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L
&5

ERER
=
(ES+)

LCMS
fR R

(%)

HNMR

HI-1

492.1

0.58

H NMR (400.0 MHz, DMSO) d 2.10 - 2.20 {m, 2H), 2.25
(s, 1HY, 2.29 (s, 2H), 3.60 - 3,90 (m, 5H), 4.00 - 4.10 (m,
1H), 4.20 - 4.30 (m, 1H), 7.45 (d, 2H), 7.50 (br s, 2H),
7.99(d,] = 8.4 Hz 2H), 8.08 (5, 2H), 8.20 (d, F= 8.3 Hz,
2H3, 8.70 (s, 1H) and 8.75 (s, TH) ppm

l-2

441.2

H NMR (400.0 MHz, DMSO) d 1.69 (s, 1H), 1.79 (s,
1H), 2.6% (s, 1H), 2.79 - 2.86 (m, 2H), 2.98 (1, ] = 4.9 Hz,
1H), 3.42 (dd, 1= 5.9, 12.8 Hz, 2H), 3.67 (d, J = 5.3 Hz,
2H), 7.50 (dd, ] = 3.4, 7.9 Hz, 2H), 7.56 (s, 2H), 7.63 -
7.71 {m, 3H), 7.84 (q, ] = 3.9 Hz, 2H), 8.25 - 8.27 (m,
3H), 8.59 (d, J = 2.3 Hz, LH) and 8.66 (d, ] =2.2 Hz, 1H)
ppm

HI-3

392.9

2.94

H NMR (400.0 MHz, DMSO3d 3.27 (s, 3H), 7.64 - 7.69
(m, 5H}, 8.01 (d,J = 8.5 Hz, 2H), 8.07(d, ] = 8.6 Hz,
2H), 8.25-8.27 (m, 2H), 8.66 (d, } =2.5 Hz, 1H) and
8.72(d,J=25Hz, IH) ppm

11-4

411.95

H NMR (400.0 MHz, DMSO) d 1.25 (1, 3H), 2.67 (br s,
2HY, 3.16 (brs, 2H), 3.47 (br s, 2H), 3.94 (br s, 2H), 6.25
(brs, 1H), 7.44 (s, 2H), 7.64 - 7.69 (m, 3H), 8.22 - 8.24
(m, 2H}, 8.29 (s, 1H) and 8.39 (s, 1H) ppm

HI-5

466.1

0.6

H NMR (400.0 MHz, DMSO) d 1.09 (d, ] = 6.8 Hz, 6H),
2.12 (s, 3H), 3.58 (s, 1H), 3.60 - 3.68 (m, 1H), 3.70 (s,
2H), 7.51(d, J= 8.2 Hz, 2H), 7.99 (d, ] = 8.2 Hz, 2H),
9.00 (m, 1H), 9.20 (m, 2H) and 9.51 (d,J = 1.3 Hz, 1H)
ppm

HI-6

435.1

0.92

H NMR (400.0 MHz, DMSO) d 1.22(d, T = 6.8 Hz, 6H),
240 (s, 3H), 3.56 (sept, 1H), 7.05 (s, 2H), 7.38 (d, ] = 8.0
Hz, 2H), 7.61 (s, 1H), 7.88 (d, J = 8.1 Hz, 2H), 8.24 - 8.31
(m, 2H), 8.74 (d, T = 2.2 Hz, 1H), 8.99 (d, 1H) and 9.02
(d, 1H) ppm

HaI-7

290.7

243

H-CD3CN 9.5 bs (2H). 9.15 s (1H), 9.07 s (1H), 8.83 d
(1H), 8.65 m (2H), 8.4 s (1H), 8.0 m (1H), 7.7 m (2H),
745 m (21, 7.25 m (1H)

