0ODOODDOODO
O

gooboooobbooobboooo0oDbDbHAHPLIIOO MSD DD O OO

ggoogao

ooOoooOO0oo0O00oOO0O0oDOoo0O0OO0O0oOaDddasBruker Daltonics 3T 00O O
ooDoooOOoooooOO0ooDoDOoboOCGIZICR)DDOODODOODODODODOODDODOO
EM Reagent 0.25 mm 0D DO 0O 0O0O 60-FUO000D0O0OO0ODOOOOHPLCO O ELS
002140 O 0O 2540 0O uvO O O LC/MS (J-Sphere80-C18, 3.0x 50 mm, 4.10 0O
5%[0.05%TFA/CH5CN]O 95%[0.05%TFA/H,0]0 100% [0.05%TFA/CHSCN]O O O O O HP1100

00 00 (custo 20
goooooa
01,2-0000
O O Aldrich Ch

Americal 00 O0D0DO0O0DOODOOOO

Co.0OoOoooobDbOOoOoOobbOOoOoOan
gooooaad
ooao

N-(1-(000O0DOooo0g)-1H-0O00OO0o-3-00)OO-2-0000000
ooooao

30
O
= /7
0 N O
x Il
000000
oo 1
00 A
00000000 CM) (50 ml)JO03-000-1H-0000 (2.0 g; 17.8 mmol)J 0O O 1, 40
80000000 ([5.4.010000-7-00 (DBU) (3.6 g; 22.5mmo0 000000 DO
000000000000 000000 00000 (4.19; 21.4mmoDO0CO0O00C0CO
00180 000000000000000000000000000001N HCE (20 mL)
O0O0DONaHCO,O OO (0 ml)D OO0 (0 m)00O00000MgS0,0 00000000
0000000000000 0O0D00DO0OOO0DNDOOODO0OOO0ODD1-CO0O00O0O00D
0)-3-000-1H-0000 (2.4 g, 50)0 0 0 O
TH NMR (DMSO-dg) & 8.0 (t, 1 H, J = 2.1 Hz), 7.4 (m, 3 H), 7.2 (m, 2 H), 7.1 (m
, 1H), 6.9 (m, 1 H), 5.3 (s, 2 H)
000000
og 2 50



(96) JP 2013-508413 A 2013.3.7

00 BO
01-(000000000)-3-000-1H-0000 (0.27 g; 0.1 mmo)D O OO OO (50
m)DJ 00000000000 (0.1g)J000040PSI0O0020000000000

gooooooooooooooDUoooOoooDooUoooDUooDoDoooooD1-(ooo
Oo0ooo0)-1H-OOODO-3-000 (.2¢g; 000H)0O0DO0DOOO0OOODOODODOO
ooobODoOO0oO0ooooooooaon

goooano

o 3

o co

DCM (2 mL) 0001000000000 )-1H-0000-3-000 (0.06 g; 0.28 mmol

00000000000 (©.3mL; 24mmol)00000000-2-00000 0000
(27 L; 0.28mmol)0 0000000000000 COOD18000000000000
DObDcM (3mL)DO0DO0O0O00 (Am)IODODODODOOO0O0O000000000O00O0O
0000000000000 00000000O0O0O0OD0 000000000 (OO
0) 00000000000 000000000000000000000N--(0
0000000)-1H-0000-3-00)000-2-0000000 (5.8 mg; 6%000

oo oooowOoOoOoOoooogooao

LCMS: 99% @ 254 nm, Ry = 2.80 , m/z = 331 [M + H]™

TH NMR (DMSO-dg) & 10.4 (s, 1 H), 7.9 (s, 1 H), 7.4 (s, 1 H), 7.3 (m, 3H), 7.2
(m, 1 H), 7.1 (m, 2 H), 6.8 (m, 1 H), 6.6 (m, 1 H), 6.4 (m, 1 H), 4.9 (s, 2 H)
oooooao

goog 2

N-(1-(CO00D0DO0OO0O00)-1H-OOOO-3-00)d 000000

ooooao

Oooooo

ooooO0 cboooDUo1-(co0o0oDU0O0DOO0)-1H-ODODOO-3-000 (0.06 g; 0.28

mmoDOODDODODODODODOO (O0.3mL, 2.2 mmoD) 0D 0D 0DO0DOOODO DODOOODOOO (O
.05 g; 0,286 mmoDH)0 O ON-(I-(UDODO0DO0DODOOOO)-1H-O0DODOO-3-00)000O00OO
O (10.6 mg, 11%)0 O 0O O

LCMS: 99% @ 254 nm, Ry =2.90 , m/z = 341 [M + H]™

'H NMR (DMSO-dg) & 10.9 (s, 1 H), 8.7 (m, 1 H), 8.1 (m, 1 H), 8.0 (m, 1 H), 7.6
(m, 2 H, 7.3 (m, 3 H), 7.2 (m, 1 H), 6.8 (m, 1 H), 6.6 (m, 1H), 4.9 (s, 1 H)
ooDoooo

ooo 3
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00000 c0000O01(0O0O0000000)-1H-0000-3-000 (0.06 g; 0.28
mmo)D0 D ODO0DOOODOO (0.3mL, 2.1 mmo)0O003-000000000 0000O
(41 L, 0.28mmol)D00ON-(1-(CO0O0D00O0O00O00)1H-0000O-3-00)-3-0000

000000 (4.4mg, 4%)0 0 0 O
LCMS: 99% @ 254 nm, Ry =3.00 , m/z

370 [M + HT*

'H NMR (DMSO-dg) & 10.4 (s, 1 H), 7.5 (m, 1 H), 7.4 (m, 3 H), 7.3 (m, 3 H), 7.1
(m, 3 H, 6.8 (m, L H, 6.4 (m, 1 H, 4.9 (s, 2 H), 3.8 (s, 3H)

ooocooao
ooo 4

N-(1-(0000DO0oo0o0O0d)-1H-0OO0OO-3-00)>)oOooOoooOd

goooao

ooocooao
oo 1

oooo00 ADOO0ODOs3-000-1H-ODOO0DO (O.59; 45mmoDDOO0-000O00CDO O
OO0 000 Q.17 mL; 6.7 mmoD00CDOOOCDOO @5SmL)D0O0OCODOOOODO
ooooo (o.62mL, 4.9mmo) 0 03-000-1-(000O00C0DODODO)-1H-000O0DO (O

.32g , 28%)0 O OO
'H NMR (DMSO-dg) & 8.6 (t, 1 H, J

2 H, J=7.8Hz), 7.6 (t, 1 H, J =3 Hz), 6.9 (m, 1 H)

gooooao
oo 2

2 Hz), 8.2 (m, 2 H), 7.8 (m, 1 H), 7.7 (t,

00000 BOOOOO3-000-1-(0O00000000)1H-0000000000 (2
OmL)OJOORaNi (0.1 Q)0 O01-(000000000)1H-0000-3-000 (0-26 g;

oD JooOooooooooooao
ooocooao
oo 3

00000 C00O0O0O01(00000000)-1H-0000-3-000 (0.08 g, 0.36
mmol)J 0 -0 00000 ODOC OO0 (0.16mL, 0.9 moDOOOOO0O0O0O00 OO
000 OO0 (0.08g; 0.39 mo)OON-(1-(000000000)-1H-00 0 O -3-0
O)oOOOOOO (18.0 mg, 15%)0 0 O O

LCMS: 99% @ 254 nm, R+ = 2.00 , m/z

341 [M + H]*

TH NMR (DMSO-dg) & 11.0 (s, 1 H), 8.7 (d, 1 H, J
m, 2 H), 7.8 (m, 2 H), 7.7 (m, 3 H), 7.3 (m, 1 H), 6.7 (m, 1 H)

ooooonoD
ooo 5
N-(1-(O0000D00000)-1H-00D00-83-00)HX000D0O000O
ooooDao
@)
-
@]

