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m, 2H) :

, 3.26 (m, 2H), 3.26 (m, 2H), 2.32 (m, 2H), 1.85 (m, 3H), 1.54 (

MS (+ve ESI) : 644.5 (M+H)™.
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TH-NMR (DMSO dg)

- 7.38 (m, 7H), 7.19 (m, 1H), 5.18 (s, 2H), 3.80 (s, 3H) :

MS (-ve ESI) : 238 (M-H)".
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TH-NMR (DMSO dg) : 7.95 (s, 1H), 7.70 (s, 1H), 7.40 (m, 5H), 5.30 (s, 2H), 3.95
(s, 3H):

MS (-ve ESI) : 283 (M-H)~.
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TH-NMR (DMSO dg) : 7.40 (m, 5H), 6.90 (s, 1H), 6.50 (s, 1H), 5.60 (br s, 2H), 5.
02 (s, 2H), 3.65 (s, 3H)

MS (+ve ESI) : 254 (M+H)™.
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TH-NMR (DMSO dg) : 7.90 (s, 1H), 7.40 (m, 5H), 7.10 (s, 1H), 6.88 (s, 1H), 5.15
(s, 2H), 3.70 (s, 3H), 3.02 (s, 3H), 2.95 (s, 3H) :

MS (+ve ESI) : 310 (M+H)*

MS (-ve ESI) : 308 (M-H)~.
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goooooodd

TH-NMR (DMSO dg) : 8.39 (s, 1H), 7.38 (s, 1H), 6.90 (s, 1H), 3.80 (s, 3H), 3.25
(s, 3H), 3.17 (s, 3H)

MS (+ve ESI) : 220 (M+H)™

MS (-ve ESI) : 218 (M-H)".
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TH-NMR (DMSO dg) : 8.89 (s, 1H), 7.07 (s, 1H), 6.75 (s, 1H), 4.15 (t, 2H), 3.77
(t, 2H), 3.70 (s, 3H), 3.05 (s, 3H), 2.95 (s, 3H), 2.18 (m, 2H)

MS (+ve ESI) : 296.4 (M+H)*.
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TH-NMR (DMSO dg, TFA): 8.93 (s, 1H), 8.28 (s, 1H), 7.32 (s, 1H), 6.80 (s, 1H), 4
.02 (m, 2H), 4.00 (s, 3H), 3.75-3.85 (m, s, 4H), 3.65 (s, 3H), 2.30 (m, 2H), 1.9
0 (s, 3H)

MS (+ve ESI) : 406.5 (M+H)™ .
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TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.28 (s, 1H), 7.32 (s, 1H), 6.80 (s, 1H),
4.33 (m, 2H), 4.00 (s, 3H), 3.83 (m, 2H), 3.74 (s, 2H), 2.40-2.50 (m, 2H) :

MS (+ve ESI) : 392.5, 394.5 (M+H)™ .
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TH-NMR (DMSO dg) : 8.47 (s, 1H), 8.02 (s, 1H), 7.60-7.68 (m, 1H), 7.30-7.41 (m,
2H), 7.20 (s, 1H), 6.88 (m, 1H), 6.84 (s, 1H), 4.27 (m, 2H), 3.96 (s, 3H), 3.84
(m, 2H), 3.78 (s, 2H), 2.26 (m, 2H)

MS (+ve ESI) : 485.6 (M+H)™.
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H), 3.32 (d, 2H), 3.27 (m, 2H), 2.98 (t, 2H), 2.29 (m, 2H), 1.90 (d, 2H), 1.67 (
m, 1H), 1.42 (m, 2H)

MS (+ve ESI) : 564.6 (M+H)™".
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O@s50mg, 1000000000 0D0OD0OOOoOoDE@MHoooDoDoDoDo0DooooooooDoOoao
(224mg,40 OO0 O0H)OO0 -tert-0 00 -000000000O0O00OO0O (di-tert-butyl-dieth
ylphosphoramidite)(479u 1,20 00 0)0 000000 O0DODODODODODOOOODOOS300
I 1 o o o A O A R W Y @
97mg,0.60 D0 D) ODODODODODODODODODOD@-5mH00O0O0OoDOoODDODODODOO0OOOoOaO
O0o0o0oD0ooDoDOoeO0 01,500 00000000000 0ODOOD0O@-5g,1000 0 0O)O
GmnhHhOOODOoQOODOOODODDODU0ODODODDODODOOODODDODODDUOODDOODODODOOO
0000000000000 Do0oDO0D0DO0O0O0U0oO0ooOoD:3.ONDODDODODODOOOOO
(1o0:0092:8)0 00000000 DOODODOO Ceert-0 0 0){1-B3-({4-LG-{2-[3-O
Oo0ooooo)yooo]l]-2-00000031H-00000-3-00)3d00O0]-6-00000OC
oo0o0D-7-00}YyOOHODODOoOoJooooo-4-003Y0OOO0ODO0OO0O0OO0O 420mg,007
owoooDoDoDoooooooooao

TH-NMR (DMSO dg) : 8.46 (s, 1H), 7.99 (s, 1H), 7.63 (d, 1H), 7.36 (m, 2H), 7.35
(s, 1H), 7.15 (s, 1H), 6.90 (m, 1H), 6.88 (s, 1H), 4.17 (t, 2H), 3.95 (s, 3H), 3
77 (s, 2H), 3.72 (t, 2H), 2.91 (d, 2H), 2.46 (t, 2H), 1.96 (m, 4H), 1.65 (m, 2H
), 1.58 (m, 1H ), 1.41 (s, 18H), 1.25 (m, 2H) :

MS (+ve ESI) : 756.6 (M+H)™.

OoDoooao

OoDo0o2-0100000002-0000002-[B3-{4-[G-{2-[@G,5-0 0000000
Yo ool-2-0000003¥1H-00000-3-00)H)007-6-000000000-=-7-
Oy oo)H)ooooJooodoojJjooo-00o0a0

O (tert-0 0O O )2-[[B3-(@-[G{2-[@,5-0poopoooo)onono]-2-000oo
}-1H-0OOooo-3-00)ooo]-6e-000000000-7-00300)000O07]@
OH)OODOo]looDooo0oo0O0Oo(@B20mg,0.4280 00 0H)00 D000 ODOO0OODODODOOO
0010 0000000000000 o0o0DD0Di10O00O0oDDaoO20260mg,d 0 86%0O 0O 0OO
O0o0o00ooDoDooooao

TH-NMR (DMSO dg, CD5COOD) : 8.92 (s, 1H), 8.31 (s, 1H), 7.41 (m, 3H), 6.88 (t, 1
H), 6.84 (s, 1H), 4.32 (m, 4H), 3.97 (s, 3H), 3.89 (s, 2H), 3.42 (m, 6H), 2.32 (
m, 2H), 1.31 (t, 3H)

MS (+ve ESI) : 636.4 (M+H)™.

oooooo

0000000000 0ooCert-00 0)2-[B3-(4-IG{2-[@,5-dbuooooooao
Y ool]-2-0 000003} H-O0ODODDODO-3-00)JdOO]-6-0000000D00O-7-0O
oy oo)H)oooolj(QoooHh)oooljoooouoooopopooooooooooood
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oooooao
Da)d3-{[7-(3-00000000)6-000000000-4-007000¥1H-000 0O
0-5-00)00(GE.99¢g, 100 000)HOO0DDDODODODDDODODCOmMHDOOO0DDODOOO0OGO
0o03,5-000000000@.42g,110000)H)0001-GB-0000DO0DO0oO0ooOooOooOaO)-3
-0o0o0ooDooobbooog.0lg,10.50000H)02-000000000-1-00003
(1.11g,100000)000O0O0DeO0 0175000000000 O0ODOOOOODODDOOOO
0000000 oooD20000000DO0O00DDODODODO0OO0O0DODODOoDOoOoODODDOOOoO/osos
2000 00 000Do0DoO0o0oo0oDoDO0oo0o0DoDoDOoo0o0DoDOoo0oo0oDoDOoOOoo0oDoDoOoOooOnan
0o0o0oDo0O0ooo0D:0@o:20)0o0o0oooooooo2-G-Wr-@EB-0ooooooao
)-6-0 00000000 -4-00)H)000)-1H-000 00O -3-00)-N-@E,5-00000~0
0O00)H)JooDOoO0OO@@.45g, 00490 000000000 O0DO0O0OO

TH-NMR (DMSO dg) : 8.47 (s, 1H), 8.02 (s, 1H), 7.36 (m, 2H), 7.20 (s, 1H), 6.94
(t, 1H), 6.84 (s, 1H), 4.27 (m, 2H), 3.96 (s, 3H), 3.83 (m, 2H), 3.79 (s, 2H), 2
.27 (m, 2H) :

MS (+ve ESI) : 503.5, 505.5 (M+H)™ .

ooooon
Ob)D2-(00D0000)IO0000(8IMg,10000)I2-GB-((7-(3-00000000)-
6-0 00000000 -4-00)000)-1H-00 000 -3-00)-N-@EB,5-0000000
0O0)H)ODODODDDOO@30mg,0.260 0000 0D0DOOOODDOOOODODOOOYy OO0
00000000000 O00ON-(3,5-000000000)-2-{3-[(7-{3-[0 00 (2-0 O
0oodoooo)H)oojoooooy-e-000000000-4-00)H)0007]-1H-0O00OO
O0-5-003y} 00000 (Q24amg, 0080 0000 0000OOO0OOOOOO

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.35 (m, 2H), 7.33 (s, 1H),
6.90 (m, 1H), 6.84 (s, 1H), 4.30 (m, 2H), 4.01 (s, 3H), 3.86 (s, 2H), 3.78 (t, 2
H), 3.30 (m, 6H), 2.29 (m, 2H), 1.27 (t, 3H)

MS (+ve ESI) : 556.5 (M+H)™.

Oo00o0Oao
c)IN-(3,5-000000000)2-{3-[(7-{3-[000(@-00000000)I0O0]
oo0oo3}e-000000000-4-00)H)000]-H-OO0DODOO-5-003F 0000
(400mg,0.720 00 O0DHNOOODDODDODODOODDOOOODDDODOIkKODDDDODOOODDOOO
00000 (tert-0 0 0 )2-[[3-{4-[G-{2-[(3,5-0 000000 00)007]-2-0
Oo0o0o03¥-1H-OOOOooO-3-00)ooOoO]-6e-0000O000O00O0O-7-00300)HO0
0J(CO00)0D0]000000000(@20mg,0060%W)0000000000000
0Ooo

TH-NMR (DMSO dg) : 8.36 (s, 1H), 7.88 (s, 1H), 7.26 (m, 2H), 7.04 (s, 1H), 6.83
(t, 2H), 6.73 (s, 1H), 4.07 (m, 2H), 3.85 (s, 3H), 3.77 (g, 2H), 2.68 (s, 2H), 2
.55 (m, 4H), 2.43 (m, 2H), 1.81 (m, 2H), 0.88 (t, 3H) :

MS (+ve ESI) : 748.5 (M+H)*.

Ooooao
0003-0100000003-000000{S)-1-[3-({4-[(5-{2-[(3,5-0 0 0 0O
000)>)dO0D]-2-0000003F1H-00000-3-00)H)0007]-6-00 000000
-7-00}¥00)I000]J00000-2-003¥O00-000

0 (tert-0 O 0 ){(2S)-1-[3-({4-[(5-{2-[(3,5-0 0 0000 O000)IO007]-2-000
O00y1H-ODDODOO-3-00)H)OO0O]-6-00000000DO-7-0D003Y00OODHYODOOO
Jooooo-2-003¥WO00ODODODOOO0ODODOC@30mg,0.1710 0000 0000000000
00000010 000000000000 0DOD0OO0O1000000301Img,0 0 74%)0
ooad

TH-NMR (DMSO dg, CD5COOD) : 8.91 (s, 1H), 8.29 (s, 1H), 7.40 (m, 3H), 6.89 (t, 1
H), 6.82 (s, 1H), 4.31 (m, 2H), 4.20 (m, 2H), 4.00 (s, 3H), 3.88 (s, 2H), 3.80 (
m, 1H), 3.70 (m, 1H), 3.60 (m, 1H), 3.28 (m, 1H), 3.23 (m, 1H), 2.30 (m, 2H), 2.
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20 (m, 1H), 2.03 (m, 1H), 1.95 (m, 1H), 1.82 (m, 1H) :

MS (+ve ESI) : 648.3 (M+H)™.

oooooo

000000000000 DOD Cert-0 0 O0)){E@)-1-[B3-({4-IGG{2-[@B,5-000UoorO
ooo)doo]-2-0000003¥IH-ODODODODO-83-00)00ODO]-6-000000O00O00OO
-7-00yyy0o0oHYoooolooooDUo-2-00}y)OODODODDODDODODOODODODDOODDOO

00000
a)0L-0 00000 (0img,10000)0000000000000000CO2b000
0000000000 O0O0N(E,5-000000000)-2-{3-[(7-{3-[(2S)-2-(0 O O
0000)IO0O0O0O0-1-00]1000003¥6-000000000-4-00)00 0 ]J-1H-
000D0-5-003)00000(85mg,0057%)00000000000000000
TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.30-7.40 (m, 3H), 6.85-6.9
5 (m, 1H), 6.84 (s, 1H), 4.30 (m, 2H), 4.01 (s, 3H), 3.86 (s, 2H), 3.72-3.82 (m,
1H), 3.50-3.70 (m, 4H), 3.15-3.30 (m, 2H), 2.25-2.40 (m, 2H), 1.95-2.20 (m, 2H)
, 1.85-1.95 (m, 1H), 1.70-1.85 (m, 1H) :
MS (+ve ESI) : 568.6 (M+H)™.
DoooQooO
O0b)ON-(3,5-000000000)-2-{3-[(7-{3-[(2S)-2-(00000000)J 000
0-1-00]0000036-000000000-4-00)IJ00]-1H-00000-5-007%
000000 (650mg,1.140 0 00)0 0000000000 @DIOD0D0O0OC0O0O0O0Q
00000000 (160mg,2.30 000)00-tert-0 00-000000000C0000(6

O0Ooo0oooaoo

374 1,2.30000)I1000000000000O0000O00300000000000
00000000000 CGoMDIOIODODODDNODODODDNONODODNDONDODONODOODONOoGOGO
000000000000 00O0O0O0O0O0O0O0O0OO0ODO0OOO0O0OOO0OoNOOnOOaO
D0O0O0O0O0@SmMDOODODODO0DD0OO0DOOO0O0DDO 8,335y DOODOO0D0OO0O0O0O0I15
000000000000 OoNCOO0DNDCOONDONONONONDNOODDNDOOO (1.08g)0 0 (5m
NDOODOC0OO0DODO0OO0OOODODODOODODODOODODODOOODODODOOOOOOOOODOOGom)D
000000000000 00O000000000O0000O00O00O0O0O0DOO0OooGoaO
000000000000 000000000000000O0000000000000
0000000 :00000:3.00000000000000 (95:5:0095:0:5)00000
000000000 (tert-0 0 0 ){2S)-1-[3-({4-[(5-{2-[(3.5-0 00000 000)0
00]-2-0000003IH-00000-3-00)0007]1-6-000000000-7-007%
00O0)I0DO0O0]00000-2-003¥ 00000000 (@33mg,0015%)000000
0oO0O00oDO0o0O0ooan

TH-NMR (DMSO dg) : 8.44 (s, 1H), 7.96 (s, 1H), 7.35 (m, 2H), 7.13 (s, 1H), 6.92
(m, 1H), 6.82 (s, 1H), 4.18 (m, 2H), 3.93 (s, 3H), 3.75 (m, 3H), 3.56 (m, 1H), 3
.08 (m, 1H), 2.92 (m, 1H), 2.67 (m, 1H), 2.46 (m, 1H), 2.20 (g, 1H), 1.95 (m, 2H
), 1.83 (m, 1H), 1.68 (m, 2H), 1.59 (m, 1H), 1.38 (s, 18H) :

MS (+ve ESI) : 760.5 (M+H)™.