-8

482

0.63

H NMR (400.0 MHz, DMSO) d 1.22 (d, ] = 6.8 Hz, 6H),
2.20 - 2.30 (m, 3H), 3.50 - 3.60 (m, 1H), 3.75 (s, 2H),
7.05 (br s, 2H), 7.35 - 7.45 (m, 2H), 7.50 (8, 1H), 7.90 -
8.00 (m, 1H), 8.25 - 8.40 (m, 2H) and 8.80 (s, I H) ppm

19

Jo4.2

0.67

H NMR (400.0 MHz, DMSO) d 2.62 - 2.68 (m, 3H), 4.28
{t,J=5.9 Hz, 2H), 7.51 (s, 1H), 7.69 - 7.76 (m, 4H), 7.97
(t,J=2.1Hz, 1H), 8.35(d, ] = 8.3 Hz, 2H), 8.59 (d, )] =
2.4 Hz, 1H), 8.70 (d, ] = 2.4 Hz, 1H) and 8.89 (s, 2H)
ppm

gbooooao
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H NMR (400.0 MHz, DMSO) d 1.23 (d, ] = 6.8 Hz. 6H),

1230 (s, 3H), 3.56 (sept, 1H), 3.77 (s, 2H). 7.60 (d. 2H),

HE-10- 14633 1 065 1oy ] 2H§, $.16 (4. 21D, 439 (dd, 1IT), 8.36 (d, 1H),)

3.00(d, 1H), 9.03 (d, IHyand 9.12 {d, 1H) ppm

1 NMR (400.0 Mz, DMSO) d 1.20 (d. J - 6.8 1z, 6H0),

2.54 (s, 3H), 3.48 - 3.50 (m, 1H), 4.13 (s, 26}, 7.70 (d, ] =
M-11 | 4643 | 0.6 |82 Hz 3H), 7.93 (4, J = 7.7 Hz, 3H), 8.08 (d, J - 8.5 Hz,

H), 831 (d, T = 8.3 Hz, 2H0), 8.68 (d, ] = 2.5 Hz, 1H) and

8.74(d, J=2.5Hz, |H)ppm

H NMR (400.0 Mz, DMSO) d 1.22 (d, 1 = 6.9 Hz, 60),

R s . 56 y 5, s 4 5, B
M2 | dedt |06 |3 S SR N e (0 ok §21 81 (on

210, 8.74 (d. 1H), 8.99 (dd. 1H) and 9.02 (d. 1H) ppm
Ooo0ooogoo
Ooo0ooooooooodg
gogoooooooobooogouogoocg oo oot oo o ooy oopbDoooo
goooo0oooooooooooooooooooooooooboooooonano
goooooooggoboggouogooggooyo oD ooy oo poboDougoo
gogoooooogdpoboooououooc ooy oo oo oD ooy pbDougoo
godooooooooooooooooooooootoooooooooooonoao
o000y ooy oDy oo poDogoao
gooooooogodooggouogooocgg ooy oot oo oot ooy obDougoo
ooobooooooobop,0ob0obObooooboooobobOo0oooobOooOobopp0Onn
goobooooobooooooobooboooobooooobbop0bO0bOOO0O0ob0DbDoOn
go0oooooogoooggooogooocgg ooy oo oo oo ooy oopoboogodo
goooad
oooooao
goooooooggoboggouogooggooyo oD ooy oo poboDougoo
gooooooogooboogoouogooocg oo oo oo oot poDoyoooopoboouooo
gooooooooooooooooooooooo oo ooooooooonoao
o000y ooy oDy oo poDogoao
go0oooooogobooggouogoooco ooy oo oo oot ooy oopobDougoo
gogooooooogbooogouogooocg oo oot oot oot oobDogDoboo
goooo0ooooooooooooooooooooootooooooooonoan
goooooooggoboggouogooggooyo oD ooy oo poboDougoo
gogooooooopbooogouogooocgg ooy oo oo oD oo oot oopbDogoo
godooooooooooooooooooooootoooooooooooonoao
googooogooggoogouooggooyoDo oy ooy oDy oo ogobo
gooooooogooboogoouogooocg oo oo oo oot poDoyoooopoboouooo
goooooooooooooooooooooooooooooooooooOonoao
O0op 0000000000000 ooooooao
ooogood
gogoooooooobooogouogoocg oo oot oo o ooy oopbDoooo
gooooooooooooooooooooooo oo ooooooooonan
goooooooggoboggouogooggooyo oD ooy oo poboDougoo
gooooooogooboogoouogooocg oo oo oo oot poDoyoooopoboouooo
goooooooooooooooooooooootooooooooooooOonano
000000000000 o0x oo ooy ogopoboDougoao
gooooogoogdobooggouo oo oo oo oo oot ooy oboogodo