N
H

4.4 Hz), 8.1 (m, 2 H), 8.0 (
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ogoooao
O D
00oo0o0ooD0ooo0Doo0oooDUoooDOoooDooDUoOoD2wMOOCODOOOODO3-00
-1-(0CoooDoDOoO0oo0og)-1H-00 00 (0.1 g; 0.39 mmol)O O O (course granular)
0 (.22 g; 1.85smmoDH)0 00 O0O0OO (0.5¢g; 2.2mmoD)00D0OOCOCOOO (6 mL)
O000 (d4mb) D200 0006000000000 0O0ODODDODDODOOODODOODOO
O0O0o0ODO0oOoDODCMO O OD0OOINHCI (2mb)OONaHCOOD OO @ mu)DDODO0 (2
mb)Ooooowmgso,0 00 0poDoooOooooboooooooooooooooooao
ooooo0oON-Q-(COQ0O0O0OD0O0DO0DD0)-H-ODODODO-3-00)0D0OO0COO (4.8 mg, 4
%) 000
LCMS: 95% @ 254 nm, Ry =1.30 , m/z = 327 [M + H]™

OOoooooaog

gooooaod
Ooo00o 6
N-(I-(CO0DD0DD0DO0O0o0o0)-1H-00O00-3-00)dOoooOoOoad
oooO0oaod
N
O
0] Wl
0
Ooo0o00o0ooao

oo0oooo0 bboObooDOd1-(00b0booDo0oo0ooo)-8-000-1H-O0ODO DO (0.10 g; 0.37

mmoDOODOOODODO (0.5g; 2.2mmoD)D 00O (O.2gUOO0DOO0OOOO (6 mL)dOO

o0 @A4mb)0ON-Q-(CODC0DO0DO0DO0O0DO0DO)-H-ODDODOO-3-00)H)0DOOOOO (@-1mg,
30000

LCMS: 90% @ 254 nm, Ry =1.20 , m/z =341 [M + H]™

1H NMR (DMSO-dg) & 10.5 (s, 1 H), 7.9 (m, 2 H), 7.6 (m, 4 H), 7.3 (m, 3 H), 7.2
(m, 2 H), 6.8 (m, 1 H), 6.4 (m, 1 H), 4.9 (s, 2H)

gooooao

oog 7-23

gogogoano

0 N
0N 0 0, /= R-—‘“sff"O\
- NH * /%:Cl —_— R1__§"”a\ : —— : O” vy H’“\/”x
LiE1 T2 =

0Dooooo
oo E
00 10
03-0000000 (2.459; 21.9 mmol)J 1,8 0000000 [5.4.010000-7-00
(OBU) (5.2 mL; 35 mmol)J 00 1,2-0 000000 (DCE) (112 mL)ON, 00000000
000000000000 0000000002mM 0000000000000000
0000 (.6mmoDD00O0CODODOCOODODOCOO/DBUOD (3.5m)000O0O000
000000000000 00O00O00O0O000O0O00O0O0O00O0O0D0O0O0O0720000
00000000000 000000C@CM) (4m)OJO0O0O0O1LNHCI (2m)0O0000O
NaHCO,O 00 (@m0 00000 O0O0O0000000O0OSPEDODOOOO (isolute SPE
Phase Separator)J 0 0000 O0O0O0O0ON00000000000000000001m
L DCMO O O O O Bond Elute Mega BE SAX (4 g)0 000000000 (Fritted)d OO0 O
DO0O0O0O0O0ODCM (BmL)030% 0 0000/0000 (Bm)DODO40% 0000O/00
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0 (6m)0000D0D00O0O00DODODODODODOOOODDNODONONONODODODOOOOGO
00000 (Am)0O0000180000000000000000 (decanted)d 00O
00000000000 .5m)0000000O0O00000000000O0DO 180
0000000000 200000

00000

0 20

00 10000DCE (A m)0JO0O0O0O0O0DO0 (m)0OD (00mg 00)IOO0O0O0O
000 (DCEC O 1.178 MO O 2 mL) (Bull. Chem. Soc. Jpn. 2008, 81(1), 148-159)
0000000000 0001800006000000000000000000000
0000000000000 00000000000000000000O0O0O0O (DCM)

GmHoOOoOoooOoO0O @m)ooOdoONaHCOz;O OO @m)OOOO0OOOO0OOOO0OODODO

u
O
g
u

Ooo0ooooQgoogoao

O0OOSPEDDDO0DOCOODODDOOODONOOODONDOOODOOCOOODODODCM (2 mL)OO
000000 Bond Elute HF Mega BE SCX (2 900000000000 O0OO0OOO
OO0O0OODCM (10 mL)O30% 00 O000/0000 (0 mW)040% 00 D00 /000

(Gm)I1% 00000 /DCM (B mL)02% 00000 /DCM (10 mL)O O 0 4% 00 0 O
/DCM (10 ML) 0000000000000 ODO0DOOODONODOOODODOOOOOOOOn

ODCM (I mL) DO OODODOODODDOOO40 DODOODDDODOODOOODODOD ogoOOo
gogoooboooooooooooboooooobooooobobooooobooooboboooao
ooooo0oob0 obooooDbDOobob0 (coooov/sobbOOoH)bOODOOO
ooooao

00 24-38

oooOao

0 = 0
= 2 NS el
FNH = éI'C} —_— R‘._\S-H j\ —_— e 5 = \H/”"\fr.!-\
=

u
O
g

R0 § ¥ Nos D Ho |l
Ti1 I#?2 =

0oooo
0000 EDOQ 1000003-0000000 (2.17 g; 19.4 mmol)0 1,8 000 O
00 [5.4.0]0 000 -7-00 (DBU) (4.34 mL, 29.0 mmol)J 00000 DOOO O (DCE)

aaoomL) DO DOOO35mMOOD0OODODOOCDO ODOOO .vommoDHO OODODODODOO

O

ODCE (4 ml)DODO (@mL)IOO0 (00mg 00)IO0O0O0O0O00000 (DCED O 1.178

MOODO 2m)00000OO0OCD0 EODDDOODOOOODOODODDDOOOOO

g
u

N-

O

g
u
O
g

oooDnD

oo 39
1-coboooboooo0o)-1H-O0ODDO-8-00)4-00000DO0O000O0ODO
oooao

00000

O F

DCE A m)004-000000000 (0.18g; 0.70 mmol)0 1-(0 00 -1-00 0 O O
0000000000 0000000000000 (0.25g; 0.76 mmol)O O O O

-00o00o0ob0 0DOoo0 000 (.17 mL; 0.9 mmoH)O 1000 006000 O00O0O0DOOO

O
O

oo01-(Qo0oobO0obob0gd)-1H-00D00O0-3-000 (0.07 g; 0,49 mmo)O O OO DO
gooboboooooboboooooboboooisboo0goooooobbooOooaobeqmo b b
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OO1NHCIOOONaHCO,0 000 O0D000O0O000MgSO,0 0000000000000
00000000000 0000000/00000000000000000(C@O000
0)0OOODO (9.0 mg, 5%)0

LCMS: 92% @ 254 nm, Ry =1.20 , m/z = 360 [M + H]*

gooooao
Oo0Ood 40
N-(1-(O000D0O00000)-1H-0D0O0D0-83-00)H>0000000
goooao
q =
f?’Na\N Ng
O~ 7w
P

oooooad
oo 1

00000 ADDODOOO3-000-1H-0000 (0.16 g; 1.4 mmol)d DBU (0.29 mL, 1.9
mmol)ODCM (5 mL)J 0 D2-000000000000 00000 (0.35, 1.7 mmol)d
03-000-1-(0000000000)-1H-0000 (0.12g, 30%)0 0 0 O