00000

0004-0100000004-000000 {R)-1-[3-({4-[(5-{2-[(3.5-0 000 O
000)I00]-2-0000003H-00000-3-00)100]1-6-00000000
7-003}00)I000]J00000-2-003¥00-000

O (tert-0 O O ){(2R)-1-[3-({4-[(5-{2-[(3.5-0 0 0 000000)J1007]-2-000
00}1H-00000-3-00)000]1-6-000000000-7-003}00)I000
]J00000-2-003 00000000 (3850mg,0.460000)I1 00000000000
0000001000000 00000000000100000004¢305mg,0 0 92%)0
00000000 O00000000

TH-NMR (DMSO dg) : 8.90 (s, 1H), 8.29 (s, 1H), 7.40 (m, 3H), 6.87 (t, 1H), 6.81
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(s, 1H), 4.31 (m, 2H), 4.20 (m, 2H), 4.00 (s, 3H), 3.88 (s, 2H)., 3.80 (m, 1H), 3
.70 (m, 1H), 3.60 (m, 1H), 3.28 (m, 1H), 3.23 (m, 1H), 2.32 (m, 2H), 2.20 (m, 1H

), 2.04 (m, 1H), 1.95 (m, 1H), 1.84 (m, 1H)

MS (+ve ESI) : 648.4 (M+H)™.

gooobono

0000000000000 (eert-0 O 0 ){2R)-1-[3-({4-[(5-{2-[(3,5-0 00000
000>y )oooD]-2-0000003F1H-O0DODDOOO-3-00)H000O]-6-00000000O

-7-00yo0oH)oooojoooooD-2-003Yy 000000000 O0ODODOO0OoO0OOOaO
g0

ogooooao

DJa)D-0 00000 @Ooimg, 10 00000 D00 OODDODDOOODODODOOOZ20 00

00000000000 00ON-(3,5-000000000)-2-{3-[(7-{3-[(2R)-2-(0 O O

0o0o0ooo) oOoOOooo-1-00]j00DD0O0O03}6-00000D00D0000-4-00)H000 ]-1H-

0o0ooDD-5-0030000OoE@smg,00s579)0 0000000000 oooooao

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.35 (m, 2H), 7.33 (s, 1H),

6.91 (m, 1H), 6.84 (s, 1H), 4.31 (m, 2H), 4.01 (s, 3H), 3.86 (s, 2H), 3.78 (m, 1

H), 3.63 (m, 4H), 3.22 (m, 2H), 2.30 (m, 2H), 2.13 (m, 1H), 2.03 (m, 1H), 1.80 (

m, 1H), 1 .78 (m, 1H)

MS (+ve ESI) : 568.5 (M+H)™.

ooonoao

b)ON-(3,5-0 00000000 )-2-{3-[(7-{3-[(2R)-2-(0 000 O0000)I000

-l-00jooooD3}6-000000000-4-00)H)I00]-1H-ODODOOO-5-007F%
OO0O0D0OD0Oe0omg,1.060 000)H)0000DOD0OOOO0ODDDODOOODOO3ODODOOOO
0000000000 (tert-0 0 0 ){R)-1-[3-({4-[(5-{2-[(3.,5-0 0000000

Y1 OO]-2-0000003H-00O0D0O0-3-00)I00]-6-000000000-7-
DY O0O)OOD]J00000-2-003¥ 00000000 (361mg,0 045%)0 000
oooooooooooad

TH-NMR (DMSO dg) : 8.45 (s, 1H), 7.96 (s, 1H), 7.35 (m, 2H), 7.13 (s, 1H), 6.93
(m, 1H), 6.82 (s, 1H), 4.18 (m, 2H), 3.95 (s, 3H), 3.75 (m, 3H), 3.58 (m, 1H),

3.08 (m, 1H), 2.93 (m, 1H), 2.67 (m, 1H), 2.46 (m, 1H), 2.22 (g, 1H), 1.96 (m, 2

H), 1.86 (m, 1H), 1.69 (m, 2H), 1.61 (m, 1H), 1.38 (s, 18H)

MS (+ve ESI) : 760.5 (M+H)™.

ooooon
00005-0100000005-000000{@S)-1-[3-({4-[(G-{2-[(3-0 00000
o0y oooj-2-0 00000 3FIH-O0OODOO-3-00)dO0O]-6-000000000O -7

-00¥MO0O0)IODO0O]J00000-2-003¥00-000

00 (tert-0 0 0 ){@S)-1-[3-({4-[(G-{2-[(3-0 0 000000)I007]-2-00000
03}1H-00000-3-00)000]-6-000000000-7-00300)000O0]0

0o0o0o0D-2-003YY 00000000 @82mg,0.380 0000000 O0O0DOOOOO0OAO

0000100000000 0000D0O000D10000000565mg,0097%0 0 0

gooooooooooooan

TH-NMR (DMSO dg) : 8.90 (s, 1H), 8.30 (s, 1H ), 7.66 (d, 1H), 7.46 (s, 1H), 7.40
(m, 2H), 6.90 (m, 1H), 6.81 (s, 1H), 4.31 (m, 2H), 4.20 (m, 2H), 4.00 (s, 3H),

3.88 (s, 2H), 3.80 (m, 1H), 3.70 (m, 1H), 3.60 (m, 1H), 3.28 (m, 1H), 3.22 (m, 1

H), 2.32 (mn, 2H), 2.20 (m, 1H), 2.04 (m, 1H), 1.95 (m, 1H), 1.84 (m, 1H) :

MS (+ve ESI) : 630.6 (M+H)™.
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0

ooooon

Da)L-00000000000O000D0DO0O0O0DDOoDO0yooooooDoooooao

O0O0ON-(GB-00000000)-2-{3-[(7-{3-[(28)-2-(C 0 000000)0000 -

1-000ooo0ody»6-000000000-4-00)DH000]-1H-00O00O0D0O-5-0073%0O

0000 @emg, 006290 0 00 0000000000000

TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.29 (s, 1H), 7.60-7.70 (m, 1H), 7.28-7.40
(m, 3H), 6.85-6.92 (m, 1H), 6.82 (s, 1H), 4.31 (m, 2H), 4.00 (s, 3H), 3.84 (s,

2H), 3.70-3.80 (m, 1H), 3.50-3.70 (m, 4H), 3.10-3.30 (m, 2H), 2.20-2.40 (m, 2H),
2.05-2.20 (m, 1H), 1.95-2.10 (m, 1H), 1.85-1.95 (m, 1H), 1.70-7.85 (m, 1H) -

MS (+ve ESI) : 549.6 (M+H)™.

oooooao

Ob)ON-GB-00000000)-2-{3-[(7-{3-[(29)-2-(0 00 00000)I0000-1-

0o0juoouoo¥6e-000000000-4-00H)000]-1H-00O0O00O-5-003%Y0 00

000 @rsmg,0.500 0 0)H)f 000000 o0oDoDO0oO0o0oDoDOoO0ilkbooooooOoad

00000000 (tert-0 00 ){@S)-1-[3-{4-[G-{2-[(3-0 000 0000)IDOO]-

2-0000003H-000DDO-3-00)oOO]J-6-0000DD0O0O00O00O-7-0030DO0O)

0o0oojjoooo0o-2-003¥W 00000000 E55mg,0069%)0 000000000

gooooooaod

TH-NMR (DMSO dg) : 8.46 (s, 1H), 7.98 (s, 1H), 7.64 (d, 1H), 7.36 (m, 2H), 7.15
(s, 1H), 6.89 (m, 1H), 6.81 (s, 1H), 4.18 (m, 2H), 3.93 (s, 3H), 3.75 (m, 3H), 3
.58 (m, 1H), 3.11 (m, 1H), 2.97 (m, 1H), 2.67 (m, 1H), 2.46 (m, 1H), 2.22 (m, 1H

), 1.98 (m, 2H), 1.82 (m, 1H), 1.71 (m, 2H), 1.62 (m, 1H), 1.38 (s, 18H) :

MS (+ve ESI) : 742.7 (M+H)™.

oooooao

00006-0100000006-000000 2-[[3-{4-[G-{2-[(2,3-0 0000000

O0) oO0O0]-2-0000003%1H-00000-3-00)0007]-6-00000000030-7-

00 O00)IODO0DO0DJ0O00)IODO]000-000

00 (tert-0 0 0 )2-[[3-{4-[(5-{2-[(2,3-0 0 0000000)I00]-2-00000

0¥1H-00O0O00-3-00)100]-6-000000000-7-003¥00)00007C@

00000 ooO0o0o0ooDDoO(@Blemg,0.410 00 0)0 0000 OODODODOOOOGO

0001000000000 0000D000010000004006(300mg,0 0 100%)0O O O

a

1H-NMR (DMSO dg_ TFA) : 8.96 (s, 1H), 8.31 (s, 1H), 7.75 (m, 1H), 7.36 (s, 1H),

7.20 (m, 2H), 6.84 (s, 1H), 4.31 (t, 2H), 4.24 (m, 2H), 4.01 (s, 3H), 3.94 (s, 2

H), 3.50 (m, 2H), 3.38 (m, 2H), 3.19 (m, 2H), 2.32 (m, 2H), 1.74 (m, 2H), 0.95 (

t, 3H) :

MS (+ve ESI) : 650.3 (M+H)™.

oooooao

0000000000000 (ert-0 0 0)2-[[3-({4-[(5-{2-[(2,3-0 00000000

yYooo]j2-0ooooGoGo3¥y-1H-ODODOO-8-00O0)HOoDOO]-6-00000OO0ODODO-=-7-0O

0¥ O0OO)ODODOCODO)OD]00000O0000D0O00O0ONooooooaon

ooooao

a)05-{[7-(3-0 0 000000)6-000000000-4-00]000731H-0000
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Oo0o0DoDoDOoOoooDoDoOooooDoOoDoDOoOOooDECMHDOODDODOOODDOOODaD

(1.53g, 10000 0)H)0000o0oDE@mHo0ooo00o0oDOoDOoOOoo0DbDDODOOODa.shaO

Oo0odoDoDooo0oDooOo0o0oDoDoo0oooDoDooooDoo@sombhoooooonano

¢GomhHhooooooDoDoooooDoOooooDoDOoooDoDoDooobOoDOooooDoDoOoag

oaoomHho Do oo0oooDoDOoOooDoDo0DDbODOoOOOOoDilI.BN0D00DbDODOO0oOoDDOoOOan
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0000000 pHO70000001500000000000000000000

00000000000 O000000000:00000(e5/5)00000000

00000000000 :000000000000(95:2)0000000000

2-(3{[7-(3-00000000)6-000000000-4-007]000 }1H-00O

-5-00)-N-(2,3-000000000)I00000(2.559,0050%)000000
Ooo0Ooooo

TH-NMR (DMSO dg, TFA) : 8.94 (s, 1H), 8.28 (s, 1H), 7.73 (m, 1H), 7.33 (s, 1H),
7.15-7.22 (m, 1H), 6.84 (s, 1H), 4.30 (m, 2H), 4.00 (s, 3H), 3.94 (s, 2H), 3.84
(m, 2H), 2.30 (m, 2H) :

MS (+ve ESI) : 503.9 (M+H)*.

OoOoo0oooo
OO oOooo
O Ooooo

Dooo0QoO
O0b)D2-B-{[7-(3-0 0 000000)6-000000000-4-007000 }-1H-0O
000-5-00)-N-(2,3-000000000)3000000(855mg,170000)0 000
0000000 (@GmDIDD2-(MO00000)O0000(700mg,680 00 0)I1 000
0000 (564mg,340 0 0 0)I 00000 COOO0O08O000000000000000
0000000000000 0000000OO0O0D000000000000000000
000000000000 00000000000000000/00000 (90:10)0 O
000000/00000/00000(.0ND00CO0O0OOCOO00OO0OON-(,3-000
000000 )-2-{3-[(7-{3-[(2-00000000)C000)I00]00000 }-6-0
00000000 -4-00)I000]1-1H-00000-5-0030 00000 (650mg,0 O 67%)
0000

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.75 (m, 1H), 7.33 (s, 1H),
7.18-7.22 (m, 2H), 6.84 (s, 1H), 4.30 (m, 2H), 4.00 (s, 3H), 3.94 (s, 2H), 3.78
(m, 2H), 3.30-3.45 (m, 2H), 3.28 (m, 2H), 3.15-3.20 (m, 2H), 2.28 (m, 2H), 1.73
(m, 2H), 0.95 (t, 3H)

MS (+ve ESI) : 570.3 (M+H)™.

0Oooooo

O0c)ON-(2,3-000000000)2-{3-[(7-{3-[(2-00 0000000 0O00) O
J000O003}6-000000000-4-00)I00]-1H-00000-5-0030000
0(69mg,10 0 0 0)0 0000000000 C.5m)IO0OO0O000O0O0O0 (210mg,30
00)I0DODOODODODCOODODODOONODODOOODODOOOOD-tert-000-000000
000000 @l7pwm,1.50000)I000000000000000O001.5000
000100000000 0000(.0NDO 134y m,1.20000)0000000000
000000000020 00000000000000000(70mg,30000)00
¢GnhHOO0O0Oo00O0O0D0O0OO0O0OOOOODOODO.500000000000000000
00O00O0/00000(@:2)0000000000000000000O0/0000000
0000000000000 0O00D00O0O0N0D0OOONONOOONONOoDOoODONooOoOooOooaO
00O00/00000(0:10)00000000/00000/00000 (7-0N)(90:10:1)
0O
O
O

O 0Oo0oooo

0000000000 O000O0 -tert-0 2-[[3-({4-[(5-{2-[(2.3-0 0000000
0)JO00]-2-0000003F1H-000 -3-00)00O0]-6-000000000 -7-
003 O0O)IODODOOOOO0)IOOD]0000O000D0O00NO0DOoODONoooooo (3
19mg,0 O 42%)0 0 0 O O O

TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.29 (s, 1H), 7.72 (m, 1H), 7.33 (s, 1H),
7.18 (m, 2H), 6.84 (s, 1H), 4.20-4.35 (m, 4H), 4.00 (s, 3H), 3.94 (s, 2H), 3.53
(m, 2H), 3.39 (m, 2H), 3.20 (m, 2H), 2.30 (m, 2H), 1.73 (m, 2H), 1.44 (s, 18H),
0.95 (t, 3H) :

MS (+ve ESI) : 762.5 (M+H)™.

0Dooo0oo

000000000000 00O0O0O0O0O0eIO0O0O0O0O0O0OO0O0DOOODONDOOOOOO
0Do0O0O0O0oDO0O0O0O0oO
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oooooao
OdIDO0DO0O02-[[3-{4-[G-{2-[(2,3-000000000)00071-2-00000
0¥1H-000O00-3-00)100]1-6-000000000-7-003¥00)00007C@
00O0)I0DO0]0000000(0g,130000)00000@GoomDIODODCODOD0O
0000000 o0DoDoDO0O0o@z.7g,1300 00000000000 O0O0OoODOO480000
0000000000000 D0DDoODO0O0o0DDODDoDO0oO0o0DDDOoOOoO0DDOOOO@oombhood
0000000000000 o0Do0o0o0o0oo0DoDo0D0o0o0DoDo0D0o0o0oo0DoODoDooo0DDO2-IEe-«
4-[(5-{2-[(2,3-0 00 000000)I0O0]-2-0000003H-00000-3-00)
O0O0]-6-000000000-7-003}00)000CO000)IO00]00000
Oo0ooDooooooan

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.74 (m, 1H), 7.34 (s, 1H),
7.19 (m, 2H), 6.84 (s, 1H), 4.31 (m, 2H), 4.24 (m, 2H), 4.01 (s, 3H), 3.94 (s, 2
H), 3.51 (m, 2H), 3.38 (m, 2H), 3.18 (m, 2H), 2.29 (m, 2H), 1.73 (m, 2H), 0.96 (
t, 3H) :

MS (+ve ESI) : 650 (M+H)™.