oo oooooogogooQg
Ooooooooogoogoo

Oooooooooooogdg
Oooooooooooodg

OoOoooood
OoOoo0oo0oood

10

20

30

40

50



s e s [ Y Iy

ey ) R [ e Ry Iy

) e e A A A

Ooooooooooo+® T 4d0do0oooo00ooooo oo oo oo LoD oDoDoogoooDooogogooao
Oooooooo0+ToDooo0oo0ooooo00 oo oooL0 oo ooDooLU oD oDoDooLoooDoDooooooDooogooao
e I e e ) e [

OooOo*T oodg
OoOoo0ooogdg
Oo0Ooo0oood
O0Ooo0ooogdg
OoOoo0ooogdg
OoOoo0oood
O0Ooo0oo0oodo
OoOoooo=

O Ooooooaog
OOoooooao
OOoooooao
O 0O0o0ooooaog
O Ooooooaog
O Ooo0ooooao
O Ooo0oo0oo0ooao
O Ooo0ooooaog
OOoo0ooooo
OOoo0oo0oooao
O 0O0o0ooooaog
O Ooo0ooooaog
OOoooooao
O Ooo0ooo0ooao
O Oooooaog
O Ooo0ooooao
O Ooo0ooooao
O O0Oooooaog
OOo0ooooao
OOoo0ooooao
O 0O0ooooaog
OOoooooaog
OOoo0ooooao
O Ooo0oo0oooao
O Ooooooaog
OOoooooaog
OOoooooao
O 0O0oOooooaog
O Ooooooaog
O Ooo0ooooao

Ooooooooooogoggogoooogodg

Ooo*T oogogoao
Oooooogogooao
Ooooooogoogao
Oo< Oooogoogaog
Oooooogogao
R B

O0Oooooog
< Oooooo-g
O0Ooo0oooao
O0Ooo0oooog
OoOoo0oooaog
OoOoo0oooao
O0Ooo0Oo0ooa.o
OOoo0oooog
OoOoo0oooao
O0Ooo0oooa.o
O 0Oo0ooogoog
OOoo0oooaog
I B B
O0Oo0Oo0ooa.o
OoOooooaog
OoOoo0oooao
I B
O0Oooooog
OoOoo0oooog
OoOoo0oooao
O0Oo0oooog
O0Ooo0oooaog
I B
O0Ooo0oo0ooa.o
O0Oooooaog
I = I B B
O0Ooo0oooao
O0Oo0oooog
OoOoo0oooaog
OoOoo0oooao
T Oo0ooOgoog
OOoo0oooog
OOoo0oooaoo
O0Ooo0oooa.o

Ooooooooooooooooogodg

Oooooooooooooooooodg

Oo0DoDooo4UogooDoogogogoooogod

OooDoooooooooogoooogodg

Ooooooooooooooooodg

Oooooooooooooooood

O 0Oo0oo0oo0oao
O Ooo0ooogoao

Oooooooooooogogogoooogod

Ooooooooooooooooodg

[ Ry |

O o

O

OoOoo0ooogdg
Oo0Ooo0oood
OOoo0ooodg
o= Ooogdg
Oo0Ooo0oood
O0Oo0Oo0ooO
OoOoooogdg
OoOoooodg
O0Ooo0oo0ooOo
OOoo0ooodg
OoOoo0ooogdg
OooOooT= o0ofdg