0Doo0o0oo

oo 2

00000 POOOODO3-000-1(0000000000)-1H-0000 (0.12 g; 0.4

2mmoDD 0 0D0CODOD0 (DCEDD1.178 MO O 2ml)O0 OO (0.2 g)000O0000DO
(6 M) ODDO0D (m)ION-(I-(0O0C0O0O000O0O00)1IH-0000-3-00)000
0000 (12 mg, 8%)0 000

LCMS: 98% @ 254 nm, Ry =1.20 , m/z = 343 [M + H]*

TH NMR (DMSO-dg) & 11.0 (s, 1 H), 8.7 (m, 1 H), 8.1 (m, 1 H), 8.0 (m, 1 H), 7.8
(s, L H), 7.6 (m, 1 H), 7.2 (m, 6 H), 6.7 (m, 1 H), 3.9 (m, 2 H), 2.8 (m, 2 H)
0Doo0o00oo

ooo 41

N-(l1-(00O0O0000O00)1H-0000-3-00)-6-00000000000

gogooan

ol
- W N_ _F
N ~
-

0Dooooo

00000 FOOOOO6-0000000O00 (0.06 g; 0.25 mmol)d 1-(0 O O -1-0 O
000000O00)I0O0000O0 0000000000000 (0.10 g; 0.31mmol)O
0D-000000 OO0 000 (0.13 mL; 0.75 mmol)ODCE (6 mL)D 0O 1-(0 00O
00O0O00)-1H-0000-3-000 (0.04 g; 0.30 moDO ON-(A-(0 00000000
)-1H-0000-3-00)-6-00000000000 (5.5 mg; 560000

LCMS: 98% @ 254 nm, Ry =1.40 , m/z = 360 [M + H]*

TH NMR (DMSO-dg) & 10.8 (s, 1 H), 8.2 (m, 1 H), 8.0 (d, 1 H, J =7 Hz), 7.6 (s,
1H), 7.5 (d, 1 H, J =8 Hz), 7.3 (m, 3 H), 7.1 (m, 2 H), 6.8 (s, 1 H), 6.6 (m,
1 H), 4.9 (s, 2 H)
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ooooo
CL (jil\ @]
SN "
0O HolD
000000

00000 FOODDODDODO0OOoo0oDoDo0-4-00000 (0.04 g; 0.30 mobO 1-(0 O O -1-
oooooDoDOoo0ooO)) 000000 DoooooooDoDooogd (0.10 g; 0.31mmol

Ylo-oooooo oodg oogd (0.13 mL; 0.75 mmol)ODCE (4 mL)O OO 1-(0 OO
0o0oooOd)-1H-O0O0 00O -3-000 (0.06 g; 0.25mmoDHO0 OO O OO0 (5.1 mg, 5%

yoooao

LC =98% 254 nm, Ry =1.30 , m/z =348(m+1)

'H NMR (DMSO-dg) & 10.7 (d, 1H, J=8 Hz), 9.2 (m, 1H), 8.4 (m, 1H), 7.6 (m, 1H),
7.2 (m, 2H), 6.8 (m, 1H), 6.6 (m, 1H), 4.9 (d, 2H, J=8.2 Hz)

oooooao

Ooo 43

N-(I-(COO0D0DD0ODOoOO0O0O0)-1H-O00O0O0-3-00)-6-0000000000O

ooooao

oooooao

00000 FOOOOGOe6e-000D0DO0OO00O0 (0.04g 0.25 mmo)O 1-(0 OO -1-00 0O O
0odoooO0o))YooooDoDO0o DooooDoooooDoog (0.10g, 0.31mmob)d O -O
oooo0oD0O oo ooo (0.13 mL, 0.75 moDHODCE UWmMHO OO 1-(ooooDOO
0O0)-1H-O0OOO-3-000 (0.06g, 0.30 moDHO OO OOOO (10.0 mg, 11%)O O O
O

LC =98% 254 nm, R+ =1.40 , m/z =356(m+1)

oooooao

ooo 44

N-(1l-(0000DOooo0g)-1H-OODOO-8-00)H)oOoDOOoO-2-00000D00O0
goooano

Ooo00Q0O0
00000 FOOOOOODDODODO-4-00000 (0.04g 0.30 mmol)O 1-(0 O O -1-0
000000000 )I0O0O0O00DD 0000000000000 (0.10 g, 0.31 mmol)
00-000000 000 OO0 (0.13 mL, 0.75 mmol)ODCE (4 mID)I OO0 1-(0 OO
000000 )-1H-0000-3-000 (0.06 g, 0.30 mmol)0 ON-(1-(C O O0COCOODODO
0)-1H-0000-3-00)00000-4-0000000 (3.4 mg, 40000

LCMS: 98% @ 254 nm, Ry =1.30 , m/z =348 [M + H]*

Dooo0QoO

000 45
N-(1-(000000000)1H-0000-3-00)00000-4-0000000
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ooooao
S,/ N
1/
N =
e N7 )
~N
oooooao

00000 FOOOODDOOODOOO-4-00000 (0.02 g; 0.18 mmol)d 1-(0 O O -1-
000000O0000)I0O0D0O0O00 0000000000000 (0.059g; 0.19 mmo
DOOD-000000 000 000 (0.08 mL; 0.45 mmol)d DCE (4 mL)O O O 1-(0 O
0000000 )-1H-0000-3-000 (0.05 g; 0.18 mmol)J ON-(I-(0 OO0 D00 OO
00)-1H-0000-3-00)00000-4-0000000 (3.3 mg; 1%)0 00O

LCMS: 98% @ 254 nm, Ry = 1.10 , m/z = 359 [M + H]*

TH NMR (DMSO-dg) & 11.2 (s, 1 H), 9.4 (s, 1 H), 9.1 (d, 1 H, J = 5.1 Hz)
ODooooo

00O 46

N-(1-(2-0 00 000000000)-1H-0000-3-00)100000

Doooo

kL SV,
Cl SN

0Doo0Oooo
00000 PDOODOOOD1-(2-000000000000)-3-000-1H-000 0 (0.10
g; 0,30 moDO O ODODOODO (0.39g; 1.7mmol)000 (0.2g)dJ00CODDOO (6
mOODODODO @m)OON-(I-(2-000000000000)-1H-0000 -3-00 )0
Do0O0O00 (17 mg, 16%)0 0 O O