CogHasFoN,0-P + 1.04 H,0 +0.03 Et,00 0 0 O C, 50.37%; H, 5.47%; N, 14.62%; 0O O
0cC, 50.02%; H, 5.54%; N, 14.48%.

oooooao

00007-0100000007-000000 2-[[3-{4-[G-{2-[(2,3-0 0000000
0)ooO0O0]-2-0000003%1H-00000-3-00)0007]-6-00000000030-7-
D0 O00)IODODODJO0OO000)I00]J000-000

00 -tert-0 00 2-[[3-({4-[(5-{2-[(2,3-0 0 0000000)I00]-2-000000
}-1H-00000-3-00)00071-6-000000000-7-003100)10007]@0O
000)H)OODOD]J0O0O0OO0OO0OO0ODDODDODO@esSmg,0.60000)H)0000O0ODODDODODODODDODOO
0001000000000 00o0o0Do0o00i10 000000 7080omg,d 0 100%)0O O 0O O
TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.34 (s, 1H), 7.76 (m, 1H), 7.43 (s, 1H),
7.18 (m, 2H), 6.86 (s, 1H), 4.33 (m, 4H), 4.02 (s, 3H), 3.97 (s, 2H), 3.54 (m, 2
H), 3.40 (m, 2H), 3.12 (d, 2H), 2.35 (m, 2H), 2.17 (m, 1H), 1.05 (d, 6H).
oooooao

0000000000000 -tert-000 2-[[3-({4-[(5-{2-[(2,3-000000000)
0oooj]-2-0 00000 IH-OODDODDODO-3-00)H)OOO]-6-000000000-=-7-00

0 O00)IOD0DO0O0O0O0)OO0]00000000000000000000aO
0Doo0Oo0oo
Da)J00000000(.28g,1200000)000000@4mDOCO0O000CODO0OO
D060 000000 O0O0O0O0DD0ODODDOOODODDO(30.79,4200000)0 00000 (10
om)OODODODDOOOODODODODODODGSOIONONONDNONOOONONDOOND1400000000
000000000000 0000000000 (@ 01300 /70.5mmHg)0 00000002
(00000000 )IO0O0O0DO (119,00 78%)0 000

TH-NMR (DMSO dg) : 4.40 (m, 1H), 3.42 (m, 2H), 2.50 (m, 2H), 2.30 (d, 2H), 1.63
(m, 1H), 0.85 (d, 6H).

ooooo

b)D2-(0 000000 O0)IO0O0DO0D0(936mg,800 0 0O0)I 000000090035
00000000000 O000e6IOOOODONOOONOOODOOOON-(2,3-0000
0000)2-{3-[(7-{3-[(2-0 00000000 0000)IO00]0O00003¥6-0
0000000 -4-00)I100]-1H-00000-5-003} 000000000000
000 (810mg,0 0 69%)0 0000 O

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.45 (m, 1H), 7.34 (s, 1H),
7.21 (m, 2H), 6.84 (s, 1H), 4.31 (m, 2H), 4.00 (s, 3H), 3.95 (s, 2H), 3.81 (m, 2
H), 3.36 (m, 2H), 3.30 (m, 2H), 3.12 (m, 1H), 3.06 (m, 1H), 2.31 (m, 2H), 2.13 (
m, 1H), 1.01 (d, 6H)
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MS (+ve ESI) : 584.3 (M+H)™.

ooooon

O0c)ON-(2,3-0 0000000 0)2-{3-[(7-{3-[(2-00000000)0C0O00)
Ojooooo}-6e-00o0oo0o0o0nooD-4-00)I0C0O]-1H-OO0DODOO-5-003F 00
00 @.96mg,8.50 000000000 0DDODDOOOODDODOOOe6ecD 0 OODODOOO
0000000 -tert-0 00 2-[[3-({4-[(G-{2-[(2,3-0 000 00000)I00O0]-2-
000003} 1H-0O0OO0ODO-3-00)o0O4O]-6e-000000O00O0O0O-7-0073%100)H0
00000 0)IDO0]0000O000004.79,0071%)0000

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.74 (m, 1H), 7.34 (s, 1H),
7.19 (m, 2H), 6.84 (s, 1H), 4.30 (m, 4H), 4.00 (s, 3H), 3.94 (s, 2H), 3.54 (m, 2
H), 3.39 (m, 2H), 3.12 (d, 2H), 2.32 (m, 2H), 2.14 (m, 1H), 1.45 (s, 18H), 1.02
(d, 6H) :

MS (+ve ESI) : 776.8 (M+H)™.

oooooao

00007-0100000008-0000002-[[3-$4-[(5-{2-[(3,5-0 0000000
0)YoooJ-2-0000003%1H-00000-3-00)o0007]-6-000 0000003 -7-
D0} 00)ID0D0OO00O0)Io0]ooo-000

00 -tert-0 00 2-[[3-({4-[(5-{2-[(3,5-0 0 00 00000)IO00]-2-000000
1-1H-00000-3-00)00071-6-000000000-7-003¥100)10007@0
000)H)ODODD]J00OD0OO0O0O00DDO0O(E@25mg,0.420000H)00D0O0O0O0OODODOOOO0OGDO
00010 0000000000000 o00il100000008@315mg,d 0 98%wo d oo
TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.32 (s, 1H), 7.39 (d, 1H), 7.38 (s, 1H),
7.36 (d, 1H), 6.91 (t, 1H), 6.84 (s, 1H), 4.30 (m, 2H), 4.01 (s, 3H), 3.87 (s, 2
H), 3.53 (m, 2H), 3.39 (m, 2H), 3.11 (d, 1H), 2.32 (m, 2H), 2.14 (m, 1H), 1.02 (
d, 6H) :

MS (+ve ESI) : 664.3 (M+H)™.

Ooooooao

0000000000000 -tert-000 2-[[3-({4-[(5-{2-[(3,5-000000000)
oooj]-2-0 00000 H-OODDODO-3-00)H)OOO]-6e-000000000O-=-7-00
W OO)IDODOOOCOODO0)OO0]0000000D0000oO0ONoDooooooaO
oooooao

Da)d2-GB-{[7-(B-0 0 000000)6-000000000-4-007]000 }1H-00O
000-5-00)-N-(3,5-000000000)I00000 (2.09,4.00000)01-00
0-2-000000C_RPOONDHDOOODODDODDODOOD((Q-33g,8.00000)H0O0DODOOOOO
0do0oz2-(00000o0oOo)H)ODo0O0O00O@.88g,l60 0000000 O0OoDOoODOOOOaO
(51 1 I I I I I I I I I I I O 0 6 R B A B A B B R
000000000000 00O/00000CSBHYOIO0DO0DDDODODO/Z00000/000
00 (7-0N)(95:5:1)0 0 0000000000ON-(3,5-000000000)-2-{3-[(7-{3
-[(2-00000000)CO0000)0O0]0000O0}6-000000000 -4-00
I OO]J-H-00O000O-5-003¥ 00000 (1.059,0 045%)0 000

1H-NMR (DMSO dg_ TFA) : 8.95 (s, 1H), 8.29 (s, 1H), 7.35 (d, 2H), 7.34 (s, 1H),
6.92 (t, 1H), 6.83 (s, 1H), 4.30 (m, 2H), 4.00 (s, 3H), 3.86 (s, 2H), 3.82 (t, 2
H), 3.89 (m, 2H), 3.29 (m, 2H), 2.17-2.98 (m, 2H), 2.30 (m, 2H), 2.13 (m, 1H), 1
.01 (d, 6H) :

MS (+ve ESI) : 584.3 (M+H)™.

ooooon

Ob)ON-(3,5-0 0000000 0)2-{3-[(7-{3-[(2-00000000)0C0O00)
0o0juoooo}-e-000000000-4-00)H00O0]-1H-O0DOO0OO-5-0073F1 00
000 (.039,1.730 000)I 000000000 O(GnMDIOODODO0ODDOO0 (431mg,
6.160 0 0D0)H)0DDODOOOD-tert-000-00000D0ODOOOODDOGO (-25m1,4.180
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OO0)H)ooooDoDoooooDooooDoDooo2000000000000000 @Gomb)
0o0o0ooDoDoOo0ooODoDoDOo0o0ooDoDoOoooDoDoDoooDoDoDE@smMHhoOooooooooag
O00D0DDoD@G2mMmHO00OD0ODO0OOO0DDDODOOOODDODODOODDODOOODDOOODaD
ooooDoE@GmbHhoooodooooo0oooDooo(@@od0%,0.40ml,3.90 00 0 )OO
oo ooooboboz2200obobooooObbObooobObbObOoUoooboooOoOoao
0 (.08g,5.70000)H)00 CG2mMHI0DO0DDDOOODDOOODDOOOOBODDODOO
oooooo@EomHhoO00oo0ooDoo0oo0ooDoDoDOooooDoD@GsmHO oD o0o0oo0oo0DDOOOC20m
DO200000000000000OD0OO0OO0ODDODDODOO0O0DDODDODOO0O0OODODODODOoOODODOOd
0o0o0oooooooo/00000(@8:2000Do0o0oooOD/0b000O0/Z00 000 (7-0ON
)(95:5:1)0 0000000000000 -tert-00 0 2-[[3-{4-[(G-{2-[(3,5-0 00 O
ooooo)Yooo]-2-0000O0O03¥-1H-ODOO0O0ODO-3-00)o007]-6-0000000O
00-7-003¥00)I000CO0O0O0)D)IOO0]0O0O0C0O00O00O (335mg,0 O 25%)
ooon

TH-NMR (DMSO dg, TFA) :- 12.35 (s, 1H), 10.64 (s, 1H), 10.16 (s, 1H), 8.45 (s, 1H
), 7.99 (s, 1H), 7.36 (d, 2H), 7.13 (s, 1H), 6.94 (t, 1H), 6.84 (s, 1H), 4.19 (t
, 2H), 3.95 (s, 3H), 3.87 (g, 2H), 3.79 (s, 2H), 2.65 (mn, 4H), 2.21 (d, 2H), 1.9
1 (m, 2H), 1.70 (m, 1H), 1.39 (s, 18H), 0.83 (d, 6H) :

MS (+ve ESI) : 776.4 (M+H)™.

ooooon

O Ooooo

00009-0100000009-000000 2-[[3-({4-[(5-{2-[(3,5-00000 000
O0)0O0O0]-2-0000003H-O00000-3-00)J00]-6-000000000-7-
D0y OoO0O)Yoooooo)Xoojooo-000

00 -tert-0 0 0 2-[[3-({4-[(5-{2-[(3,5-0 0 0000000)I00]-2-0000001
}-1H-00000-3-00)J00]-6-000000000-7-00300)I10007]@O
00)0O0O0]00O0O000000(10mg,0.670 0 00)1 00000000000 000O
00D10000000000000000100000009(¢503mg,00 42%)0 0 0 O

TH-NMR (DMSO dg, TFA) : 8.94 (s, 1H), 8.31 (s, 1H), 7.38 (d, 1H), 7.37 (s, 2H),
7.36 (d, 1H), 6.92 (t, 1H), 6.83 (s, 1H), 4.30 (t, 2H), 4.24 (t, 2H), 4.00 (s, 3
H), 3.87 (s, 2H), 3.49 (t, 2H), 3.36 (t, 2H), 3.18 (t, 2H), 2.26-2.36 (m, 2H), 1
.68-1.79 (m, 2H), 0.94 (t, 3H) :

MS (+ve ESI) : 649.9 (M+H)™.

oooooao

0000000000000 -tert-000 2-[[3-({4-[(5-{2-[(3,5-0 00000 O000)
0oo0o0]-2-0 00000 y1H-OODDODDODO-3-00)H)00OO]-6-00000000O0D0O-=-7-00
O O00)I0D0OO0D0O0O0O0D)O0]000000D0O00DO00D0oOoN0oOoooooan
ooooon

Da)2-(0 000000 DODDODO@.83ml,160000)H)000O0DODOODOODDODOO
00008 IDODODODDONONDODODODODODOOON-(3,5-000000000)-2-{3-[(7-{3
-[(2-00000000)0O000)IO0D0]000006-000000000-4-00)
00O0]-1H-00000-5-003 00000 (900mg,0 O 39%)0 O O O

TH-NMR (DMSO dg) : 10.63 (s, 1H), 10.17 (s, 1H), 8.46 (s, 1H), 8.00 (s, 1H), 7.3
6 (d, 2H), 7.14 (s, 1H), 6.94 (t, 1H), 6.85 (s, 1H), 4.35 (br s, 1H), 4.20 (t, 2
H), 3.95 (s, 3H), 3.79 (s, 2H), 3.46 (m, 2H), 2.63 (m, 2H), 2.52 (m, 2H), 2.42 (
m, 2H), 1.92 (m, 2H), 1.42 (m, 2H), 0.83 (t, 3H)

MS (+ve ESI) : 570.3 (M+H)™.

ooooon

Ob)ON-(3,5-0 0000000 0)2-{3-[(7-{3-[(2-00000000)0OC0O00) O
0jooooo}-6e-000000000-4-00)H)00C0]-H-0D0D0OO-5-003F1 000
00(somg,1.540 00 0)0000000ODOOOODDOOODOsOO0O0OOOOO0OaO
0000000 -tert-0 00 2-[[3-({4-[(5-{2-[(3,5-0 000 00000)Y O07-2-0
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00000 3}-1H-0OoOooODoO-3-00)o0o]-6e-0000000O0O-7-0073%100)0D0O
OO0 OoOoo)DOoOo]looooOoooOooG2smg,0045%)0 O 0O O

TH-NMR (DMSO dg, TFA) : 12.35 (s, 1H), 10.63 (s, 1H), 10.16 (s, 1H), 8.45 (s, 1H
), 7.99 (s, 1H), 7.37 (d, 1H), 7.34 (d, 1H), 7.13 (s, 1H), 6.94 (t, 1H), 6.84 (s
. 1H), 4.17 (t, 2H), 3.94 (s, 3H), 3.87 (g, 2H), 3.79 (s, 2H), 2.67 (t, 2H), 2.6
3 (t, 2H), 2.43 (t, 2H), 1.91 (t, 2H), 1.39 (s, 18H), 0.83 (t, 3H)

MS (+ve ESI) : 762.6 (M+H)™.

gooooao

OoDo0oi10-01000000010-00 0000 2-[[B3-(C4-I[G-{2-[B-0 0000000
Y0 ooj]-2-0 00 00031H-00000-3-00)H)0007-6-000000000-7-0
0¥y 0O0O)oOoOo0O0O0O0O0)oo]looOo-00a0

OO0 -tert-0 0 0O 2-[[3-({4-[(c-{2-[(3-0 00 00000)IO00]-2-000000 }1H
-00o00o0-3-00)dooOo]l]-6e-00000D0O0OD0O0-7-003YOOHOODOD]J@OOO
OHDODO0]J00000ooooDo@@somg,0.590 000000000 O0DO0O0OD0DODOODDOOO
010 0000000000000 0D010000000100420mg,0 O 99%)0 O O O
TH-NMR (DMSO dg, TFA) : 8.90 (s, 1H), 8.30 (s, 1H), 7.64 (m, 1H), 7.36 (m, 3H),
6.85 (m, 2H), 4.30 (m, 4H), 4.00 (s, 3H), 3.86 (s, 2H), 3.53 (m, 2H), 3.37 (m, 2
H), 3.09 (m, 2H), 2.34 (m, 2H), 2.14 (m, 1H), 1.05 (m, 6H) :

MS (+ve ESI) : 646.6 (M+H)™.

oooooo

0000000000000 -tert-00 0 2-[[3-({4-[G-{2-[(3-0 00 00000)IO
0]-2-0000003¥-1H-ODOO0O0DO-3-00)H)o0O0OO]-6-0000O00000O-7-00 3
ooH)YooooJ@oooo)dooUolooooooDooDOoDooDOooDOoDOoOoDOoDOoDOO
gooooao

Da)2-(0000000O0)IO0OO0O0O0O(81Img,1.550000)0 00000000000
000005000000 00000000D00ON-GB-00000000)-2-3-L(7-{3-L
(2-00000000)00O000)IO0O0]J000O006-000000000-4-00)
000]-1H-00000-5-0031 00000 @0img,0 057%)0 0 00O

1H-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.63 (d, 1H), 7.32-7.41 (m,
2H), 7.34 (s, 1H), 6.90 (t, 1H), 6.83 (s, 1H), 4.30 (t, 2H), 4.00 (s, 3H), 3.84
(s, 2H), 3.80 (t, 2H), 3.37 (t, 2H), 3.28 (t, 2H), 3.15-3.00 (m, 2H), 2.29 (m, 2
H), 2.12 (m, 2H), 1.00 (d, 6H) :

MS (+ve ESI) : 566.3 (M+H)™".

googooao

Ob)ON-(3-00000000)-2-{3-[(7-{3-[(2-0 0000000 O0000)XOoan
joooooy6e-00000D00D0DO0-4-00)H)I0O0O0]-1H-ODODOODO-5-003Y00O0OO
O0G65Mg,10 00 0)H)I0D0000D0DD0OD0OD0DDODOD0OO0DO0ODS000000000DO0O0O0O0
00000-tert-0 00 2-[[3-({4-[G-{2-[(3-0 0 000000)I00]-2-00000
O1H-0DODODODO-3-00)000]-6-000000000-7-00300)00007]@
Oo0DO0O0)H)OODOo]1oO0ODO0O0OO00OD0O0OD 420mg,0 O055%)0 000

1H-NMR (DMSO dg, TFA) : 8.37 (s, 1H), 7.88 (s, 1H), 7.55 (m, 1H), 7.26 (m, 2H),
7.04 (s, 1H), 6.81 (m, 2H), 4.09 (t, 2H), 3.82 (s, 3H), 3.76 (m, 2H), 3.67 (m, 2
H), 2.57 (m, 4H), 2.11 (m, 2H), 1.82 (m, 2H), 1.60 (m, 1H), 1.29 (s, 18H), 0.74
(d, 6H) :

MS (+ve ESI) : 758.5 (M+H)™.