Ooooooooooooooooodg

O 0Ooo0oo0oo0oao
O Oo0ooogoao
O Ooo0oooao
O Ooo0oooao
O 0Oo0oo0oo0oao
T OgoQgogoo
O Ooo0oooo
O 0Ooo0oo0oo0oao
O Ooo0oooao
O Ooo0oooo
O 0Ooo0oooao
O 0Oo0Oooao

OoDoooooooooogogogoooogod

Ooooooooooooooooogodg

Ooooooooooooogogoooao
OoooooooooooogoogooOooOoao
OOooooooooooogogooao
Ooooooooooooogogogooao
Ooooooooooooogoogoooao
OO0 oDoDooogooooogogooao
Oooooooooooogogogoooao
Oooooooooooogogoooao
OO0 O0DoDoogogUooooogogooao
Oooooooooooogogogooao
Ooooooooooooogogoooao
OoooooooooooogoogoooOoao
OO0 ooDoogogooooogogooao
Oooooooooooogogoooao
Ooooooooooooogogoooao
OO0 o0DoDoogogUooooogogooao
Oooooooooooogogogooao
Ooooooooooooogogoooao
OOo0oooooooooooogoogoooao
OOo0ooDoooooooogogooao
Ooooooooooooogogogoooao
Ooooooooooooogogogoooao

(74)

OO0Oo0ooodg
OOoo0ooodg
OoOoo0oood
O0Ooo0ooodo
OO x Oodg
OoOoo0ooogdg
Oo0Ooo0oood
O0Ooo0ooogdg
I = I B B
OoOoo0oood
O0Ooo0oo0oodo
OoOoooodg
OoOoo0ooogdg
Oo0Ooo0oood

O Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O Ooo0oooo
O 0Ooo0oo0ooao
O O0Oo0gooo
O Ooo0oooao
O 0Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0ooogoao
O Ooo0oooao
O 0Ooo0oo0oo0oao

JP 5856151 B2 2016.2.9

I B
OoOoo0oooaog
OoOoo0oooo
I B

10

20

30

40

50



ooooooooooooooan
ooooooooOoooOoooan
oooooao
ooooooO0oO0oo0oo0oooooan
voooooooooodgaoan
ooooooooooooooan
ooooooOO0OO0o0o0oO0o0oooan
oo
oooooao
oooooOoOO0OO000000oan
ooooooooooooooan
vooooooooooddoan
ocooooooood
oooooao
oooao
LtEHES Ki i

aI-1 -

I-2 ++

11-3 ++

14 T+

11-5 -

1I-6 T+

111-7 +

IT1-8 +i+

1HI-9 ++

I-16 i

1II-11 prperk

-12 ++
oooooooao
ooooooooOooooo
ooooooOoOoooooooan
voooooooooodgaoan
ooooooooooooooan
ooooooOO0oO0oO0oo0oooooan
ooooooooooodoooan
ooooooooooooooan
oooooObOO0OO0O00000oan
ooooooooooooooan
vooooooooooddaoao
ooooooooooooooao
ooooooOo0oO0oo0oo0oooooan
voooooooooddpu oo
oooooooooooOoog O
oooooo0OO0O000000oan
ooooooooooodoooan
oooooO0oooOooooooan
ooooooOO0OO0oO0oo0oO0o0oooan
ooooooooooooooan
ooooodo

O
]
O
O

O O0ooo

O
O
O
O
O
O
O
O
O
O

Oooooooooooooooooao

O O oo

OO0 oDoDoogg4UoooDoogogogoooaog
Oo0ooooooooooogogooooaog

O Oooo

O Oooo

Oooooooooooooooooo

(75)