LCMS: 98% @ 254 nm, Ry = 1.30 , m/z = 361 [M + H]*
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Ooo0o0o0ogad
L
R%’ o N N
H o =
# 1
Ehif 1-47
I 58
=4 FLEE
il (%) %
il 254 | Ry ECs, | Glu
# R, = nm (47) | MS(m+1) | (nM) | Max
1 C16H14N204S 6410 | 227
2 C17H15N303S 562 275
3 C19H18N204S >20000 | 39
EROESBH EEBROWSH
4 C16H13N303S 280 59
5 C17H14N203S 8170 93
6 C18H16N203S 951 55
F,CO
7 © C17H12F3N304S 98 1.3 361 203 90
F
8 w@ C16H12FN303S 98 1.2 346 174 116
9 \@ C17H15N303S 98 1.2 342 198 67
F,C
10 m@ CI7THI2F3N303S | 98 | 1.2 396 526 | 101
Cl
11 m@ C16H12CIN303S 95 1.2 362 222 91
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Ooodoognoaod
12 g C22H17N303S 98 | 1.3 404 3310 | 122
CN
13 "“©/ C17H12N403S 95 | 1.2 353 282 | 104
cl
14 “@’ CI6HI2CIN3O3S | 98 | 13 362 106 | 139
15 ﬁ C17HI5N303S 98 | 1.2 342 9 | 175
F
16 @ /\\F CI7THI3F2N304S | 98 | 14 304 162 | 151
0
17 m C20H21N303S 08 | 13 384 258 | 30
18 @O,CFS CITHI2F3N304S | 98 | 13 412 s46 | 93
19 “‘“@F CIGHI2FN303S | 98 | 1.2 346 280 | 137
20 @\ CITHISN303S | 98 | 12 | 342 57 | 188
21 @CI CIGHI2CIN3O3S | 98 | 12 | 362 655 | 215
2 b C16H19N303S 98 | 1.4 334 1940 | 189
23 @CF CI7HI2F3N303S | 98 | 1.3 396 413 | 85
3
F
24 ﬁ\g/ CITHI4FN303S | 93 | 1.2 360 587 | 140
Cl
25 :’\g CI7THI4CIN303S | 93 | 1.2 376 839 | 132
CN
26 M\©/ C18H14N403S 95 | 13 367 5080 | 141
CF,
27 M\C( CISHI4F3N303S | 85 | 13 410 1730 | 117
28 ﬁb C18H17N303S o1 | 12 356 1130 | 164
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Ooo0o0o0ogad
F
29 f\© C17H14FN303S 82 14 360 473 161
Cl
30 P/ﬂﬁ C17H14CIN303S 89 1.2 376 83 163
10
cl
31 Nﬁ\@\ C17H13CI2N303S | 93 1.3 411 445 206
Cl
F
32 Jr\@\ C17H13F2N303S 92 1.2 378 188 159
F
33 ;H\@ C19H19N303S 92 1.4 370 215 178
20
Cl
34 rﬂ‘ﬁ C17H13CI2N303S | 90 1.3 411 828 159
cl
Cl
35 ;H\@/ C17H13CI2N303S | 95 1.3 411 3830 156
Cl
36 C20H15N303S 88 1.5 378 >10000 | 58
30
37 HJJ\@.\CF C17H12F3N303S 08 1.3 410 154 158
3
38 ;H\©/ C18H17N303S 90 ) 356 1450 289
39 C17H14FN303S 369 35
40 C18H17N303S 483 152
41 C17H14FN303S 574 76 40
42 EER DS M C15H13N303S2 EBROESR 4620 129
43 C18H17N303S 9540 90
44 C15H13N303S2 4380 175
45 C16H14N403S >20000 | 57
46 C17H13CIN203S 4890 85

"000000Agilent 61200 0 0 00 OO O (Quadrupole Mass Spectrometer)d 0 O O A
gilentO OODO 1200 LC OO OO OODODOOOODODODOOUOORestek Ultra Aqueous C18
3um-30x 3.2mmIOO00O0OCO0OOOOO0O 0.1% TFA O /0.1% TFAMECNOD OO OO (R 50
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K] | i = hECs, MW LCMS
N-(1-((4-A FI_r
VYA JVIR = 0)-1H-E
2 —/L-3-A )Y
47 PTER CsH7N;05S 2.80E-07 | 355411
N-(1-(@-( kU 741 LCMS:
AFINNT = =R >98% @ 220
R=/b)-IH-£' 2 —/ BT 254
S3-A/EaY T nm, m/z =
48 K Ci7H2F3N;058 4.13E-07 | 395.356 | 396 [M + H]
LCMS: 90%
N-(1(G-A FA_y T @220 B
INA TR =JL)-1H-E U 254 nm,
2—/L3-A /=Y m/z =356
49 wTP3IF C1sHy;sN;058 1.45E-06 | 355.411 | [M +H]
LCMS:
N-(1-(7 = =L A L3R >08% (@ 220
=/\)-1H-t" 7 — /13- BXTU 254
A MNFT S =20 nm, m/z =
50 NARFH IR C1HN;O58, 2.68E-06 | 333.385 | 334 [M + H]
LCMS:
>98% @ 220
N-(1- b S /-1H-E o — BLU 254
W3- A NNFT S — nm, m/z =
51 2-FRFH IR CisH3sN; 058, 3.48E-07 | 347412 | 348 [M +H]
LCMS: Rt
=1.42 43,
N-(1-((2-7 m a3 >98% @ 220
V) AVIR = /L)-1H-E BLU254
T —Jl-3-A J)FT nm, m/z =
52 —JL2-ANEXRH I F | CsHCIN;O;S, 7.67E-07 | 381.857 | 382 [M+H]
N-(1-(m- U /b A LR LCMS: Rt
=/L)-1H-E’ 2 —/L-3- =0.85 77,
53 A INNFT S —-2-F1 CsH3N305S, 7.67TE-07 | 347.412 >08% @ 220
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(107)
goooogag
R FH IR B LU 254
nm, m/z =
370 [M+
Na]
LCMS:
2-((1-(m- k Y L A L3R >98% (@ 220
=/V)-1H-E' @ —/-3- BEU254
A YT IIRFEA V)T nm, m/z =
54 ==/ TEF—k CaoH sN>05S 1.72E-06 | 398.432 | 399 [M + H]
LCMS: Rt
N-(1-((24-¥ 7 v =0.83 7,
RPN A TR = >98% @ 220
JWY-1H-E 2 —/L-3-A BLU 254
JAFT o —iv=2-31 e nm, m/z =
55 REFIF CisH, FaN;058, 1.91E-06 | 383.393 | 384 [M + H]
LCMS: Rt
N-(1-((24-> 7 /L4 =0.81 47,
N PNAYA TR = >98% @ 220
JUY-1H-E' 11— L3-A BLU254
IWNYT T r2- B F nm, m/z =
56 +EF C6H2FaN-O,S 3.69E-06 | 366.339 | 367 [M + H]
LCMS: Rt
=0.84 77,
N-(1-((2-7 2 2-4-7 L >98% @ 220
Fd iy AR B LU 254
=/L)-1H-E" i1 —/L-3- nm, n/z =
57 A=zl 7 F | CyH;3CIFN;O,8 1.25E-07 | 393.82 394 [M + H]
LCMS:
>98% @ 220
N-(1-((4-(tert-7 F /L) 7 B L2254
= =)A= nm, m/z =
JN-1H-E 1 —/b-3-A 3842 [M +
58 MNES Y7L P CaoH2 N3OS 1.68E-05 | 383.464 | H]
N-(1«((3,4-> 7 /41 LCMS:
Tz = )RR = >98% @ 220
59 M)-1H-E i —/-3-A CigHy FaN;O58 3.79E-07 | 363.339 | BLTr254
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(108)
gooooao
MEaYr7IFR nm, m/'z =
364.0 [M +
H]
N-(1-((2-7 2 2-4-7 /L LCMS:
AU AR >98% @ 220
=/)-1H-E' o —/1-3- BLU254
A AYF T W —ihe=2h nm, m/z =
60 AEFH IR CisHy CIFN;O5S; | 1.32E-07 | 399.848 | 400 [M + H]
LCMS: Rt
N-(1-((2-7 z 2 -4-7 )L =0.82 47,
AR VL) A LTR >98% @ 220
=/L)-1H-t 7 —/L-3- BLT 254
AT T r2-F iR nm, n/z =
61 FHIF CisH2CIFN,0,S 3.20E-07 | 382.794 | 383 [M + H]
LCMS:
>98% @ 220
N-(1<(2-7 g2 m < BLU 254
NN A VIR =/L)-1H-E nm, n/z =
g3 YFT 382.0 [M +
62 —-4-H AR FH TR | CsHaCIN;O;S, 4.92E-07 | 381.857 | H]
>98% @ 220
N-(1-(-X ¥ /v A LR BLU254
=/V)-1H-" a2 — /13- nm, m/z =
A INFT S —-2-H 348.0 [M +
63 ARFH IR C,sH3N;0:8, 2.76E-06 | 347.412 | H]
LCMS: Rt
= 1.42 47,
N-(1-((3-7 o 2 4-# k >98% @ 220
FT7 = )ANLGK B L1254
=/L)-1H-E 2 —/L-3- nm, m/z =
64 A2l 7T IF C7H,4CIN;0,S 6.64E-07 | 391.829 392 [M +H]
LCMS:
N-(1<((2-7 m Ry ¥ >98% @ 220
AR = /V)-1H-E BLU254
2 —/L-3-A /L)-3-T L nm, m/z =
65 Fo s )Wrs R CioH4CIF,N;OsS | 6.97E-06 | 507.843 | 394.0 [M +
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(109)
goooon
H]
LCMS:
N-(1(Q2-7 B a Ry >08% @ 220
WAV = L)-1H-E BLU 254
0 —/L-3-1 J1)-1,2,3-5 nm, m/z =
T IOT S — 4T R 383.0 [M +
66 FHIF CigH2CIF;N,O5S, | 3.07E-07 | 496.868 | H]
LCMS: Rt
N-(1-(2,6-F A F N7 =136 47,
= =) AR = >08% @ 220
/WV-1H-E g —/-3-A BLU 254
VYT T 2 F1 VIR nm, m/z =
67 H3I R Crli L0 6.13E-06 | 344.385 | 345 [M + H]
LCMS: RT
=2.15 47,
>08% @ 214
N-(I-(4 Y 7 AR BXU254
R =)-1H-E 12— b nm, m/z =
3 A MY LTI 294.1 [M +
68 F CysHyF3N;058 407.365 | H]
LCMS: RT
=2357,
>98% @ 214
N-(1-(¥Z7 e 7oL BXUr254
AR = )-1H-E 1 — nm, m/z =
34Nl T 2921 [M +
69 - C1sH 1 N055 291326 | H]
LCMS: RT
=2.86 43,
>08% @ 214
N-(1-((4-7 BB~ ¥ B LU 254
YA IR =)-1H-E nm, m/z =
a—/b-3-A )2l 420.0 [M +
70 T IR C7H4BrN;0Os8 1.44E-07 | 420.28 H]