Oooooo
0O00011-01000000011-0000002-{2,2-00000000)[B-({4-I(5-{
2-[(3-00000000)000]-2-0000003¥1H-00000-3-00)0007]-6-0
00000000 -7-003YYJ00)HYODODOO]JOO0O3IO0O-000
O0-tert-0002-{2,2-0 000000 0)B-({4-IG-{2-[G-00opooopuoo)hyoo
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0]-2-00000031H-ODO0OO0O0DO0-3-00)000]-6-000000000-7-00 30
0O0)HOOODD]JoODDYYhOOOODDOO@ES0mg,0.450000)0 000000000
0000000100000 00bo0D0D00o0o0D0D0O0i1a0O00000011(325mg,0 0 100
%O 000

TH-NMR (DMSO dg, TFA) : 8.94 (s, 1H), 8.3 (s, 1H), 7.63 (d, 1H), 7.36 (s, 1H), 7
.34 (m, 2H), 6.88 (m, 1H), 6.82 (s, 1H), 4.30 (m, 4H), 3.99 (s, 3H), 3.84 (s, 2H
), 3.54 (m, 2H), 3.38 (m, 2H), 3.19 (m, 2H), 2.37 (m, 2H), 1.09 (s, 9H)

MS (+ve ESI) : 660.4 (M+H)™ .

ooooon

0000000000000 -tert-0002-{(2,2-0000 0000 )B-{4-[G-{2-[3
-0ooooooo)yooo]-2-000o0O0dPIH-OO0DDOOO-3-00)O0007]-6-000
oooooo-7y-0o0jyooOoH)oooojoooyoooooooooooooboodd
oood

gooooao

Da)l (2,2-00000000)000(@3g,1500000)I 00000 @smDIO0O02
oc0o0oDOoODOOO0ODDODOOoOODODOCE.5m,5.00000)H)00000000000O0O30000
godooboooooboooooboi1e000 b0 0D bbb 0 Db oo oooboooao
00@O1320/9mmHg)0 0000 0002-((2,2-00000000)00)0000(
6.49,0 0 97%)0 0 O O

TH-NMR (DMSO dg, TFA) : 3.70 (m, 2H), 3.02 (m, 2H), 2.81 (m, 2H), 0.98 (s, 9H).
ogooooao
Ob)D2-((2,2-00000000)I00)IO000O0(03mg,1.550000)100000
000000000005 00000000000000002-{3-[(7-{3-[(2,2-0 0 O
00000)(R-00000000)I00]J0000036-000000000-4-00 )0
00]1-1H-00000-5-003N-(B-00000000)I00000O0A11mg,0 O 61%)0
ooaod

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.30 (s, 1H), 7.64 (d, 1H), 7.32-7.41 (m,
2H), 7.34 (s, 1H), 6.90 (t, 1H), 6.83 (s, 1H), 4.31 (t, 2H), 3.99 (s, 3H), 3.84
(s, 2H), 3.83 (t, 2H), 3.42 (t, 2H), 3.32 (t, 2H), 3.20 (dd, 2H), 2.35 (m, 2H),
1.07 (s, 9H) -

MS (+ve ESI) : 580.3 (M+H)*.

gooooao

0c)d 2-{3-[(7-{3-[(2,2-0 00 00000)Q-00000000)00]100000 7}
6-0 00000000 -4-00)H)000]-1H-000DODO-5-003FN-GB-000000O00O0O0)
000000 (@.33g,2.30 00000 000D OoDO0OO0O0oODoDOoOOoOooOooOosb0o0nonOOdd
00000000000 -tert-0002-{(2,2-00 00000 0)[3-{4-[(5-{2-[(3-0
0o0o0o0Do0o0oo)H)Yooo]-2-000000Y1H-OODDO-3-00)H)000O07]-6-00 000
00O00-7-003}00)I0O0O0]000OO0O00000O0(620mg,0 0 40%)0 00 O
TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.3 (s, 1H), 7.64 (d, 1H), 7.28-7.40 (m, 2
H), 7.34 (s, 1H), 6.88 (m, 1H), 6.84 (s, 1H), 4.31 (m, 4H), 4.00 (s, 3H), 3.85 (
s, 2H), 3.56 (m, 2H), 3.39 (m, 2H), 3.21 (m, 2H), 2.32 (m, 2H), 1.43 (s, 9H ), 1
.10 (s, 9H) :

MS (+ve ESI) : 716.4 (M+H)™.

gooooao

000012-01000000012-000000 1-[3-({4-[G-{2-[(3-00000000)
0o00]-2-00000031H-00000-3-00)00077-6-00 0000000 -7-00
W OO0)IDODO0]J00000-3-00-000

00 -tert-0 00 1-[3-({4-[(5-{2-[(3-0000000O0)IO00]-2-000000 }1H-
0ooooo-3-00)oodo]-e-0000D0DO0OOO0O-7-003YDOOHYOODODOO]JoOoOOAO
-3-0000000Db@G4omg,0.720 0000 O0ODDODDODODODOODDODDOOOODDOI1IODOO
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00o0oDoo0o0ooDoDoDooo0oDl1000000012(500mg,d 0 98%O O O O

TH-NMR (DMSO dg, TFA) : 8.92 (s, 1H), 8.28 (s, 1H), 7.62 (d, 1H), 7-32 (m, 3H),
6.82 (m, 2H), 4.45-4.66 (m, 2H), 4.27 (m, 2H), 3.99 (s, 3H), 3.84 (s, 2H), 3.55
(m, 2H), 3.30 (m, 2H), 3.00 (m, 2H), 2.30 (m, 2H), 2.05 (m, 2H), 1.65 (m, 2H) :
MS (+ve ESI) : 630.2 (M+H)™ .

OoDoooo

O000000000000-tert-00 0 1-[3-({4-[G-{2-[(B-00000000)YIDO
]-2-0 00000 3}H-00000-3-00)I00]-6-000000000-7-0073%M
O)>oooolooooo-3-0000000DO0Do0DU0OoDDoDOooOoDooDOooao

oodooao

a)yloOOo0Oo0o0-3-000 (1d01mg, 10 0O ODHDOD DO OODDODODOOODODOOODODOSbSad
O00O00O0O0O00O0O0O0O0ON-GB-00000000)-2-[3-{7-[3-(B-000000D0
0o0o0o-1-00)oo0oo]-6-00000000D0-4-0030OO0)-1H-OO DO OO -5-
0O]J0 00000 (e5mng,0 047%)0 00O 0O

1H-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.29 (s, 1H), 7.62 (d, 1H), 7.38 (m, 2H),
7.34 (m, 2H), 7.34 (s, 1H), 6.90 (m, 1H), 6.84 (s, 1H), 4.28 (m, 2H), 4.10 (m, 1
H), 4.00 (s, 3H), 3.85 (s, 2H), 2.80-3.50 (m, 6H), 1.30-2.40 (m, 6H) :

MS (+ve ESI) : 550.6 (M+H)™ .

Oooooo
Ob)UN-GB-00D0O0C0DODOO0))-2-3-{7-[B3-B-000poDUoooDuOooOo-1-0o0)0o0ooaOo
0]-6-000000000-4-003¥00)1H-00000-5-007]000000 (604mg,
1.10000)H)0000000D0OD0OO0OO0O0DDODDOO0OsSb0000D0ODOO0OO0OODODOOOnaO
O-tert-0 00 1-B-({4-[G-{2-[B-00o0O0DO0poO0Oo)HYnoOo]l-2-0 00000 3F1H-O
oooo-3-0o0)oogo]-6e-000O0O0DDODODO-7-003YWODOHYoDODDO]Jooono-3
-00D0D0D0D0D0D0 (550mg,0 067%)0 0 00O

TH-NMR (DMSO dg, TFA) : 8.38 (s, 1H), 7.90 (s, 1H), 7.55 (d, 1H), 7.30 (m, 2H),
7.06 (s, 1H), 6.80 (m, 2H), 4.09 (m, 3H), 3.86 (s, 3H), 3.68 (s, 2H), 2.80 (m, 1
H), 2.55 (m, 1H), 2.03 (m, 2H), 1.87 (m, 3H), 1.60 (m, 1H), 1.35 (m, 22H) :

MS (+ve ESI) : 742.5 (M+H)™.

Ooooo

0013-01000000013-000 00 0 {RR)-1-[3-({4-[(G-{2-[(2,3-0 000
00Q0)d00]-2-0000003¥H-00000-3-00)30007]-6-0000000
-7-0 0y 00)HYOODODoJooooo-2-003yy100-000

—tert-0 0 0 {(2R)-1-[3-({4-[(G5-{2-[(2,3-000000000)1007]-2-000
0y1H-ODODOOO-3-0O0)H)ooo]-6e-00000O0O0O0DO0-7-003YY00DHYDOOO
00000 -2-003¥00000000W@45Mg,0.590000HM00000000O00DOO0O
00000010 000000000000 0DODODO0D1IM0000OD0O0O130 00 (440mg,Od
0 94%)0

1H-NMR (DMSO dg, TFA) : 8.94 (s, 1H), 8.31 (s, 1H), 7.73 (m, 1H), 7.40 (s, 1H),
7.19 (m, 2H), 6.83 (s, 1H), 4.31 (t, 2H), 4.20 (m, 2H), 4.01 (s, 3H), 3.94 (s, 2
H), 3.82 (m, 1H), 3.70 (m, 1H), 3.60 (m, 1H), 3.31 (m, 1H), 3.23 (m, 1H), 2.32 (
m, 2H), 2.19 (m, 1H), 2.04 (m, 1H), 1.95 (m, 1H), 1.85 (m, 1H) :

MS (+ve ESI) : 648.3 (M+H)™".

gooooao

0000000000O0oo-tert-00 0 {CR)-1-[3-({4-[G-{2-[(2.,3-0 000000
ooH)ooo]j2-00OQ0DODOO0O3¥H-ODODODO-3-00)YMIOO]-6-0O0ODOOODODO-7
-00}yoo)H)oooojoooooD-2-00WOOD0ODODODDUODDODOOODODOODDOO
0

gooobono

Da)y@R)-00000-2-0000000 (101mg, 10 00 0DH)0C0DOOOCODODOODODO

OOooooodg

I o A

O
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O
0
O
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Ooo0o0Deb0 000000 DOODDODOOOON-,3-0000000D0OD0O)-2-{3-[(7-
{3-[CRH-2-( 000 OoOoDoDO)YoOODD-1-OOQO0OO0OO0OO¥-00DODODO0OOOO-
4-00)000]-1H-O0O0D0DO-5-003Y 00000 (134mg,00 79%)0 0O O O

TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.29 (s, 1H), 7.75 (m, 1H), 7.32 (s, 1lH),
7.16 (m, 2H), 6.84 (s, 1H), 4.30 (m, 2H), 4.00 (s, 3H), 3.94 (s, 2H), 3.70-3.85
(m, 1H), 3.52-3.70 (m, 4H), 3.15-3.30 (m, 2H), 2.25-2.35 (m, 2H), 1.75-2.20 (m,
4H) :

MS ES* : 568.2 (M+H)™

MS (+ve ESI) : 568.2 (M+H)™.

ooooao

b)ON-(2,3-0 00000000 ))-2-3-[(7-{3-[2R)-2-(OO0O0O0oog)oood
-l-00 00000 }6-000000D000-4-00)000]-1H-OCO00O0DOO -5-00 %
00000 @.1g,1.90000H)00000000O0OCOODDODODOO0ODOO6COOODODOOO
O0o0D0DDD0DO0000-tert-00 0 {CR-1-[3-({4-[G{2-[2,3-00opoooooOono)
ooo]-2-0000003FH-OODODODO-3-0ODYooo]-6-0CCoODOOOO-7-00
W ooH)oooo]Jooooo=-2-003Y@ 00000000 (53mg,0031%)0 000
TH-NMR (DMSO dg, TFA) : 10.24 (s, 1H), 10.15 (s, 1H), 8.44 (s, 1H), 7.98 (s, 1H)
, 7.72 (£, 1H), 7.19 (mn, 2H), 7.13 (s, 1H), 6.83 (s, 1H), 4.17 (br s, 2H), 3.93
(s, 3H), 3.85 (s, 1H), 3.77 (m, 1H), 3.56 (t, 1H), 3.54 (t, 1H), 3.08 (t, 1H), 2
.94 (m, 1H), 2.66 (m, 1H), 2.47 (m, 1H), 2.20 (g, 1H), 1.94 (m, 2H), 1.86 (m, 1H
), 1.69 (m, 2H), 1.60 (m, 1H), 1.37 (s, 9H), 1.36 (s, 9H) :

MS (+ve ESI) : 758.5 (M+H)™ .

O Ooooo

gooocooao
goooboooooboogoobooobbisogooooooobbooobboooooban
gooooooobooad

oooooao
OcbobDb13ooooooobDboo0oooobedbbbO0oooobboob oo
oooboo1sboo0ooooooooobobbooogoao

1H-NMR (DMSO dg) : 10.30 (s, 1H), 10.20 (s, 1H), 8.50 (s, 1H), 8.00 (s, 1H), 7.7

0-7.80 (m, 1H), 7.20-7.30 (m, 3H), 6.70 (s, 1H), 4.30-4.40 (m, 2H), 4.10-4.20 (m
, 1H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70-3.75 (m, 1H), 3.40-3.50 (m, 1H), 3.30-3.

35 (m, 1H), 3.20-3.25 (m, 1H), 3.05-3.15 (m, 1H), 2.90-3.00 (m, 1H), 2.10-2.20 (

m, 2H), 1.90-2.00 (m, 1H), 1.70-1.80 (m, 3H)

MS (+ve ESI) : 648 (M+H)™.

CogHaoFoN,0,P + 2.3H,0 00 OO C, 48.8%; H, 5.35%; N, 14.23%; 00O C, 48.95%;
H, 5.03%; N, 14.15%

Dooo0oo

000014-01000000014-000 000 2-[[3-{4-[(5-{2-[(3.5-0 000000
00)IO0D]-2-00000031H-00000-3-00)000]-6-000000000 -7
-003}00)I0DoO0OO0O0-2-00-1-00)000]J000-000

00 -tert-0 0 0 2-[[3-({4-[(G-{2-[(3,5-0 000 00000)I00]-2-0000001

}-1H-00000-3-00)000]1-6-000000000-7-003100)00007]@0O

0

0

0-2-00-1-00)H)000]J00000000O0O000mg,0.530000)HY0000 oooao

o000 oioboooooob oo oooobi1l00oo0oo0o0onbilaod 0 (290mg
,0.0 77%)0

TH-NMR (DMSO dg, TFA) : 8.94 (s, 1H), 8.34 (s, 1H), 7.42 (m, 3H), 6.89 (m, 2H),

4.37 (m, 6H), 4.04 (s, 3H), 3.92 (s, 2H), 3.87 (s, 1H), 3.57 (m, 2H), 3.47 (m, 2
H), 2.39 (m, 2H)

MS (+ve ESI) : 646.4 (M+H)™ .

ooooon
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0000000000000 -tert-00 0 2-[[3-({4-[GG-{2-[B,5-000000000)
000]-2-000000¥1H-00000-3-00)000]-6-000000000-7-00
Y JOooO)oooDoOoO0o-2-00-1-00)000]100000000000000000
gooao

oooooao

Da) 0 0000000(R.3g,750000)I 00000 @omDO0OOODODOGOO0O
ooo(@@400) 00000006000 0000000DO00CGOMDOOODODODODODN
0(@6.5g,3000 00 0)I000000D0O0D0OOD0ODODODODOOODODOOODOO
00160 000000000000 D0O0OO0O0OODOOO0ODOO0OODOOODODOOOOODOODOOD
0o02-(000-2-00-1-00000)00000(5.09,0067%)0 000

TH-NMR (DMSO dg, TFA) : 3.91 (m, 2H), 3.65 (m, 3H), 3.06 (m, 2H).

oooooao
Ob)D2-(000-2-00-1-00000)00000(99mg,10000)000000000
00o0oO0oDi105001200000000000000080OODO0O0D0OODODOOOOODO
OON-B,5-000000000)-2-{3-[(7-{3-[(2-0 0000000 )@oO0-2-00-1
-00)Il00]00o000}6-000000000-4-00)0007]-1H-00 000 -5-0
0¥ OOO0OOO(0omg,0 0 31%)0 000

TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.29 (s, 1H), 7.34 (m, 2H), 7.31 (s, 1H),
6.91 (m, 1H), 6.83 (s, 1H), 4.29 (m, 4H), 4.00 (s, 3H), 3.89 (m, 1H), 3.86 (s, 2
H), 3.80 (m, 2H), 3.43 (m, 2H), 3.36 (m, 2H), 2.30 (m, 2H) :

MS (+ve ESI) : 566.2 (M+H)™.

oooooao

Oc)IN-(3,5-0 0 0000000)-2-{3-[(7-{3-[(2-0 00000000 0n-2-00
-1-00)000]J00000}6-000000000-4-00)0007]-AH-00000 -5-
00Dy O0OOO0ODO(734mg,1.30 000)000000000O000O0OO0ODOOOS8ODOODN
0000000000000 -tert-00 0 2-[[3-({4-[G-{2-[(38,.5-0 0 0000000O)
000]-2-000000¥1H-00000-3-00)000]-6-000000000-7-00
YW OO)DoOoDooO-2-00-1-00)0000]1]000000000 (400mg,0 O 41%)
oooao

TH-NMR (DMSO dg, TFA) : 8.51 (s, 1H), 7.99 (s, 1H), 7.35 (m, 2H), 7.28 (s, 1lH),
6.93 (m, 1H), 6.72 (s, 1H), 4.21 (m, 2H), 3.95 (m, 5H), 3.75 (m, 2H), 3.60 (m, 2
H), 3.28 (s, 1H), 2.85 (m, 2H), 2.79 (m, 2H), 1.97 (m, 2H), 1.37 (s, 9H).
oooooao

000015-01000000015-000 000 2-[[3-({4-IG-{2-[(2,3-0 000000
00)d00]-2-0000003¥1H-00000-3-00)d00]-6-000000000-7
-00YY)00)I0DO00OO0OO0000)oo]jooo-000

00 -tert-0 00 2-[[3-({4-[G-{2-[(2,3-000000000)I00]-2-000000
}-lH-O0OOOO0O-3-00)d00]-6-000000000-7-00Y00)0000]@O
0000)I00]000000000@@50mg,0.590000)1 000000000000
000010000000 000000000010000000150 00 (405mg,0 O 95%
)

TH-NMR (DMSO dg) : 8.90 (s, 1H), 8.32 (s, 1H), 7.69 (m, 1H), 7.51 (s, 1H), 7.21
(m, 2H), 6.81 (s, 1H), 4.33 (m, 2H), 4.26 (m, 2H), 4.00 (s, 3H), 3.92 (s, 2H), 3
.72 (m, 1H), 3.40 (m, 2H), 3.29 (m, 2H), 2.32 (m, 2H), 1.31 (m, 6H)

MS (+ve ESI) : 650.3 (M+H)™.

oooooao

0000000000000 -tert-00 0 2-[[3-({4-[G-{2-[(2,.3-0 0 0000000)
00o0]-2-000000¥1H-0000O0-3-00)0007]-6-000000000-7-00
Y OO)DODOODOO0ODODO0O0O) 0000000000000 oDOoooooGoaon
oooooao
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Da)02-(000000000)I0OO000(@O03mg,10000)1 00000000000

Oo0DO00O0eb0 00000000 O0DODOODODON-,3-000000000)-2-{3-[L(7-

{3-[(2-C0O0O0O0OoOoOo)Y @UOoOoUoOo) Ooo]looooo3y6e-OODDODUODODDODODOO -4-

00)I0O0]-H-00000-5-003 00000 (84mg,0 0 49%)0 0 0O O

1H-NMR (DMSO dg, TFA) : 8.97 (s, 1H), 8.33 (s, 1H), 7.79 (m, 1H), 7.35 (s, 1H),

7.18 (m, 2H), 6.88 (s, 1H), 4.34 (t, 2H), 4.03 (s, 3H), 3.98 (s, 2H), 3.81 (m, 3

H), 3.40 (m, 3H), 3.20 (m, 1H), 2.35 (m, 2H), 1.33 (m, 6H) :

MS (+ve ESI) : 570.2 (M+H)™.