gono

OooOood

|

OoooDoooDoooooooogogoo0ogao

O Oooo

OO0 oooDoT o0gogoooogogooao
OO0 oDooooo o oooogogooo

O Oooo

O
[
O
O
OJ

O O0ooo

oo oooooooooooogogooao

O Oooo

OO0 Do oDoogogooooogogoao

O Oooo

OO0 oo oooooooooogogooo

O O0ooo

OO0 oooooooooooogoogooao

Ooo0ood O

O

O
O
O
O
O
O
O
O
O
O
O
O
O
O

OoOooOoooDhooooooogoodg

OOo0ooooogs

O Oooo

Ooooogogoao

O Oooo

OO0 oDoDoooooooooogogoao

JP 5856151 B2 2016.2.9

gbooooooooan

O O0ooo

OooDooooooooo®E o0oo0goao

O Oooo

OO0 oo oDoogogooooogogoo

O Oooo

OO0 oo ooooooDooogogogoo

O O0ooo

OO0 oooooooooooogogooao

OooOood

O

OooOoooDoooogooogoodg

O Oooo

OO0 oo ooooooooogogoo

O Oooo

OO0 oooooooooooogogogoo

O O0ooo

oo oooooooooooogogooao

I Y o

O Oooo

T OoooOooOooooooggg

O Oooo

OO0 oDoDooooooDooogogooo

O O0ooo

OO0 oooooooooooogoogoao

10

20

30

40

50



oooo
t&hES | CPITRMM)
T1-8 234
[11-10 078
nI-11 156
11-12 156

(76)

JP 5856151 B2 2016.2.9

ugbooboooooboobooboboobooooboboboboobooooobobobaa
goobooooooboooooboooooooboooooboooooboooobooo
gbooboooooogoobgoboboboooobobobobobooooobuobobao
gboobooooooobooboboobooooboboboboobooooobobobao

ooooao

10



a7 JP 5856151 B2 2016.2.9
0ooooooooo
(51)Int.Cl. oo
OoOoOoo 31/551  (2006.01) 0000 3/551 0000 ooooo
OoO00 317497 (2006.01) 0000 31/497 0000 ooooo
oooo 35/00  (2006.01) oooo 3s/00 0000 ooooo
OoOooo 45/00  (2006.01) 0000 45/00 0000 ooooo
oooo 35/02  (2006.01) oooo  3s/02 0000 0Doooo
OOO0 43/00 (2006.01) oooo  43/00 0000 ooooo
oooo 17/06 (2006.01) 0000 43/00 0000 ooooo
oOooo 1100 (2006.01) 0000 43/00 0000 ooooo
oooo 1718 (2006.01) oooo  17/06 0 0000 ooooo
oooo 100 (2006.01) 0oooo  11/00 0000 ooooo
0000 Ooooo 18 0000 ooooo
0ooo oooo /00 0000 ooooo
(72000 00000000000000
00000000000000000000000000000000000000000000
000000000000000
(72000 00000000000000000
00000000000000000000000000000000000000000000
000000000000000
(72000 000000000000000000000000
00000000000000000000000000000000000000000000
000000000000000
(72000 0000000000000000
00000000000000000000000000000000000000000000
000000000000000
000 0oooo

(6) 0000 DOOOOoooOoOooooooboboooooooo

oobooooboooboooooooboobooooon
gbobobobooboobooooooooooooo
gbobobooboobooboooooooooooon
oobooooboooboooobooobooboooono
goboooobooboooobooobooboooooo
gboboboboobooboooooooooooon
gbaboboooooooooooooooog
ooboooobooboooobooobooboooon
gbobooooooooooooooooog
gbobooooooooooobooooooog
ooboooobooobooooooobooooo
gboobooooooooooooooooog
gbobooobooooooobooooooog
ooboooobooooooobooobooooo

Bioorganic & Medicinal ChemistryD OO O0OO0OVol.180p.707-718

REGISTRY(STN) [online]D OO O OO DORN 726138-31-4
Molecular CellO D OO O0O OVol.3600p.560-570

European Journal of Organic Chemistryd 0 OO 00O Op.2288-2291



(78) JP 5856151 B2 2016.2.9

(58)000000(Int.cl.0000)
0000
0ooQ
00000000000000000000



	biblio-graphic-data
	claims
	description
	overflow