goocooao
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(110)
goooogag
LCMS: RT
=1.86 77,
N-(1-((2-2,5-F# % >90% @ 214
(=) R B % = BLU 254
F ) A IR = L)-1H- nm, m/z =
Er—/L3-A )2 377.0 [M +
71 J»TEF CiH sN4,OsS 376.387 | HJ
LCMS: Rt
= 1.32 47,
N-(1-((2-* hF¥ 7= >98% @ 220
=)L) A )L 7R = /V)-1H- LU 254
Eo—/3-A ) nm, m/z =
72 JEra R Ci7HsN;0,48 2.06E-06 | 357.384 | 358 [M +H]
LCMS: Rt
N-(1-((2-( 7 VA1 A =1.39 4,
FFINT = M)A >98% (@ 220
m=/L)-1H-t' e —/ BLU 254
SBANMEZY T nm, m/z =
73 F Cy7H,3F,N;0,S 5.70E-07 | 393.365 | 394 [M +H]
LCMS: Rt
=145 97,
N-(1-((24-F A F L7 >98% @ 220
= =LA R= BLU254
JV)-1H-E & —/L-3-A nm, m/z =
74 P15 =0 B C,sH7N;058 8.80E-07 | 355.411 | 356 [M+H]
LCMS: Rt
=1.42 47,
N-(1((3-7 /L A 12 -4- A >98% @ 220
FINT 2 =))A TR BLU 254
=/)-1H-' 7 —L-3- nm, m/z =
75 Az ) 2rT 3 F C7H 14FN;O58 1.04E-07 | 359.375 | 360 (M + H]
LCMS: Rt
N-(1-((2-27 = 7 -6-A F = 1.44 47,
T 2= W) ANTR = >98% @ 220
JL)-1H-E 2 —/L-3-o BLU 254
76 MEay 7 IR C7H,4CIN;05S 9.88E-07 | 375.829 | nm, m/z=
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(111)
goooon
376 (M +1]
LCMS: Rt
=142 47,
N-(1-((4-7 /LA 2 -3- 2 >08% @ 220
FIT 2 =) A JLTR BEU 254
=/)-1H-v° 2 — /13- nm, n/z =
77 AMEIY T IR | CpHFN;O5S 3.96E-07 | 359.375 | 360 [M + H]
LCMS: Rt
=1.47 47,
N-(1-((2,5-¥ 7 nm 7 >98% @ 220
s AR bie BLU 254
JW)-1H-E 2 —/L-3-A nm, m/z =
78 MEaYyr7IR Ci6H1CLN;058 5.76E-08 | 396.248 | 396 [M]
LCMS: Rt
= 1.29 43,
N-(1(2-¥7 /) 7 == >98% @ 220
JW) AR = /L)-1H-E BLT 254
2—/L3-A =2l nm, m/z =
79 gl Cy7H,5N,0,8 4.89E-07 | 352.367 | 353 [M +H]
LCMS:
N-(1-(34-¥ 7 /LA | >98% @ 220
2l Rdak= BLU 254
JL)-1H-E 2 —b-3-o nm, m/z =
INTFT S —-2-F1 b 370.0 (M +
80 K¥43I K C15HoFaN; 055, 1.27E-06 | 369.366 | H]
LCMS: Rt
= 1.45 47,
N-(1-((2,5-¥ A F/L7 >98% @ 220
=) R FR= BLU 254
W)-1TH-E 2 —/L-3-A nm, m/z=
81 e ia=1 kel CisH 7N;058 2.28E-07 | 355411 | 356 [M +H]
N-(1(G4-F A F7 LCMS: Rt
= =) AR = = 1.44 4y,
JW)-1H-E g —b-3-1 >98% @ 220
82 MmeE=Y»FIF CgH7N;05S 1.39E-07 | 355.411 B LU 254
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gooooao
nm, m/z =
356 [M + H]
LCMS: Rt
=1.49 47,
N-(1-((4-2 & a3 A F >98% @ 220
N7z =)A= BXU 254
JL)-1H-E' 2 —/L-3-A nm, m/z =
83 mMmeayyrri C7H,4CIN;05S 4 47E-07 | 375.829 376 [M + H]
LCMS: Rt
N-(1(3-7 L~y =13l%,
P I) AR = )L)-1H- >08% @ 220
Ea—3-A )FT BLU 254
V=2 F IR S nm, m/z =
84 N C1sH12FN O3S, 4.80E-06 | 365.402 | 366 [M +H]
LCMS: Rt
N-(1-(G-(h Y 74 =143 %7,
AFNNVT = =) AN >98% (@ 220
F=/)-1H-E o —/L B LT 254
S-AMEaY T3 nm, m/z =
85 K Cy7H),F3N;058 1.62E-06 | 395.356 | 396 [M + H]
LCMS: Rt
=1.36 43,
5-7 |\ E-N-(1-((2-7 = >98% @ 220
o~y Y N)AITR = BLU 254
JL)-1H-E 2 —/L-3-A nm, m/z =
86 AT F C7H,;CILN;055 7.22E-06 | 410.274 | 412 [M + H]
LCMS: Rt
= 14177,
N-(1-((4- 7 /L F 12 2- A >98% @ 220
FNT = )V)ALTR BLT 254
=/L)-1H-E 7 —/L-3- nm, m/z =
87 AT I F C7H 4 FN; O3S 1.11E-07 | 359.375 360 [M + H]
N-(1-(3-#A F ¥+ 7 = LCMS: Rt
=) AR =/L)-1H- =1.36 73,
B3 L) >98% @ 220
88 I s C17H,sN;0,8 2.30E-07 | 357.384 | BL 1254
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gooooao
nm, n/z =
358 [M +H]
LCMS: Rt
= 141747,
N-(1-((2-7 V4 = -5- A >98% (@ 220
FNT = )RR BLU 254
=/)-1H-E" 12 —/L-.3- nm, m/z =
89 AME2Y T IF | CHFN;O5S 2.81E-07 | 359.375 | 360 [M +H]
LCMS: Rt
=1.36 77,
N-(1(3-7 /A2 7 = >98% @ 220
=) AR = 4)-1H- BLT 254
B —l-3-A /L) 3 nm, m/z =
90 AT & 'F CisH12FN3O5S 1.78E-07 | 345.348 346 [M + H]
LCMS: Rt
=1.26 47,
N-(1-((3-7 /A~ >98% (@ 220
T NV) AN TR =/)-1H- BLU 254
Ea—An3-f W 7T nm, m/z =
91 V2-HNKRFH IR | CeHsFNO48 6.76E-06 | 348.349 | 349 [M + H]