Oooooo

O0DO0ON-(2,3-000000000)-2-3-[(7-{3-[(2-0 000000000000
0)ooo]looooOoy6-000000000-4-00)0007]-1H-00000-5-00%
0O0o0o0O0O0O(esomg,1. 40 00 0)000D00OO0OODDDOOODODDODOOOeeCOOOOOAO
00000000000 -tert-00 0 2-[EB-(-ILG{2-[,.3-000oooooo)oo
O0]-2-0 00000 1H-O0O0OOO-3-00)00O0O]-6-000000000O-7-00 30
0000000000 )OO0]0o0o0ooo0ooan(G20mg,0060%)0 000
TH-NMR (DMSO dg) : 8.44 (s, 1H), 7.98 (s, 1H), 7.73 (m, 1H), 7.19 (m, 2H), 7.12
(s, 1H), 6.83 (s, 1H), 4.16 (t, 2H), 3.93 (s, 3H), 3.85 (s, 2H), 3.77 (m, 2H), 2
.90 (m, 1H), 2.60 (m, 4H), 1.86 (m, 2H), 1.36 (s, 18H), 0.94 (m, 6H) :

MS (+ve ESI) : 762.7 (M+H)™.

oooooo

000016-01000000016-00000 0 2-[3-{4-[G-{2-[(2.,.3-0 000000
ooy oooj-2-0 00000 FIH-O0ODODOO-3-00)IO00O0]-6-00000000O0O -7
-003}y00)H)ooooJ@oo-2-00-1-00)H)00J000-000

00 -tert-0 0 0 2-[[3-({4-[G-{2-[(2,3-0 0 0000000)I00]-2-000000

}-1H-0O0OOO0O-3-00)I00]-6-000000000-7-003} 00)0000]@O
0O-2-00-1-00)000]J0000000O0ODOC(B30Mg,0.840 0 0 0)H000O0O0DOOO
0000000010000 00000000D0D0D0OO00D1000000016(540mg,00 8
6%)0 O OO

1H-NMR (DMSO dg, AcOD) : 8.89 (s, 1H), 8.29 (m, 1H), 7.70 (m, 1H), 7.37 (m, 1H),
7.16 (m, 2H), 6.81 (m, 1H), 4.29 (m, 6H), 3.99 (m, 3H), 3.92 (m, 2H), 3.82 (m,
1H), 3.52 (m, 2H), 3.43 (m, 2H), 2.32 (m, 2H) :

MS (+ve ESI) : 646.3 (M+H)™ .

OoDoooo

0000000000000 -tert-00 0 2-[[3-({4-[G-{2-[(2,3-000000000)
oooj]-2-0 00000 H-OODDODDO-3-00)H)OOO]-6-000000000O-=-7-00
ywooHh)ooooj(oo-2-00-1-00)000J0o0o0O0ooo0oOooOo0ooDOoooDoOooao
ooogn

gooooao
Da)J2-(000-2-00-1-00000)I0000(99mg,10000)00000000O0
Oo0DO000O0oo0O0eb0D 0000000 DODODOOOON-R,3-00000000D0)-2-{
3-[(7-{3-[(2-0000D0000)000-2-00-1-00)J00]00000¥6-000
000000-4-00)000]-1H-00000-5-0031 00000 (@28mg,0 0 75%)0 O
00

1H-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.29 (s, 1H), 7.74 (m, 1H), 7.31 (s, 1H),
7.18 (m, 2H), 6.83 (s, 1H), 4.30 (m, 4H), 4.00 (s, 3H), 3.94 (s, 2H), 3.87 (m, 1
H), 3.80 (m, 2H), 3.44 (m, 2H), 3.35 (m, 2H), 2.30 (m, 2H) :

MS (+ve ESI) : 566.2 (M+H)™".

gooooao
Ob)ON-(2,3-000000000)-2-{3-[(7-{3-[(2-00000000)0O00-2-00
-1-gdo0)oooloooooy6e-00D000O0O0OD0O0-4-00)H)O0O00]-1H-ODODOO-5-
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00y Oooooog(esomg,1.20 000000 00DD0DDOOODODDODOOODODOG® GO OOO
Oo0o0o0D0DD0DO000O0000-tert-0002-[[3-({4-ITG-{2-[,3-0n0 0000 oog)
ooo]-2-0000003H-OOOOO-3-00)oOo]-6-00C0O0DOOOOO-=-7-00

W OoO)H)YDDDDOOoD0-2-00-1-00)000]00000000D0 (630mg,0 0 70%)
oo

TH-NMR (DMSO dg) : 8.45 (s, 1H), 7.98 (s, 1H), 7.72 (m, 1H), 7.17 (m, 3H), 6.83
(s, 1H), 4.16 (m, 2H), 3.85 (m, 7H), 3.45 (m, 2H), 3.13 (m, 1H), 2.69 (m, 4H), 1
.90 (m, 2H), 1.35 (m, 18H) :

MS (+ve ESI) : 758.5 (M+H)™.

ogooooao

000017-01000000017-00000 0 2-[[3-{4-[G-{2-[(2,3-0 000000
oo0)H)y oooj]-2-0 00000 FIH-O0ODODOO-3-00)O00]-6-00000000O0O -7
00y ooy DooojJe-000000o0)doojooo-o0a0

00 -tert-0 0 0 2-[[3-({4-[G-{2-[(2,3-0 0 0000000)I00]-2-000000

}-1H-OOOO0ODO-3-00)000]-6-000000000-7-00300)00007]-DO
ooooDoDOoO)ooo]JoooooooooOoGoomg,0.640 DD OO OoOoOooOooODOOO
00000010 000000000 D0D00D0OD0OD0D1Io00000017(450mg,0 O 94%)
oogon

TH-NMR (DMSO dg, AcOD) : 8.91 (s, 1H), 8.33 (s, 1H), 7.74 (m, 1H), 7.43 (s, 1H),
7.18 (m, 2H), 6.85 (s, 1H), 4.32 (m, 4H), 4.02 (s, 3H), 3.96 (s, 2H), 3.77 (m,
2H), 3.56 (m, 2H), 3.49 (m, 2H), 3.44 (m, 2H), 3.34 (s, 3H), 2.34 (m, 2H) :

MS (+ve ESI) : 666.2 (M+H)™ .

oooooao

0000000000000 -tert-00 0 2-[[3-({4-[G-{2-[(2,3-000000000)
oooj]-2-0 00000 H-OODDODDO-3-00)H)OOO]-6e-000000000O-=-7-00

ymooHh)oooo]Je-coooooo)ooojooooooooooooooooood
0 ad

gooooao

Da)l2-(2-0000000)I00)I0O000 @19mg,10 000 - A.A.Santillid O
0O O 0O J.Heterocycl.Chem.1972,9,309-130 0 00 0000 0)000dgooooooOOaO
000o0oo0oeb0 000000 D0DDOO0OOO0ODODDOON-QQ,3-000000000)-2-{3-[(7-

{3-[(c-000D00000)E-000D0000)I0O0]UO0DO0OO0}6-000000000
0-4-00)H)000]J-1H-00000-5-003F0 00000 (A24mg,0 O 71%)0 0 0O O

1H-NMR (DMSO dg, TFA) : 8.97 (s, 1H), 8.31 (s, 1H), 7.76 (m, 1H), 7.33 (s, 1H),

7.19 (m, 2H), 6.85 (s, 1H), 4.31 (t, 2H), 4.02 (s, 3H), 3.95 (s, 2H), 3.80 (t, 2
H), 3.73 (t, 2H), 3.45 (m, 4H), 3.36 (m, 5H), 2.31 (m, 2H) :

MS (+ve ESI) : 586.2 (M+H)™.

gooooao
Ob)ON-(2,3-000000000)-2-{3-[(7-{3-[(2-00000D0D0DO0)R-00000
oo)H)yooojooooo}-6e-000000000=-4-00)000]-1H-00 00 O -5-00

¥y woooooe@oomg,1. 4000 0)H)000b 000 0bobo0oobboboudecbbbbogon
00000000000 -tert-00 0 2-[[3-({4-[(5-{2-[(2,3-000000000)YIO
O0]-2-0000003F1H-O0O0O0OO-3-00)000]-6-00000000O0O-=-7-00 30
00)0DD0O0]-0000000)I00]000000000(560mg,0 053%)0 000
TH-NMR (DMSO dg) : 8.44 (s, 1H), 7.99 (s, 1H), 7.72 (m, 1H), 7.20 (m, 2H), 7.12
(s, 1H), 6.84 (s, 1H), 4.16 (t, 2H), 3.93 (t, 3H), 3.85 (m, 4H), 3.38 (m, 2H), 3
.20 (s, 3H), 2.74 (m, 2H), 2.67 (m, 4H), 1.90 (m, 2H), 1.39 (m, 18H) :

MS (+ve ESI) : 778.6 (M+H)™.

gooobono

ooooDi1s-010000o0oo18-00 0000 2-{[3-(d-[G-{2-[B-00o0ooOo0Oa0
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Yo ooj-2-0 00000 3¥IH-O0DOOOO-3-00)dO0O]-6-000000000-7-0
Oy oo)d)oDooojJjoooypoo-00a0

OO0 -tert-0 0 0 2-{[3-({4-[G-{2-[GB-00DD0DO0O0O0OoO)HYooo]-2-00coo0O0O F-1H
-0000D0-3-00)0007-6-000000000-7-003¥00)00007]00073
0o0oooooo(d@2omg,1l.040 00000 000ODDOOODDODDODOOODODIODO0OO
0o0o0o0DDDODO0D0D0O0O0O0O0l100O0O0oooaDaasdosmg,0 O 72%)0 OO0 0O

TH-NMR (DMSO dg, AcOD) : 8.85 (s, 1H), 8.25 (s, 1H), 7.60 (d, 1H), 7.33 (m, 3H),
6.83 (m, 1H), 6.80 (s, 1H), 4.27 (m, 2H), 4.15 (m, 2H), 3.97 (s, 3H), 3.83 (s,
2H), 3.26 (m, 2H), 3.15 (m, 2H), 2.24 (m, 2H) :

MS (+ve ESI) : 590.1 (M+H)™.

oooooao

0000000000000 -tert-000 2-{[3-{4-[G-{2-[(R-00000000O0)1O
O0]-2-0000003F1H-00O0O0O-3-00)000]-6-000000000O-=-7-00 30
oo0)H)oooouooyoooooooooooooooooooao

oooooao
Dayo2-(0ooooDDoDOoOoo)DDOO0OO@semg,1.550000)00o0oooooOan
00000005 0000000000000002-{3-[(7-{3-[0 000000 (-0
0oo0ooooo)H)ooooooooye-000000000-4-00)H0007]-1H-O00O0O
0O0-5-003}N-@B-00O0O0Ooooo)ocooODODOO 2mg,0 O 13%)0O 0O 0O 0

TH-NMR (DMSO dg, TFA) : 8.97 (s, 1H), 8.31 (s, 1H), 7.65 (d, 1H), 7.33-7.42 (m,

2H), 7.37 (s, 1H), 6.92 (t, 1H), 6.85 (s, 1H), 4.33 (m, 2H), 4.02 (s, 3H), 3.86
(s, 2H), 3.79 (t, 2H), 3.48 (m, 2H), 3.42 (t, 2H), 2.97 (m, 1H), 2.36 (m, 2H), 1
.04 (m, 2H), 0.94 (m, 2H)

MS (+ve ESI) : 550.2 (M+H)™.

Ooooao

b 2-{3-[(7{3-[Co0D0DO000-0000000o)oo]ljooooo}e6-000
0o0ooo0D-4-00)H)I00O]J-1H-O0DODDODDODO-5-003FN-B-00000DDODOHYODOOO
0 @.g,2.00000)0000oDo0o0ooDoDOo0o0oooDoosb0b0Do0DO0o0oooOoOOan
D00D00-tert-0002-{0 000000 B-({4-[G-{2-[RB-0000000DO0)YIDO

]J-2-0 00000 1H-O0O0OOO-3-00)000]-6-000000000O-=-7-00 30
00001000 OO0O0O0O0000 @50mg,0010%)0 O -tert-0 O O 2-{[3-{4-
[G-{2-[(R-000000D00)I00]-2-0000003IH-00000-3-00)0001]
-6-0 0000000 O0-7-003YYOoOo)H)oooo]jJooDo3¥ywoooooooda (730mg,d
052) 0 0 000000000000 0ODDODDOD0OO00O0DDODDODOO0

1H-NMR (DMSO dg, TFA) : 8.97 (s, 1H), 8.32 (s, 1H), 7.78 (d, 1H), 7.36 (m, 2H),
7.34 (s, 1H), 6.87 (m, 2H), 4.33 (m, 2H), 4.16 (m, 2H), 4.03 (s, 3H), 3.88 (s, 2
H), 3.33 (m, 2H), 3.24 (m, 2H), 2.38 (m, 2H), 1.47 (s, 18H)

MS (+ve ESI) : 702.5 (M+H)™.

oooooao
ooopol1o-010000o0ooi19-00o0ooo2-{uoooooooio)BEB-4-IG-{2-
[(2,3-000000000)1007]-2-0000003-1H-00000-3-00)0007]-6-
0o0o0oo0o0o0o0o0-7-00YYoO)DoooO]Joo0O3I0O0-000

OO0 -tert-0002-{(00O0OOD0D0OO0O))B-{-L6G-{2-[,3-00o0o0O0000gao)o
0o0]-2-0 00000 31H-O0OODDODDOD-3-00)oOO]-6e-0000DO00O0O0O00O0O-=-7-007%
000)IDDD]UO0O0YOODDDODD0OO0D0 400mg,0.5080000)000000000O0
0o0o0oDoDD0DO001000D00000000D0DDODO0O0001000000019(356mg,0009

6%)OD OO0

1H-NMR (DMSO dg, AcOD) : 8.92 (s, 1H), 8.33 (s, 1H), 7.71 (m, 1H), 7.44 (s, 1H),
7.19 (m, 2H), 6.82 (s, 1H), 4.30 (m, 4H), 4.00 (s, 3H), 3.94 (s, 2H), 3.42 (m,

2H), 3.29 (m, 4H), 2.82 (m, 1H), 2.31 (m, 2H), 2.13 (m, 2H), 1.87 (m, 4H) :

OOoo0oooodg
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MS (+ve ESI) : 676.4 (M+H)™.

ooooon

0000000000000 -tert-0002-{(0O0O0000C0O00)EB-{4-[G-{2-[(2,3
-0oooooooo)oo]2-00000d0d3P-1H-00000-3-00)0007]-6-00
oo0oooooo-7y-00yyo0OoOH)oooOojoooyyooooooooooooboodd
ooon