LCMS: Rt
=133 77,
N-(1-((2,6-¥ 7 /v A & >98% @ 220
RU YA TR = BILU254
JV)-1H-E' 12 —L-3-A4 nm, m/z =
92 AMEa - FaE C7H,3F.N;048 1.53E-07 | 377.365 | 378 [M + H]
LCMS: Rt
N-(1-((2,6-¥ 7 v A & =133 47,
Ry PR R = >98% @ 220
JL)-1H-E 2 —/L-3-A B LU254
INFT S =2 nm, m/z =
93 REHIF Ci5sH; FaN; 038, 3.43E-07 | 383.393 | 384 [M +H]
tert-=7 F /b 2-T7 = = )b LCMS:
D3 = ) 73 >98% (@ 220
F)-1H-&" 2 —/b-1-A BLU254
04 INANFR=AN)TET | CuHyN;0sS 1.45E-05 | 441.5 nm, m/z =
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—n 442.2 [M +
H]
LCMS: Rt
=1.3947,
N-(I-((4-7 2~ >98% @ 220
A A IR = V)-1H-E BLU 254
2—/L3-A/Eal nm, m/z =
95 R C7H4CIN; 058 3.36E-07 | 375.829 376 [M + H]
LCMS:
>98% @ 220
N-(1-((1-7 = =L =5 B L1254
NNA TR = ))-1H- nm, m/z =
B—/-3- A=Y 356.2[M +
96 WPE R CsH7N;0;8 2.30E-06 | 355411 | H]
LCMS: Rt
=1.44 43,
N-(1-((4-7 r = >98% @ 220
M)A VIR = L)-1H-E B LU 254
a2 —b-3-A JV)-5- A F nm, m/z =
97 PF=lera C3H,sCIN;0;S 4.31E-07 | 389.856 | 390 [M + H]
LCMS: Rt
=142 47,
N-(1-((2,6-¥ 7 mm~ >98% @ 220
YU ANTR = BEU254
JL)-1H-E 1 —L-3-A nm, m/z =
98 AP Y PR E CiHCLN50:8 1.19E-07 | 410.274 | 412 [M +H]
LCMS:
>98% @ 220
N-(1-((1-(2- 7 /v4mr 7 B LU 254
= =) F ) AR nm, m/z =
=/)-1H-E 2 — /13- 3742 M+
99 AMEaY LTI CsH sFN;058 3.96E-07 | 373.401 | H]
N-(1-(34- v v~ LCMS:
= = AR TR = L3147,
J)-1H-E 82— )b-3-A >98% @ 220
100 MepallFFra R CisH, CLN;05S 4.66E-07 | 396.248 BEU254
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nm, m/z =
396 [M + H]
LCMS: Rt
=1.31%,
N-(1((34-F A F ¥+ >98% @ 220
7z =/ A TR = BT 254
JV)-1H-E' 12— 13-4 nm, m/z =
101 ME=Y 7 IR CsH,sN;058 5.73E-06 | 387.41 388 [M + H]
LCMS: Rt
N-(1-((4-7 2 =2 -3-(R Y = 1.51 73,
ZIFaAF)T >98% @ 220
=L)AL R = V)-1H- B LU 254
Eo—3- A )= nm, m/z =
102 Fa K C7H ;| CIF3N;05S 5.12E-06 | 429.801 430 [M + H]
LCMS:
N-(1-((4-7 2 2-3-7 /L >98% (@ 220
a7 = = )R ILR B LU 254
=/L)-1H-E' o —/L-3- nm, m/z =
103 A/MNEaY T IR | CeH CIFN;O:8 3.89E-07 | 379.793 | 380 [M + H]
N-(1<((3-Z /L Az 4-( k LCMS:
UZnFdaAF7 >98% @ 220
=R k= B LT 254
/)-1H-E 2 —JL-3-A nm, m/z =
104 | MEIYLTIR C7H; FsN;0,8 4.02E-06 | 413.346 | 414 [M + H]
N-(1-((Z /v =z (2-7 /v LCMS:
A7 =) RAFI) >98% @ 220
ANR=J)-1H-E 2 — BLU 254
L3 A=) o7 nm, n/z =
105 2 P Gy HFs N 068 4.26E-07 | 377.365 | 378 [M +H]
LCMS:
N-(1-(1-2-Z 2 7 = >08% @ 220
ZINTF )R LK = BLU 254
JL)-1H-E 12— L-3-A nm, m/z =
106 |AM)EaYrF7IR C1sH CIN;O58 1.0SE-06 | 389.856 | 390 [M + H]
N-(1-((2-7 © 2 -45-3° LCMS: Rt=
107 TNFRT 2 =/)A | CeHyCIFN;O58 | 1.58E-07 | 397.784 | 1.43 43,
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(116)
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ViR = )-1H-E 1 — b >98% @ 220
SB-AMNEI YT B LT 254
N nm, m/z =
398 [M +H]
LCMS: Rt
N-(1-((2,4-¥ 7 m 12-5- =1.55 77,
AFINT = =) A >98% @ 220
FR=/)-1H-E' 2 —)u BLU 254
A MY T F nm, m/z =
108 K CisHiClNG048 2.11E-05 | 410274 | 412 [M +H]
LCMS:
>98% @ 220
N-(1-(1-4- 7 o2 7 = BLU 254
=N F )RR = nm, m/z =
J)-1H-E 12— L-3-A 3262 M
109 =Y TR CsH;CIN; O3S 1.89E-06 | 389.856 | (-SO2)+ H]
LCMS: Rt=
13959,
N-(1-((2,4,5- b U 774 >98% @ 220
07z )RR BLU254
/L)-1H-E 2 — /-3 nm, n/z =
110 MEa T i F C6H pFiN;058 2.26E-07 | 381.329 | 382 [M + H]
LCMS: RT
=3.07 %7,
>98% (@ 214
N-(1(4-Z e 7x= BLT254
I A TR = L)-1H-A nm, m/z=
v F—b3-A )z 412.0 [M +
111 Weri R CyH4CIN;O58 1.22E-05 | 411.861 | H]
LCMS: Rt
=1.48 47,
N-(1-((3-7 7 2-4- A F >98% @ 220
T = =) A ITR = ¥ KU 254
JL)-1H-E' 1 —/L-3-A nm, m/z =
112 mre=lrs7IF Cy7H4,CIN;0;S 1.29E-07 | 375.829 | 376 [M +H]
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goooogao