Ooooooao

Da)d00000000(.86g,420000)I 0000000 @MMDOODOO0D0O0N
O0@4.eml, 1050 00000 0DOOODODDODOOODODDODODOOODDODOOOODODO (5ml,43.8
0ooo)H)oooooDOoODOoOoOoDDODDODODODODDODDODODODDDWNMMOODDODDODOOODDODOoOOoOOOoOaOo
oo@.onooooooooDoooooDoDooooDoDooooDoDooooDooooonoano
0o0doooo0oooo/0000000000D0OO0OOON-@ODODDODOOODODDODOO)Od
0000DO0O0O0Db0O0oO00((7-78g,0 01000 00 0O 0O O

TH-NMR (DMSO dg) : 8.08 (t, 1H), 4.09 (q, 2H), 3.79 (s, 2H), 3.07 (m, 1H), 2.00-
2.18 (m, 4H), 1.89 (m, 1H), 1.78 (m, 1H), 1.20 (t, 3H).

ooooon

Ob) D ODDODODO0DD0DDODDOD(@MDOOOODDDOOOAL1.0NO O 100mi, 1000 00 0)ON-(0O0ODO
0D00000O0)0000000(7.69,410000)000000C0000 @omDI00
goboeO0 D 0240000 0DbO0ObOoOooOoOoG (00ODDOO0OO0OO0DODOOOd21.0NO O 20ml,
2000 00)H)0000O0O00ODODOOOD0OGDODOSO Oo0o0DoDooooEombh)oooooag
O00o0DO0oo0DOooOobo3o0o0oboooaoan (6.ONODCOemDO DO OOoOOoGOOoano
gooboooooobboooooooonoo goooooooboboooooobdd
0000 o0o0obobobobuobobono goobobobobobobobooooooaog
0
0

O oOoooo
O 0Oo0oo0oo0oao

0/00000(6:4)00000000/00000/00000 (7-0N)(94:5:1)00
0000000020 00000000)I00)I0000(4.16g,00 78%)0 O

OOoo0oooao

1H-NMR (DMSO dg, TFA) : 8.38 (br s, 1H), 3.65 (t, 2H), 2.98 (m, 4H), 2.62 (m, 2H
), 2.06 (m, 2H), 1.72-1.94 (m, 4H).

goooono

Oo2-(OO0O0DOD0DOOD)IOOH)IODOD@29mg, 10 000H0O0O0D0OOODOO
00000000060 0000000000 O0NO0O0NO0O2-{3-[(7-B-[(C00000O0
00)(-000D00000)I0D]0O0000}6-000000000-4-00)000 ]-
IH-OOOO0OO-5-003N-,3-000000000H)I0000D0O0O(134mg,0 0O 75%)0 O
aad

1H-NMR (DMSO dg) : 8.49 (s, 1H), 8.00 (s, 1H), 7.74 (m, 1H), 7.15-7.30 (m, 3H),
6.75 (m, 1H), 4.25 (m, 2H), 3.96 (s, 3H), 3.86 (s, 2H), 3.60-3.80 (m, 2H), 3.30-
3.40 (m, 4H), 2.50-2.80 (m, 4H), 1.60-2.40 (m, 7H) :

MS (+ve ESI) : 596.2 (M+H)™.

gooobono

O 2-B-[(7-:-[(ooooouooO0)-Uopboooooo)0o0]looOooO}-6-
Oo0oo0boooo0oo0-4-00)H)10O0O]-1H-0000DO-5-00 3}-N-,3-000000D0O0O
Yo ooooo((73mg,1.30 00 0) 0000000 o0bDoDOoO0O0oDoDOoOeconononOdd
0000000000 -tert-0002-{CO00D0O00CDOODOYB-{A-LG-{2-1L,3-
0o0ooooooo)H)yooo]-2-000000O0YIH-OODDODO-3-00)H)O000O07]-6-000
00000-7-00300)I000]1000¥ 000000000 (400mg,0 O 40%)0 O
0

TH-NMR (DMSO dg) : 8.45 (s, 1H), 7.99 (s, 1H), 7.72 (m, 1H), 7.20 (m, 3H), 6.83
(s, 1H), 4.15 (s, 2H), 3.94 (s, 3H), 3.85 (m, 4H), 2.60 (m, 4H), 2.47 (m, 3H), 1
.88 (m, 4H), 1.75 (m, 2H), 1.60 (m, 2H), 1.36 (s, 18H) :

MS (+ve ESI) : 788.8 (M+H)™.

OOoo0oooaoo



(81) JP 2009-46514 A 2009.3.5

OoDoooo

OoDo0o2z20-01000000020-0000002-[B-(C4-IG-{2-[B-0 0000000
)Y 0ODOo]1-2-0000003}-1H-00000-3-00)H)d00]J-6-000000000-7-0
0y oo)Hoooo]k,3,3-0000000000)dogjooo-o0a0

O0-tert-0 00 2-[[B3-({4-[G-{2-[B-00 000D O0Oo)YDO]-2-00000O03F-1H
-00o00o0-3-00)doo]l]-6e-00D00D0DOODO0O-7-003YOO)HOOODOI]EG,3,3-0O
0o0ooDDoDoDOoOoOo)dDDO]JoO0O0DD000O0OO0O@50mg,0.560000)I000O0O0O0OO
0000000000000 0000o0DO0o0O0DO000O0lA000000daon200405mg,d
O 46%)0 0 O 0O

TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.32 (s, 1H), 7.65 (d, 1H), 7.39 (s, 1lH),
7.36 (m, 1H), 6.89 (m, 1H), 6.83 (s, 1H), 4.31 (t, 2H), 4.27 (m, 2H), 4.01 (s, 2
H), 3.86 (s, 2H), 3.57 (br s, 2H), 3.54 (m, 2H), 3.43 (t, 2H), 2.97 (m, 2H), 2.3
3 (m, 2H)

MS (+ve ESI) : 686.4 (M+H)™.

oooooo

00000000 oDoDOooO-tert-0002-[B3-({4-[G-{2-[GB-0 000 oopoo)hoo
l-2-0 00000 1H-00O0O0O-3-00)000]-6-000000000O-7-00 30
O)H)Y>ooooD]@e,3,3-000n00ooooo)oo]jooooooooooooooano
Ooooao

Ooooao
a)l3-000-1,1,1-0000000000CG-5m,51.60000)00000D0O (GOmMD
000000000 @4.29,1020000)00000000O0OOOODOO0O0O Bml,51.2
50000)00eocdO03s0 00000000000 DUODODDOODODODODDODDODDOO
0o0o0o0DD0DoDo000o0ooooDoDoDoDoo0ooO/00000CS:5)00000000/00
OD0DO0/00000G-ON)(5:5:HO00D00ODODODODO0O0OODO?2-(@GE,3,3-0000000
Oo0O)H)I0DO)H)ODODOODO 4-47g,0 055%)0 0 00O

TH-NMR (DMSO dg, TFA) : 3.56 (t, 2H), 2.97 (t, 2H), 2.82 (t, 2H), 2.57 (m, 2H).
OoDoooo

Ob)y2-(@,3,3-0 00 000000oo)O0o)nonDO (221mg,1.550 000 )0 00O
0000000000000 0dsR00000000000000D0D0OON-B-0000DODO
Oo0)-2-{3-[(7-3-[(2-0ppooDoDDO0O0)@E,3,3-00oopoooooo)ooo]jooo
Oo0y6-000000000-4-00HD000]-1H-O0D0O0O0DO-5-00300000(77mg
,0041%)0 00 0O

TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.29 (s, 1H), 7.63 (d, 1H), 7.31-7.40 (m,
2H), 7.33 (s, 1H), 6.89 (t, 1H), 6.83 (s, 1H), 4.29 (t, 2H), 3.99 (s, 3H), 3.84
(s, 2H), 3.79 (t, 2H), 3.51 (m, 2H), 3.38 (m, 2H), 2.91 (m, 2H), 2.29 (m, 2H) :
MS (+ve ESI) : 606.2 (M+H)™.

OoDoooo

Oc)UN-GB-D00D00O0DOO0))-2-3-[(7-3-[(2-0 000D O0oOo0O)@,3,3-0000o00d
ooooo)Yooojooooo3y-6e-000O0DODDDODO-4-00)H)00DO]-1H-OOODOO-
5-0 0y 00000((51Img,1.070 00000 0000ODDODODOOOOOODOGOD®SbOO
OD0DO0O00000O0D0DO0O00O00-tert-0002-[B3-{4-I[G-{L2-[@-0co0ooooog)
oooj-2-0 00000 3-1H-00000-3-00)d0OO]-6-0000000O0DO0O-=-7-00
Mo oHoooo]@e,3,3-0 00000 0000)I0dO0O]J0O0O0O0O0Q0OOO (455mg,O
0 53%))0 000

TH-NMR (DMSO dg) : 10.45 (s, 1H), 10.15 (s, 1H), 8.44 (s, 1H), 7.98 (s, 1H), 7.6
2 (d, 1H), 7.35 (m, 1H), 7.33 (s, 1H), 7.13 (s, 1H), 6.89 (t, 1H), 6.82 (s, 1H),
4.16 (t, 2H), 3.93 (s, 3H), 3.87 (g, 2H), 3.76 (s, 2H), 2.73 (m, 4H), 2.66 (t,
2H), 2.42 (m, 2H), 1.90 (m, 2H), 1.37 (s, 18H) :

MS (+ve ESI) : 797.9 (M+H)™.
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00000
00021-01000000021-0000002-{000 [3-({4-[(-{2-[(2,3-0 000
0000)IO00]-2-00000031H-00000-3-00)100]1-6-0000000
0-7-00300)I000]1000¥O0-000

2-{0 00 [B-({4-[(5-{2-[(2,3-000000000)I007]-2-00000 0 }-1H-0
00D0-3-00)000]-6-000000000-7-00300)I000]100030C0
O-tert-0 00000000 (310mg,0.4080 0 0 0)00O0CO0O0O0OOODDOOOOO
0100000000000 0000001000000 0210 293mgd 1000 0000 O
O

TH-NMR (DMSO dg, AcOD) : 8.92 (s, 1H), 8.32 (s, 1H), 7.70 (m, 1H), 7.43 (s, 1H),
7.19 (m, 2H), 6.82 (s, 1H), 6.05 (m, 1H), 5.63 (m, 1H), 5.56 (m, 1H), 4.30 (m,

4H), 4.00 (s, 3H), 3.93 (m, 4H), 3.45 (m, 2H), 3.33 (m, 2H), 2.33 (m, 2H) :

MS (+ve ESI) : 648.3 (M+H)™.

OO0oo0ooo|jg|ooao

0Ooo0o0o0oo

000000000000 24{000 [3-({4-[(5-{2-[(2,3-000000000)3100]-
2-00000031H-00000-3-00)000]-6-000000000-7-003000)
0000000 OOO-tert-0000000000000000000000O
DooOooo

Da) 000000 @4g,2500000)000000CCMmMNDIOOOOO0O0O0OO0 (2.5m
1,500 000 ,0200000)00200000000000000000014000000
000000000000 000000000 (001400 /14mmHg)D 0000 OO0 O 2-(
00O0000)IOO0O0O (4.29,0084%)0 000

TH-NMR (DMSO dg) : 5.83 (m, 1H), 5.14 (m, 1H), 5.02 (m, 1H), 3.43 (m, 2H), 3.14
(m, 2H), 2.50 (m, 2H).

0Dooooo
Ob)D2-(00O000C0)IODOO0O@O0Img,10000)000O0000O0000O0O00O0
006000 0000000000000 2{3-[(7-{3-[000(-00000000)0
00]J0000O036-000000000-4-00)0007]-1H-000 00 -5-00 }-N-(2,
3-000000000)000000 (99mg,0 0 58%)0 000

TH-NMR (DMSO dg, TFA) : 8.97 (s, 1H), 8.32 (s, 1H), 7.77 (m, 1H), 7.33 (s, 1H),
7.18 (m, 2H), 6.87 (s, 1H), 6.01 (m, 1H), 5.60 (m, 2H), 4.31 (t, 2H), 4.02 (s, 3
H), 3.94 (m, 4H), 3.82 (t, 2H), 3.35 (m, 4H), 2.34 (m, 2H) :

MS (+ve ESI) : 568.2 (M+H)™.

Do0o0o00oo

Oc)d 2-{3-[(7-{3-[C 00(-00000000)I00]00000}6-0000000
00-4-00)IJ00]-1H-00000-5-003}-N-(2,3-000000000)00000O
(1.0g,1.760 0 0 0)000000CO00000O0000O00e60000000000O0
000024000 [3-({4-[(5-{2-[(2,3-000000000)I00]-2-000000 }-
1H-00O00O0-3-00)I000]-6-000000000-7-00300)I000]J0007%
DO0O00-tert-0 00000000 (310mg,0 0 23%)0 000

TH-NMR (DMSO dg, TFA) : 8.97 (s, 1H), 8.30 (s, 1H), 7.75 (m, 1H), 7.32 (s, 1H),
7.20 (m, 2H), 6.85 (s, 1H), 6.00 (m, 1H), 5.74 (m, 2H), 4.30 (m, 4H), 4.01 (s, 3
H), 3.95 (m, 4H), 3.50 (m, 2H), 3.37 (m, 2H), 2.30 (m, 2H), 1.45 (s, 18H) :

MS (+ve ESI) : 760.5 (M+H)™.

ooo0O

0D0022-01000000022-0000002-{00 0000 [3-({4-[G-{2-[(2.3-0
D000000)IO0]-2-0000003-1H-00000-3-00)0007]-6-0000
D0D0-7-00300)1000]J0003¥00-000

tert-0002-{0 00000 [B-{4-[G-{2-[(2.3-0 00000000)100]-2-
0O0O0O003IH-00000-3-00)000]-6-000000000-7-0073%000)0
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00000030000 o0oo0oo@somg,0.580000)d0DoDOoOoOooDoDOoOOOnOan
0001000000000 0000D000010000000220420mg,0 0 98%)0O O O
g

TH-NMR (DMSO dg, AcOD) : 8.91 (s, 1H), 8.31 (s, 1H), 7.72 (m, 1H), 7.42 (s, 1H),
7.20 (m, 2H), 6.82 (s, 1H), 4.28 (m, 4H), 4.00 (s, 3H), 3.94 (s, 3H), 3.35 (m,
2H), 3.25 (m, 2H), 2.41 (m, 2H), 2.25 (m, 4H), 1.70 (m, 2H)

MS (+ve ESI) : 662.5 (M+H)™.

gooono

O00O0000O00000-tert-0002-{0000 00 [3-(§4-[(5-{2-[(2,3-0 0 O
Oo0o0ooDo)H)oDOOo]-2-000O0O003¥1H-ODOOOO-3-00)H)dDOD0O]-6-000000O0
Oo0-7-00yO0O0OH)oOoDoODOoJooOo0yoooooooooDoDooooDoooooao
gogoono

a)yl2-(0 00 00D0ODOOO0O)H)0OODDO @17mg,100 00 ,D.F-Morrowd O 0O O O Med.C
hem.1973,16,736-90 0 0O 00D 00O O0OO0)Y0DOOOOOOO(103mg,0.620 0 00)0 00O
doooooo@E@mbhooooooooooooooooesbo4o00o0noDoooonan
0000000000000 D0DD0ODeb00D0D00OO0OO0ODDOOODDOOO2-3-[(7-{3-1O
00000000000 oo)H)ooo)oobooye-0000000D0O0O-4-00)H0
00]-1H-00000-5-003N-(2,3-000000000)I00000(97mg,0 O 56%)
ooon

TH-NMR (DMSO dg, TFA) : 8.92 (s, 1H), 8.27 (s, 1H), 7.74 (m, 1H), 7.29 (s, 1H),
7.15-7.20 (m, 2H), 6.83 (s, 1H), 4.30 (m, 2H), 3.98 (s, 3H), 3.98 (m, 3H), 3.68-
3.80 (m, 2H), 3.20-3.30 (m, 2H), 3.15 (m, 2H), 2.30 (m, 2H), 2.22 (m, 4H), 1.65-
1.82 (m, 2H) -

MS (+ve ESI) : 582.2 (M+H)™.

gooooao

Ob)d 2-{3-[(7{3-[C 000000000000 0)00]1000007¥6-0000
00000 -4-00)I0O0O]-1H-00D0O0OO-5-003FN-(2,3-00000000O00OHY000
Oo0o(68smg,1.150 0 00000 000D0D0OO0OO0ODODDOOODODDODe6ecO0DODOOOOOAO
DO00000O00-tert-0002-{000000B-({4-[(5-{2-[(2,3-0 0000000
0)H)Y ooo]-2-0 00000 3KH-OOODDDO-3-00O0)Y3OO]-6-0000D0O0DOO00O00O-=-7-
003 0O0O)IODOO]0O00IMOOO0O0O0000 (450mg,0 051%)0 000

TH-NMR (DMSO dg) : 8.44 (s, 1H), 7.98 (s, 1H), 7.70 (m, 1H), 7.18 (m, 3H), 6.83
(s, 1H), 4.15 (t, 2H), 3.90 (s, 3H), 3.85 (m, 4H), 3.15 (m, 1H), 2.62 (m, 4H), 1
.90 (m, 4H), 1.75 (m, 2H), 1.53 (m, 2H), 1.39 (s, 18H) :

MS (+ve ESI1) : 774.8 (M+H)™ .

ooooon

000023-01000000023-0000002-{0000000 [3-{4-[G-{2-[(2,3-
0o0ooooooo) oo ]-2-00000031IH-00000-3-00)0007-6-000
000000-7-00300)I0O00]J0003¥ O00-000

00 -tert-0 0 02-{0 000000 [3-({4-[(5-{2-[(2,3-0 0 0000000)I0O0]-
2-0 000003 H-000DDO-3-00)oODO]-6-0000DDO0OOO-7-003DO0O)
0o0o0oojoooyyoooooooo@eomg,0.460 0000 DO DODOOODODODOOOORO
0000100000000 000D0D0O000D1000 0000 23(330mg,d 0 95%)0 O
0 ad

1H-NMR (DMSO dg AcOD) : 8.91 (s, 1H), 8.32 (s, 1H), 7.70 (m, 1H), 7.43 (s, 1H),
7.20 (m, 2H), 6.82 (s, 1H), 4.31 (m, 4H), 4.00 (s, 3H), 3.94 (s, 2H), 3.80 (m, 1
H), 3.48 (m, 2H), 3.36 (m, 2H), 2.33 (m, 2H), 2.08 (m, 2H), 1.75 (m, 4H), 1.58 (
m, 2H) :

MS (+ve ESI) : 676.5 (M+H)™ .
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O0O0O0000O00000-tert-0002-{0000C 000 B-{4-[G-{2-[(2.3-00
00O0O000)IOO0]-2-00000031H-00000-3-00)000]-6-00000
0O0D0-7-003000)0000]0003WO0000000000000000000

O Ooooo

gogoono

Da2-(0OODO0ODO0DODODOOOD)IOOOO (A29mg,10 00 O ,D.F.Morrowd O O O O Med
-Chem.1973,16,736-90 0 0D 000 D0DDO)Y0DO0OOODDDOODODDODODOODDOOSBLO OO
0000000000000 2-{3-[(7-{3-[0 00000000000 000)X0an]
00000 ¥6e-000000000-4-00)0007]-1H-00 0O O 0O -5-0 0 }-N-(2,3-0
0D00D0O0000)000000 (86mg,0 0 48%)0 00 O

TH-NMR (DMSO dg, TFA) : 8.93 (s, 1H), 8.28 (s, 1H), 7.73 (m, 1H), 7.30 (s, 1H),

7.14 (m, 2H), 6.83 (s, 1H), 4.29 (m, 2H), 3.98 (s, 3H), 3.93 (s, 2H), 3.78 (m, 3
H), 3.37 (m, 2H), 3.26 (m, 2H), 2.30 (m, 2H), 2.09 (m, 2H), 1.74 (m, 4H), 1.72 (

m, 2H) :

MS (+ve ESI) : 596.2 (M+H)™ .

00000

b)O 2-{3-[(7-{3-[0 0 00000@-00000000)I00]00000736-000
00000 -4-00)H)000]-1H-O00D0OO0O-5-003FN-(R,3-00000000O0O)YTO
000 (54mg,1.10 0 0000000 O0D0ODODODODODODOODODODODe6ecO0O0OOOOOAnO
O0000000-tert-0002-{000000D0 B-(PU-LG-{2-[2,3-000000
oo0)H)ooo]-2-0000O0O03H-OOODDDO-3-00)OOO]-6-00000O00O00O0O0

-7-00Y00)HM0DD0D]J0O0O0IODDDDDDD (364mg,0 0 42%)0 0 0O O

TH-NMR (DMSO dg) : 8.44 (s, 1H), 7.99 (s, 1H), 7.70 (m, 1H), 7.18 (m, 3H ), 6.83
(s, 1H), 4.15 (m, 2H), 3.90 (s, 3H), 3.83 (m, 4H), 3.07 (m, 1H), 2.68 (m, 4H),
1.90 (m, 2H), 1.72 (m, 2H), 1.55 (m, 2H), 1.48 (m, 2H), 1.35 (m, 20H) :

MS (+ve ESI) : 789.0 (M+H)™.

oodogn

0024-01000000024-0000002-{0000000 [3-4-[G-{2-[(3-0
00O0oO0Q0)don]-2-0000003¥H-00000-3-00)0007]-6-00000
00-7-003Y00)YI0DO0D0]J0003YI0OO-000

—tert-0 0 02-{0 000000 B-({4-[G-{2-[(B-00000000O)YO00]-2-0
0o003¥H-OOOOoO-3-00)ooOOoO]-6e-0000O0O0DO0DOO0O-7-00300)HO0O0

1000300000 OoO0oO0G9ng,0.70 00000000000 @SmH)OOD0OO
oo@EomhHho00o0DoDoDO0oo0DoDoDO0oo0oo0DoDoDO0oOoo0oDoDDOo@OoOoOon0Da4a4.0NO D 1.05ml,

420 0 00)H)f00DoOoO0DO0oO0oOoDOoD4007000000000000000O00000O~DO
0000000000000 o0/00000(@@:2)000000D0ODO0O0DODOO0DODOOOO
godooboooooboooooboboooboboo oo oDbobooobobobooooboooao
000000010 00000024(430mg,0 0 88%)O O O O

1H-NMR (DMSO dg, ACOH) : 8.91 (s, 1H), 8.32 (s, 1H), 7.64 (m, 1H), 7.39 (m, 3H),
6.90 (m, 1H), 6.80 (s, 1H), 4.32 (m, 4H), 4.00 (s, 3H), 3.87 (s, 2H), 3.57 (m,
2H), 3.48 (m, 2H), 2.95 (m, 1H), 2.40 (m, 2H), 1.18 (m, 2H), 0.92 (m, 2H) :

MS (+ve ESI) : 630.4 (M+H)™ .

Oo0o0o0d
O0O00D0000D000-tert-0002-{0000000[B-{4-[G-{2-[(B-000
O0O0)dD0DO0]-2-0000003H-00000-3-00)0007]-6-0000000

-7-00 0000000 OoO0WODOOUODODODODODODODODODODODOODOOOO
o000

Oa)l 2-{3-[(7-{3-[0 000000000000 00)0D0]000007}¥6-000

0o0oo0ooood-4-00)H00O0]-H-ODO0OOO-5-003N-@EB-00000O0OOHYTODOADO

O0(@93mg,1.40 00000000 OD0ODOO0OOE@GmMDHIOOODDOOOOOO (245mg,3.5

O Ooo0oooao
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ocoH)ooooooDooooooooDoooDOoooooUOOo -tert-0O00-00000
OCoOOo000@G23u 1,2.10000)H)s000000000D0O01.s00000000
Os500000000000000D0D0DO @2emg,2.80000H000000000

Ooooooogg
O 0O0oOooooog

so0fi1b0o0oobbooooobobo0i10ooobooooboshbobooobDbOoo
OO0OO00@5mg,2.50000)H)00000000C00O00O0ODO0O10O0O0O0ODO0ODODODO
ooocoobobooOoooooooobOboboboooooooobbbooooooooooboao
ooooobobOoOoooooooobDbbooooooobooDbDbbov/OO0ODDODOEe8:2)
O0oo0oooOv/00000/00000C@E-ON)(S:5: 1) 000 O0O0O0O0DOoODO0oOoODOO

tert-0 0 02-{0 000000 [B3-4-[G-{2-[(3-0 00 00000)I0O0]-2-000
0003¥1H-O0OOO0O-3-00)oO0O]-6-000000D0DO0O-7-00300)H>OO0OAO
JoooyYooooooooooDoDoooooDooaode3omg,0059%)000000
TH-NMR (DMSO dg, TFA) : 8.97 (s, 1H), 8.32 (s, 1H), 7.65 (d, 1H), 7.35 (m, 3H),
6.86 (m, 2H), 4.33 (m, 4H), 4.03 (s, 3H), 3.87 (s, 2H), 3.66 (m, 2H), 3.53 (m, 2
H), 3.00 (m, 1H), 2.38 (m, 2H), 1.45 (s, 18H), 1.07 (m, 2H), 0.96 (m, 2H) :

MS (+ve ESI) : 759.7 (M+H)™.

ooooon
000025-01000000025-0000002-{(0000000000)[B-4-[6G-{

2-[(2,3-000000000)I00]-2-00000031H-00000-3-00)0007]-
6-000000000-7-003}100)I1000]J0003O00-000

OO0 -tert-0 0 02-{(0 00000000 O0)B-{4-[G-{2-[(2,3-000000000)
000]-2-0000003H-00000-3-00)I1007]-6-000000000-7-00
W O00)IODODD]000 00000000 (725mg,0.940000)0 00000000
00000000100 000000000000000100000 00 25(661 mg, 90
%0 O)J OO0

TH-NMR (DMSO dg, TFA) : 8.95 (s, 1H), 8.32 (s, 1H), 7.74 (m, 1H), 7.39 (s, 1lH),
7.21 (m, 2H), 6.84 (s, 1H), 4.32 (t, 2H), 4.28 (m, 2H), 4.01 (s, 3H), 3.95 (s, 2
H), 3.56 (br s, 2H), 3.46 (t, 2H), 3.19 (d, 2H), 2.32 (m, 2H), 1.18 (m, 1H), 0.6
8 (m, 2H), 0.47 (m, 2H) :

MS (+ve ESI) : 662.4 (M+H)™.

oooooo

0000000000000 -tert-0002-{(00O0O0D0DD0DO0O00O0)B-H{{A-TLG-{L2-1
3-00o0ooDooOoo)yoo0o]-2-000O0O00OYH-000DO0O0-3-00)0007-6-0

ocoboooooOo-7-0OxOoO)H)oOOoOD]JOoOWOoOOOODOODODODODOODO
ooooDao

oooooao

DCa))00oo00ooDOoooOobO0E@.oom,34.60000H>D 00000000 mDHO O
ooocooDoO@GeHmpHooooooobooooooooooboDbDbOooooooDEé-2m,3y7
ocoogo)H)ooooo3ooooooooDUooDoDOoooooUo20ooDooooooooDOd

dcomhoOdoodoz2.oN0000D0OO0OO0DDDODOOOpHO3 D DODOOOODODOOODODOOO

ooo0oODDbO0O0oOoOoOoobooOb@ooboobDbboooOoH)YbbOoOoOod®-9g,00 100%)

ooon

TH-NMR (CDCl3) : 7.24 (br s, 1H), 3.24 (m, 2H), 1.43 (t, 3H), 1.04 (m, 1H), 0.59
(m, 2H), 0.29 (m, 2H) :

MS (+ve ESI) : 172 (M+H)™.

ogoooao

pDHOOOODOD@OOCODDOOOO1.0NOD130ml, 1300 00 O)YoO0ODOOOOO

OO0 G4aml,2680 00 0)H)00CDODODOOODO0DOOODOODODD@ObOOODDDOOOOOMOO

O00@G.9g,34.60 000000 0O0DO0DODOoDO0DO0@GomMHbO00O0DOoDoDOoOooOooDoDoOoOoag

000480 000poDoDoo0ooDoDo om0 ooDoo0ooboooo3ooooad

OooDDOOoOOoOoEGSmmMDOOooODoDOoOoOEG-oNDO4aml,240000CHY00O0DOODODCOO
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oooooo3ooo0oooDoooooDoDooooo(dGz-oNHOD OO0 OoDoODOoOOOnOan
I A 0 A R B A W A B A W N N N N NN NN NN
000000000000 0DO/00000CSBYODO0DDODDODO0ODODO/00000/000
00 (7-0N)(90:9:1)0 00 0000000000200 O00D00D0O0DO0)IO0)IDO
000000000 (@2.999,00 75%))0 00000
TH-NMR (DMSO dg, TFA) : 3.66 (t, 2H), 3.02 (t, 2H), 2.84 (d, 2H), 1.06 (m, 1H),
0.58 (m, 2H), 0.35 (m, 2H).
gooooao
Oc)02-(CO0O0000O0D000)IDO)IODOOOD@15mg,10000)0000000
0000000000600 00000000000000 2-{3-[(7-{3-[(C0D0D0D00
00O00)E-00000000)IO0D0]000006-000000000-4-00)00
0]-1H-00000-5-003}N-(2,3-000000000)00000O0 (6mg,0 0 3%)0 0
g0
TH-NMR (DMSO dg) : 10.23 (s, 1H), 10.16 (s, 1H), 8.44 (s, 1H), 7.98 (s, 1H), 7.7
2 (m, 1H), 7.18 (m, 2H), 7.14 (s, 1H), 6.84 (s, 1H), 4.32 (s, 1H), 4.18 (t, 2H),
3.93 (s, 3H), 3.85 (s, 2H), 3.45 (m, 2H), 2.69 (t, 2H), 2.58 (t, 2H), 2.35 (d,
2H), 1.90 (m, 2H), 0.83 (m, 1H), 0.41 (m, 2H), 0.08 (m, 2H)
MS (+ve ESI) : 582.2 (M+H)™ .
ooooon
OdD2-{3-[(7-{3-[(C000000000)R-00000000)00]100000}-
6-0 00000000 -4-00)01007]J-1H-O0O0O0DODO-5-003FN-,3-0000000
0O0)H)OOODODOO(73mg,1.160 00 0)00000O0O0ODODOOOOODOOOO®GeO OO
00000000000 000-tert-0002-{0000000000)BE-E4-[G-{2-[
(2,3-000000000)I00]1-2-00000031H-00000-3-00)000 ]-6-
000000000 -7-003O00)IO0O0OC0]00O0YMOOOOOOOO(@10mg,0 0 12
%O 000
TH-NMR (DMSO dg) : 10.23 (s, 1H), 10.15 (s, 1H), 8.44 (s, 1H), 7.98 (s, 1H), 7.7
2 (t, 1H), 7.19 (m, 2H), 7.13 (s, 1H), 6.83 (s, 1H), 4.17 (t, 2H), 3.93 (s, 3H),
3.88 (g, 2H), 3.85 (s, 2H), 2.76 (t, 2H), 2.72 (t, 2H), 2.38 (d, 2H), 1.91 (m,
2H), 1.37 (s, 18H), 0.83 (m, 1H), 0.42 (m, 2H), 0.09 (m, 2H) :
MS (+ve ESI) : 774.7 (M+H)™.
uogon
0026-010 0 0000026-0000002-{00 0000 [3-({4-[G-{2-[(3-0 O
0000H)oOoODO0O]J-2-0000003¥1H-00000-3-00)H)0007-6-00 0000
0D-7-003}00)I000]J000¥ O00-000
tert-0 0 02-{0 00000 [B3-{4-[G-{2-[(B3-0 0 000000)IDOO0]-2-00
Oo0o0¥¥H-ODDODOOO-3-00)d0O0O]-6-00000000D00-7-003YY®OO)HOOO
JooOoyYyooooooooilemg,0.550 0000000 0O0DOoDOoDOoOOoooDoDOoOoag
1000000000000 00D0D0O10000000260455mg,0 0 100%)0 0 O 0O
TH-NMR (DMSO dg, TFA) : 8.94 (s, 1H), 8.31 (s, 1H), 7.65 (d, 1H), 7.38 (m, 2H),
7.36 (s, 1H), 6.90 (m, 1H), 6.83 (s, 1H), 4.30 (t, 2H), 4.22 (m, 2H), 4.01 (s, 3
H), 3.94 (m, 1H), 3.86 (s, 2H), 3.37 (s, 2H), 3.27 (br s, 2H), 2.35 (t, 2H), 2.2
6 (m, 4H), 1.77 (m, 1H), 1.68 (m, 1H) :
MS (+ve ESI) : 644.2 (M+H)™".
ogoooao
O0O0O0000O00000-tert-0002-{0000 00 [3-({4-[(5-{2-[(3-0 0 0O
Ooo0o)H)ooDbD]-2-0 00000 1H-OODDOO-3-00)H)OO0OO]-6-0000D0O0DO0O00OO
-7-0 0y 0O0HooDooDoooyooooooooooDoooooooooao
gogoono
a)02-(000000000)IO0D00O(@78mg,1.550000)00000000000O
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00000050 0000000000000002-{3-[(7-{3-[D 00000000
ooooo)ooo]oooooD3Y-e-000ODOO0O0O0OD0D-4-00)H)000O]-H-ODDOOO -
5-00}N-(B-00000000)I00000 (42mg,0 0 24%)0 00 O
TH-NMR (DMSO dg, TFA) : 8.96 (s, 1H), 8.29 (s, 1H), 7.64 (d, 1H), 7.36 (m, 2H),
7.34 (s, 1H), 6.90 (t, 1H), 6.83 (s, 1H), 4.29 (t, 2H), 4.00 (s, 3H), 3.94 (m, 1
H), 3.85 (s, 2H), 3.75 (m, 2H), 3.25 (m, 2H), 3.17 (m, 2H), 2.08-2.39 (m, 6H), 1
.76 (m, 1H), 1.69 (m, 1H)
MS (+ve ESI) : 564.2 (M+H)™ .
ooooon
Ob)O2-{3-[(7-{3-[0 0000000000000 I00]00000¥6-0000
00000 -4-00)O0O0O]-1H-O00D0O0OO-5-003FN-@-0D00O0O0O0O0OHOOOOAO
0 @74mg,0.840 0O O0DNOODDDODOOODDODDOOODDOOOSODOOODOOOOOOGO
000000 -tert-0002-{00 0000 [B-{-[G-{2-[R-00000000)100
]-2-0 00000 H-OODODODOD-3-00)oO0OGO]-6-00000D00O00O00-=-7-0073%00
O)OOoODO0O]J0o0OoOYOOODOODOOoOO @o9mg,00 17%)0 00 O
TH-NMR (DMSO dg) : 10.46 (s, 1H), 10.16 (s, 1H), 8.44 (s, 1H), 7.98 (s, 1H), 7.6
2 (d, 1H), 7.34 (m, 1H), 7.33 (s, 1H), 7.13 (s, 1H), 6.89 (t, 1H), 6.82 (s, 1H),
4.15 (t, 2H), 3.93 (s, 3H), 3.84 (g, 2H), 3.76 (s, 2H), 3.16 (m, 1H), 2.64 (t,
2H), 2.59 (t, 2H), 1.96 (m, 2H), 1.88 (m, 2H), 1.77 (m, 2H), 1.55 (m, 2H), 1.38
(s, 18H) :
MS (+ve ESI) : 756.7 (M+H)™.
gooobono
00027-02000000027-000000 2-{4-[{4-[G-{2-[(2,3-0 0000000
0)0OOO0]-2-0000003¥-1H-00000-3-00)000]J00000-7-003¥000)
0000 ooo0d-1-003%00-000
00 -tert-0 00 2-{4-[({4-[G-{2-[(2,3-0 00000000000 ]-2-000000
}-IH-0OOO0OD0-3-00)I100]J00000-7-003)00)I00]J00000-1-00%
a
g