LCMS: Rt
N-(1-((4-7 v 2-2-7 )b =1.50 47,
A5 AFALT == >98% @ 220
VYA LR = V)-1H- & BLU 254
2—/3-A/Eal nm, m/z =
113 YTIR C,7H5CIFN;058 346E-07 | 393.82 | 394 [M+H]
LCMS: Rt
N-(1-((5-7 2 2-24-% =1.55 47,
AFIT = =) A >08% @ 220
R=A)-1H-E 2 —/L BLU 254
SB-AME2 Y T I nm, m/z =
114 K C,sH;4CIN; 055 2.29E-05 | 389.856 | 390 [M + H]
LCMS: Rt
= 1.43 47,
N-(1((3- 7 /v A 3 -2-# >98% @ 220
FINT = =) R ITR BLU 254
=JL)-1H-&" g2 —/L-3- nm, n/z =
115 AMEaY T IF | CyHFN;OsS 3.93E-07 | 359.375 | 360 [M + H]
LCMS: Rt
=1.50 47,
N-(1((3-7 2 2-2-2 F >08% (@ 220
T x =) ANTR= B LU 254
JL)-1H-E 2 — /b3 nm, m/z =
116 e YT ER C7H14CIN;O58 2.86E-07 | 375.829 | 376 [M + H]
LCMS:
N-(1((@-A FLEY ¥ >98% @ 220
VDA WA IR = B LT 254
A)-1H-E 2 —/L-3-A nm, m'z =
117 Mmre=aly 7 I R C¢H14N,O5S 1.29E-06 | 342.372 343 [M + H]
LCMS:
N-(1-((6-7 m &Y & >98% @ 220
V3-A WA NTR = BLU 254
JW)-1H-E' 2 — /13-4 nm, m/z =
118 A=Y IFFE R CysH,,CIN,O5S 2.17E-07 | 362.791 | 363 [M +H]
N-(1-((6-7 &7 2 -5- A F LCMS:
119 NMEY D3 A )R C4H,3CIN,O5S 2.49E-07 | 376.817 >08% @ 220
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ViR =)-1H-E 1 — 1 BLU254
B-A MY T I nm, m/z =
% 377 [M+H]
N-(1-((6-(F V Z/vF LCMS:
AFINEY ¥ r3-A >08% (@ 220
V) AR =/V)-1H-E BILUV254
2—/l3-A )2 Y nm, m/z =
120 e e Cil F3N4OsS 6.66E-07 | 396.344 | 397 [M + H]
LCMS:
N-(I<((5-Z7 =ty ¥ >98% @ 220
V2 R)ARNTF= BLU254
JL)-1H-E 3 —b-3-A nm, m/z =
121 A aTrFE CysH, CIN,0;8 1.62E-07 | 362.791 | 363 [M + H]
LCMS: Rt
=1.26 %7,
N-(1-(4-=F /N7 == >98% (@ 220
YRR = /V)-1H-E I 254
2—/L3- Azl nm, m/'z =
122 wFIE CisHi7N;0;8 1.33E-07 | 355411 | 356[M+H]
LCMS:
N-(1-(7 Z »-2-A /L R >08% @ 220
JLik =/L)-1H-E' o — /b BELU 254
B-A /2 T2 nm, m/z =
123 K CH 1 N;O,S 6.86E-07 | 317.32 318 [M + H]
LCMS: Rt
= 1.23 47,
N-(1-((3-7 @ -2-7 )b >08% @ 220
A7 =)L) AR BLT 254
=/L)-1H-E 2 —/L-3- nm, m/z =
124 AMEaY T IFK | CyH,CIFN;O58 8.40E-08 | 379.793 | 380 [M + H]
LCMS:
N-(1(7 7 »-3-4 JL A >98% (@ 220
IR =JL)-1H- ' a2 — /b BILU254
S-AmEay 7R nm, m/z =
125 N C3H; | N;0,8 1.49E-06 | 317.32 318 [M + H]
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(119)
goooood
LCMS: Rt =
128 7
N-(1-((3.4,5- ~ U 7 A4 >98% @ 220
07 x =L)ALk = B LU 254
JL)-1H-E' 82— /13- nm, m/z =
126 MeEa Y ZrI R C gl oF3N;058 2.76E-07 | 381.329 382 [M + H]
N-(1-((2,4-¥ A FIF LCMS:
T =5 L) A >98% @ 220
A=) 1H-E e —L B L1254
B-AWE=2Y LTI nm, m/z =
127 F CsH 4N, 058, 295E-06 | 362.427 | 363 [M+ H]
LCMS: Rt =
1.24 43,
N-(1-((3-7 2 o-4-7 /L >98% @ 220
F a7 = V)RNIR BLU 254
=/V)-1H-' 2 —/1-3- nm, m/z =
128 AME2Y T I K | CeH, CIFN;O;8 6.40E-07 | 379.793 | 380 [M + H]
LCMS:
N-(1-(4-#* FF 7= >98% @ 220
= /L) AR = ))-1H- BLU 254
Eo—/3-A e o nm, m/z =
129 JwFIF C7HsN;0,8 1.07E-07 | 357.384 | 358 [M + H]
LCMS:
N-(1-((4->7 / 7 = = >98% @ 220
I AILIR = /L)-1H-E B LT 254
H—/3- A2y nm, m/z =
130 ¥FEE Cy7HsN,058 2.20E-07 | 352.367 | 353 [M+H]
LCMS:
N-(1«((5-7 v aF#+7 >98% @ 220
T2 WA NTR= B L1254
)-1H-E' 12— 13-4 nm, m/z =
131 MEaYyrrTIF Cy4H,(CIN;05S, 1.04E-06 | 367.83 368 [M + H]
N-(1-(FF 7 = »3-A LCMS:
L AR =L)-1H-E' 1 >98% @ 220
—3-A Y B LU 254
132 73F C4H  IN;O58, 4.13E-07 | 333.385 | nm,m/z=
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(120)
goooooad
334 [M +H]
N-(1-(~ > Y [d][1,3]% LCMS:
XY =5 LA >98% @ 220
R=n)-1H-E' 2 — /L BLT 254
JA MY Y T 3 nm, m/z =
133 R C17H,3N;058 1.10E-07 | 371.367 | 372 [M+H]
LCMS:
N-(1(F % 7 = »-2-4 >98% @ 220
VAR =/V)-1H-E' 1 B LU 254
= fleFud A 1) 22 nm, m/z =
134 T CisH N3OS, 8.00E-08 | 333.385 | 334 [M + H]
LCMS:
N-(1-((5- A FLF A7 >98% @ 220
22 A N)AR TR = BLU254
JIW)-1H-¥ @ —L-3-A nm, m/z =
135 MBSy FFs R CysH3N;05S, 8.87E-08 | 347.412 348 [M + H]
LCMS:
N-(1-(F% / U »-3-A /L >98% (@ 220
AR = )-1H-E 1 — BLU254
W3- A=Y T nm, m/z =
136 T F CoH;N,O58 2.53E-07 | 378.404 | 379 [M +H]
LCMS:
N-(1-(2-Z7 e Yy & >08% @ 220
V3-A W) AT = BILU254
JW)-TH-E 2 — b3 nm, m/z =
137 MEaYsFIE C,sH,,CIN,0;S 3.79E-06 | 362.791 | 363 [M +H]
LCMS:
N-(1-((4-7 a2 2-7 /1 >98% @ 220
A9 7 = V)RA R B LI 254
=/L)-1H-' 2 —/1-3- nm, m/z =
138 AR Y FTE R CsH; CIFN; 058 243E-07 | 379.793 380 [M + H]
N-(1-((2,34- U 7o LCMS:
27 x =L)AL = >98% @ 220
J)-1H-¥' 1 —jL-3-A BLU254
139 | =73 R C6H oF3N3058 3.01E-07 | 381.329 | nm, m/z=
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(121)
goooood
382 [M + H]
LCMS:
N-(1-((6-* F ¥ EY >98% @ 220
V3 A IR LR = BLU 254
JW)-1H-E 2 — /L3 nm, m/z =
140 MNP Y FLF C16H14N,O,S 1.16E-07 | 358372 | 359 [M + H]
N-(1-((3,5-% A F A LCMS:
VA FY Y — I d A >98% @ 220
ILY AL IR = /L)-1H- & BLU 254
O—/L3- A2 nm, m/z =
141 YTIFE CsH s N,O,S 8.32E-06 | 346.361 | 347 [M + H]
LCMS:
N-(1-((5-2 P >98% @ 220
2-A V)R TF= B LU 254
JV)-1H-E 2 —/L-3-A nm, m/z =
142 MEaY TR C1sH5N;0,8 2.56E-07 | 331.346 | 332 [M + H]
N-(1-((1- # F/L-1H-E LCMS:
G b A L)AL >98% @ 220
R =/)-1H-Ea— L B LU 254
B A/E= ) T3 nm, m/z =
143 N C14H;3N5058 4.79E-06 | 331.35 332 [M + H]
LCMS:
N-(1-((6-FE /LR Y /& >98% @ 220
J P3N R VTR BLU254
=/L)-1H-E 2 —/1-3- nm, m/z =
144 ANEV 2 F IR | CioHgNsO4S 1.07E-06 | 413.45 414 [M + H]
LCMS:
N-(1-(23-¥E Fa~ >98% @ 220
ST TS5 A )R BEU 254
LR =)-1H-E o — /L nm, m/z =
Szl T 370.2 [M +
145 K CisH 5N:0,48 7.84E-08 | 369.39 H]
N-(1-((4- 2 F /-3 4- LCMS:
VA=R=3) : BN >98% @ 220
146 [b][1,4]4F % -T-A | CjoHsNs0,S 1.44E-07 | 399.83 B L0254

gooooao

10

20

30

40



JP 2013-508413 A 2013.3.7

(122)
goooogao
I AR = )L)-1H-E nm, m/z =
a—/L3-A )2y 400.2 [M +
“T 5 F H]
LCMS:
N-(1-((4-(Z z 12 A 5F >98% (@ 220
YT = =) AR = B L1254
J-1H-E & — b3 nm, m/z =
147 MEZDTIFE Ci7H14CIN;O58 2.25E-07 | 375.83 376 [M + H]
N-(1((34->t Ko LCMS:
2H-~ 2V [b][1,4] 2 A >08% (@ 220
FEET-A )AL BLU 254
A=/L)-1H-E' B —/ nm, m/z =
Sl n il 7S 400.2 [M +
148 F CoH7N;058 4.11E-08 | 399.42 H]
LCMS:
>98% @ 220
N-(1-(2,2-¥ A F /L7 BLT 254
O 2-6-A /L) R IR nm, m/z =
=/V)-1H-E' o — /13- 4122 [M +
149 AWEay »TIF CyH5N;0,8 3.51E-07 | 411.47 H]
LCMS:
>98% @ 220
N-(1-(_¥ /7 5 /-5- BLU 254
AN AR =/L)-1H-E nm, m/z =
2—/-3-A /=2l 368.2 [M +
150 ¥Tik CisH3N;0,8 8.43E-08 | 367.38 H]
LCMS:
>08% @ 220
BLU 254
nm, Rt=
N-(5- A Fsb-1- F 31 1.23 45, m/z
-1H-E 8 —/b-3-A L) =356 [M +
151 BT F CisH7N;058 3.81E-06 | 355.41 H]
N-(1-((2-A4F /-1,234- LCMS:
ThEZE Fad 2l >98% @ 220
152 ST-A JLY AR = Col1sN;O,S 9.17E-07 | 396.42 BLTU254
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goooood
JLY-1H-E a2 —/b-3-o nm, m/z =
BMEalFFEF 397.2 [M +
H]
LCMS:
>98% (@ 220
AFNA4(B(E2 Y v BT 254
7 I F)-1H-Ea—/L nm, m/z =
-l-A W) AN TR = L) 386.0 [M +
153 yrsfres b CgH,5N3058 2.85E-07 | 385.39 H]
LCMS:
N-(1-(4-(2-FF Y ' >98% @ 220
Pl 7 x= BLU254
S AR = L)-1H- & nm, m/z=
2—/L3- A2l 411.2 [M +
154 »FT I CyoH sNsO,S 5.43E-07 | 41045 H]
LCMS:
>95% @ 220
43273 BLU 254
RF)-1H-E 2 —/L-1-A nm, m/z =
IV AR =W BT 3722 M+
155 fie C7H5N;058 6.38E-06 | 371.37 H]
LCMS:
N-(1-((2,3-¥ & Fa~ >08% @ 220
/b1 4]TAF BL1r2s54
-6-A W) AR ITR = nm, m/z =
/L)-1H-E &2 —JL-3-A 386.2 [M +
156 MESFFIF CsH,5N;058 4.53E-08 | 385.39 H]
LCMS:
>05% @ 220
N-(1-A FL-5- F b B L1254
-lH-E 2 —/b-3-1 L) nm, m/z =
157 Pallwr g CsH1N;058 3.68E-06 | 355.41 356 [M + H]
N-(1-(@-F % V¥ -2,3-¥ LCMS:
E R dF7 >98% @ 220
— /=61 L)AL TR = BLU 254
158 JLy-1H-E o —/-3-A C7H5N;04S; 5.50E-07 | 400.43 nm, m/z=
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goooood
MME=a ) ATIF 401.0 [M +
H]
LCMS:
N-(1-((1-# F/-1H-F° >98% @ 220
Z = 3-A V)R I B LU 254
R=/)-1H-E 2—/b nm, m/z =
WS = 3322 M+
159 K CsH3N;50,8 9.31E-07 | 331.35 H]
LCMS:
>08% @ 220
N-(1-(E' Y 2.4 1 BLU 254
AR =)-1H-E' 2 — nm, m/z =
I3-A a2l T 3202 M+
160 Z CysH;aN4058 1.49E-06 | 328.35 H]
LCMS:
>98% (@ 220
N-(1-((4-(E F & A B LU 254
F YT = =LY AR nm, m/z =
—=/L)-1H-E’ 1 —1--3- 358.2 [M +
161 ALY XTI R Cy7H5N;0.8 1.21E-06 | 357.38 H]
LCMS:
>98% @ 220
N-(1-((3-7 1 2-2-7 L BELU 254
An 7z =) AR nm, Rt =
=/V)-1H-£' 2 —/L--3- 1.15 57, m/z
ANNT T 2-F1 R =369 [M +
162 FHIF Cy5H;(CIFN,O,S 2.54E-06 | 368.77 H]
LCMS:
>98% @ 220
N-(1-((4-(F 7 /LA 1 A BLU 254
FEINT == M)A nm, Rt =
HR=/)-1H-E 2 —/L 1.12 53, m/z
3-A )T T 2100 =383 [M+
163 BT B CsH}2FaN>OsS 3.24E-06 | 382.34 H]
N-(1-((4-A FF 7 = LCMS:
164 =JV)AITR = /L)-1H- Ci6H14N,O5S 7.01E-07 | 346.35 >98% @ 220
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(125)
goooood
va—3-A )75 BLT254
2-FINHRFH IR nm, Rt =
1.07 47, m/z
=346 (M +
H]
LCMS:
>98% @ 220
BLU254
nm, Rt =
N-(1- k2 /L-1H-E 2 — 1.11 77, m/z
3o Y FS =331 [M+
165 ARFH IR C1eH1sN>0,S 8.54E-07 | 330.36 | H]
LCMS:
>98% @ 220
N-(1-(-= > Y [d][1,3]% BLU254
T — 51 L AL nm, Rt =
Fr=/)-1H-' 2 —/L 1.05 45, m/z
B N T BTy =361 [M+
166 REHI K Ci6HaN-06S 1.94E-06 | 360.34 H]
LCMS:
>98% @ 220
N-(I((5-7mEY Y BLU 254
VAA )RR nm, Rt=
JV)-1H-E 2 —L-3-A 1.02 43, m/z
IVNT T 2R F =352 [M+
167 #3I R C1sH,oCIN;0,4S 2.86E-06 | 351.77 | H]
LCMS:
>98% @ 220
N-(1-((6-# F ¥ &Y B LU 254
Vr3-A )RR = nm, Rt =
JV)-1H-E' 12— L-3-1 1.04 77, m/z
MNT T 2-FVTRF =348 [M +
168 #3I K C5H3N;05S 2.12E-06 | 347.35 H]
N-(1-((4-7 2 2.2-7 )1 LCMS:
A8 7 = V)RR >98% @ 220
169 =/)-1H-E' 2 — /13- CsH, CIFN,O,S 4.13E-06 | 368.77 BLU 254
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Oooooooooooao

(126)

JP 2013-508413 A 2013.3.7

A NYT T 2-T VIR
I K

nm, Rt =

1.15 47, m/z

=369 [M+
H]

Oooooooogooogao
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