0o0oooooDoo@30omg,0.320000)0 000000 O0o0oDoDOoDOoOOOaO 10 0 0O
00000000000 Ooo0ooD2000000027(230mg,0 0 95%)0 O 0 0O 0O oooo
g

TH-NMR (DMSO dg) : 12.00 (s, 1H), 10.40 (s, 1H), 8.95 (s, 1H), 8.80 (d, 1H), 7.7
0-7.80 (m, 1H), 7.40 (d, 1H), 7.35 (s, 1H), 7.15-7.25 (m, 2H), 6.70 (s, 1H), 4.2
0-4.30 (m, 2H), 4.05-4.15 (m, 2H), 3.90 (s, 2H), 3.50-3.60 (m, 2H), 3.10-3.25 (m
, 2H), 2.27 (m, 1H), 2.10-2.20 (m, 2H), 1.70-1.90 (m, 2H), 1.20 (t, 2H) :

MS (+ve ESI1) : 618 (M+H)™,

MS (-ve ESI) : 616 (M-H)~.

Ooo0oo0o0oOooao

0000000000000 -tert-000 2-{4-[({4-[(5-{2-[(2,3-000000000)
000]-2-000000H-00000-3-00)I00]00000-7-003100)0
0o00oooo0-1-00yyY0OooDODDOoOoOoDODOoODOOoOOoODODDODOOoOO0Oao

oooooao

Da)d7-(0000000)I0000-4(3H)-00 (4.00g,15.900000)1 000000
25mDHO0 0 000ODDOOODDDOOODDDOOODDODDODOOODDODOOCC@O.IMDODOOOad
gogooos8suilpooodoDooodoD oo boDboo o oDbobuoooboooodad
0odooooooooooooDE@E2mh0ooo0oooDoo0ooooooooooag(
zomhHO O ODODODDODDODOS5-000-1H-0D0DDO0O-3-0000 (2.27g,15.900 0 0)H)0 001
0o0oo0oooOogoeocnD2.50 000 00000DDOOOODDOOODODOOOO oombO
0o0o0oDoo0o0ooDoDoDooooDoooooDoDooooDoDo0 GHA{[7-(coooooo)od
000-4-00]00031H-00000-5-00)00(3.92g,00600)0 00000000
ooon
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TH-NMR (DMSO dg) : 12.70 (br s, 1H), 8.75 (s, 1H), 8.70 (d, 1H), 7.57 (m, 2H), 7
.35-7.50 (m, 4H), 7.30 (s, 1H), 6.70 (s, 1H), 5.35 (s, 2H), 3.70 (s, 2H) :

MS (+ve ESI) : 376 (M+H)™,

MS (-ve ESI) : 374 (M-H)~.

Ooooao

b0 2,3-0 00000000 (1.449,11.60 000)0 GB-{[7-(C00O0000)IDODO
0-4-00]00031H-00000-5-00)00 (3.829,9.300000)I 000000
¢dombhHhoOooOooODoDoODOoDODOoOoDOoODOoOOOoOoDoODoDoODOoODODOOoODODOOOO (1.00ml,11.60
0OO0)H)ooDoDoDOoOooooDoDOoooODDODOoD1OoOOo0OooDoDODoDOooonOooOoDODDODOOoOODaD
ooooDoo@.5mMHDOo0oDo0D0o0oooD1moDo000o0DoDo0Do0o0o0DbOoDooooDoDoOoan
gz OO0 ODODODO0ODO0DO0ODDDODODO0OOdOO0DOoDOOoOOoOoDoODODOoOOoOoDoDDODOoOOoOooDoOoOoOoad
00000000 2-GB{[7-(C00O0000)I0O0O00-4-00]100031H-0000

5-00)-N-(2,3-000000000)000000(4.90g,00100%)0 000000
Oo0oooo)oooooao

TH-NMR (DMSO dg) : 11.30 (s, 1H), 10.30 (s, 1H), 8.80 (s, 1H), 8.70 (d, 1H), 7.8
0-7.80 (m, 1H), 7.50-7.60 (m, 2H), 7.35-7.45 (m, 5H), 7.30 (s, 1H), 7.10-7.20 (
m, 2H), 6.80 (s, 1H), 5.40 (s, 2H), 3.90 (s, 2H)

MS (+ve ESI) : 487 (M+H)™,

MS (-ve ESI) : 485 (M-H)~.

ooooon

Oc)D 00000000 @sMDI2-G{[7-(0000000)I0000-4-00]000%
-lH-00D0O00-5-00)-N-(2,3-000000000)I00000(4.90g,9.30000 0

Yo ooooopooooeooDoD4oDDOOODDODDODODODODDDODODODOODDODDODOOODDDOOO
0000000 o0oDoooooooooooDE@GomMHhoooooboDooooDoooooao
oodoooooooDoooo@oomphoooopoDoDOooooDoDOoOoooDoDooooooad
0000000 o0DDoD0oOO0O0o0ooDDoDO0OON-Q,3-00000D0DD00O0O)-2-{3-[(7r-000n0ano
00000 -4-00)000]-1H-00D00OO-5-003000O00(3-60g,0097%0 0 0O
oooooooaoao

TH-NMR (DMSO dg) : 12.50 (br s, 1H), 10.30 (s, 1H), 8.70 (s, 1H), 8.60 (d, 1H),
7.70-7.80 (m, 1H), 7.30-7.40 (m, 2H), 7.10 (d, 1H), 7.00 (s, 1H), 6.80 (br s, 1
H), 3.80 (s, 2H)

MS (+ve ESI) : 397 (M+H)™,

MS (-ve ESI) : 395 (M-H)~.

Ooooooao

OdON-(tert-0 000000000000 -4-0000000 (1.63g,7.580000)

0o0ooDoooooO@-4omt,10.00000H)000000D0ODO0OO0O00OE@GSmMDHOOOOO

0000D0O0ooo0O0oo0DDODO0OO0oO0DDOOn0OEe4ang,7.580000HO000O0O0DO0O0OO

godoobi1000O0b0oO00oDoODoODOo0oOoDoODOOoOoOo0DOoDoDoOOoOooDoODooOooDoDooOoOoao

I 1 I I I 6 6 A 6 R R A A M A

0

0

0

a

oo ooooogogoog

D00 @MDOOO00O0ON-(,3-000000000)2-{3-[(7-000000000
4-00)000]-1H-00000-5-0031 00000 (2.00g,5.070000)1 000
00 (1.39g,10.00 00 0)000O0000O00070001600000000000000
000000000000 000O0000O0000000000(@@OO0000O00o00
50 000 0000)I0DC0ODO000O0O0tert-00 0 4-[({4-[G-{2-[(2,3-0 00000
00O0)IO0O0]-2-0000003IH-00000-3-00)000]100000-7-00730
00)IOO0]00O00O0-1-0000000000(1.119g,0038%)0 000000000
O
TH-NMR (DMSO dg) : 12.50 (s, 1H), 10.30 (d, 2H), 8.60-8.70 (m, 2H), 7.70-7.80 (m
, 1H), 7.30-7.40 (m, 4H), 6.90 (s, 1H), 4.00-4.10 (m, 4H), 3.90 (s, 2H), 2.80-2.
90 (m, 2H), 2.00-2.10 (m, 1H), 1.80-1.90 (m, 2H), 1.50 (s, 9H), 1.30-1.40 (m, 2H
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) -
MS (+ve ESI) : 594 (M+H)™,
MS (-ve ESI) : 592 (M-H)".
0Doo0o0oo
0 e)d tert-0 0 0 4-[({4-[(5-{2-[(2,3-0 0 0000000)IO00]-2-000000 }-
1H-00000-3-00)000]00000-7-003000)000]100000-1-000
0000000 (1.119,1.8970 0 00)0 0000000 @mIDIOCODO000O0O00O0(
sm) 00000000000 O0O0D0OO0300000000000000000000000
DO0DOOHPLCOOOOOOOOOHPLCODOOODOOOODOOOODOOOOOOO20%0 0
0000000000000 0O00D00O0O0N0D0OOONONOOONONOoDOoODONooOoOooOooaO
000000000000 00D0:00000@:9)I00000000000000onO
000O000O0O0O0ON-(2,3-000000000)-2-GBA{[7-(00000-4-000000
Y@ OOOO-4-00]100031H-00000-5-00)00000 0 (612mg,0 O 66%)0 O
0DoO0O0O00O0O0O0O0O00
TH-NMR (DMSO dg) : 12.40 (s, 1H), 10.20 (br s, 2H), 8.50-8.60 (m, 2H), 7.70-7.80
(m, 1H), 7.00-7.20 (m, 4H), 6.70 (br s, 1H), 4.20 (br s, 1H), 4.00 (d, 2H), 3.9
0 (s, 2H), 3.10-3.20 (m, 2H), 2.90-3.00 (m, 2H), 1.90-2.00 (m, 1H), 1.70-1.80 (m
, 2H), 1.20-1.30 (m, 2H)
MS (+ve ESI) : 494 (M+H)™,
MS (-ve ESI) : 492 (M-H)".
0Doo0Oo00oo
OFfDtert-01 000000000000 O0000000O0 (324mg,1.860 0 0 O )O N-(2,
3-000000000)2-GB{[7(00000-4-000000)10000-4-00700
0}1H-000O00-5-00)000000 (612mg,1.240 000 )00 0 000 (0.42ml,7.4
DoO0O0)0O0O0oOo@mDOOODODCOODODODOO@omMDIOIODODCOODONDODOODOOO
0000000000000 (392mg,1.860 0 00)I 0000000000000 O0 180
000000000000 00000000000000O0 (392mg,1.860 0 O O )0 tert
-0000000000000D00000000(324mg,1.860000)0 0000000
0010000000000 00000000000BiotagedOMI 0D D OO0 OODO0ODO
00000000000 000000:0000000(7:93) 00007.0N00000 :0
0000 @:99)I 0000000000000 0N0N0N0N00DN0ND0O0OO002-{3-[(7-{[1
—@{[tert-0 00 O000)IO00]0003WO00)IOO0O0O0-4-00]100007300
000-4-00)000]-1H-00000-5-003-N-(2,3-000000000)10000
0 (4lomg,0 051%)0 00000000000
TH-NMR (DMSO dg) : 12.40 (s, 1H), 10.15 (s, 1H), 10.10 (s, 1H), 8.50 (s, 1H), 8
.45 (d, 1H), 7.60-7.70 (m, 1H), 7.00-7.20 (m, 4H), 6.70 (s, 1H), 3.90 (d, 2H), 3
.70 (s, 2H), 3.60 (t, 2H), 2.80-2.90 (m, 2H), 2.40 (t, 2H), 1.90-2.00 (m, 2H), 1
.70-1.80 (m, 3H), 1.20-1.30 (m, 2H), 0.80 (s, 9H), 0.00 (s, 6H)
MS (+ve ESI) : 652 (M+H)™,
MS (-ve ESI) : 650 (M-H)~.
0Ooo0o0o0oo
)0 2-{3-[(7-{[1-Q-{[tert-0 00 ((CO0O00)IO0D0]0003¥YO0O0)OODOO-4-
0]J00003WO0000-4-00)IJ007]-1H-00000-5-003-N-(2,3-00000
DOO0O0)IOC0ODO0D0(410mg,0.630 0 00)IDOCOODODOCOOOD@MDIOOODOON
O0-n-000000000C@O0O000000001.0N00O0.69m1,0.690 000 )00
00000000 000180000000000000000000000-n-0
0O0000(.690000)0200000000000000000000000
OBiotage40SO 0 0 000000 ODO0ODCOODO0DOCOODODDOCOODODDOOOOOO :0
0O0O0(5:75)00007.0000000:00000(:99000000000001
N-(2,3-000000000)-2-{3-[(7-{[1-(2-00000000)00000-4-0

O

Ooo0oooQgogao
OO0Oo0ooodg
O 0Oooo
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00000 OOO0OO0-4-00)000]-1H-00000-5-003¥1 00000 (258mg,0
O76%)0 00 000D000O0OOO

TH-NMR (DMSO dg) : 12.30 (s, 1H), 10.30 (br s, 1H), 8.50 (br s, 2H), 7.76 (m, 1H
), 7.10-7.40 (m, 4H), 6.90 (br s, 1H), 4.40 (br s, 1H), 4.10 (d, 2H), 3.80 (br s
, 2H), 3.40-3.50 (m, 2H), 2.90-3.00 (m, 2H), 2.50 (t, 2H), 2.00-2.10 (m, 2H), 1.
70-1.80 (m, 3H), 1.30-1.40 (m, 2H) :

MS (+ve ESI) : 538 (M+H)™,

MS (-ve ESI) : 536 (M-H)".

Oooooo
Oh)ION-(2,3-000000000)-2-{3-[(7-{[1-2-00000000)I0000-4-
000000 OO0OO00-4-00)0007]-1H-00000-5-0031 00000 (235mg,
o400 00)H)ODODODODOODDODDOODODDDOOODeCO0ODDDOOODDOOODODRDO
O0-tert-0 00 2-{4-[({4-[G-{2-[2,3-0 000000 DOo)Y0oOo]-2-0000ooO

}-lH-OODODODO-3-00)J0dDO0DJjuoooo-7-00Yyoo)H)ooo]jooooo-1-00 %
0o0oooooo0n0@32mg,0 0730 0000000000

TH-NMR (DMSO dg) : 12.30 (s, 1H), 10.20 (d, 2H), 8.40 (br s, 2H), 7.60-7.70 (m,
1H), 7.30-7.40 (m, 4H), 6.80 (br s, 1H), 4.05 (d, 2H), 3.92 (m, 2H), 3.80 (br s,
2H), 2.80-2.90 (m, 2H), 2.50 (t, 2H), 2.00-2.10 (m, 2H), 1.60-1.70 (m, 3H), 1.4
0 (s, 18H), 1.20-1.30 (m, 2H) :

MS (+ve ESI) : 730 (M+H)™,

MS (-ve ESI) : 728 (M-H)".

gooobono
0D0D0028-03000000028-0000002-[[B3-(4-IG-{2-[2,3-00 00000
00)000]-2-0000003¥1H-00000-3-00)0007-00000-7-0073%10
00000 OoO0))Ioonjljooo-000

OO0 (tert-0 O O0))2-[B-({4d-IG-{2-[.3-00opn00ooooohYyooo]-2-00o0od
0}1H-00O0O00-3-00)000]-00000-7-003¥00)I000]JOO0O)YIDO
0o o0ooooooon@Bo2mg,0.4220 000D 00D DO0DOODDODDODOOODODOOOOL™
000000000000 o0o0D0oOo3000000a028(300mg,00 1000 0000000
Oooo

1H-NMR (DMSO dg) : 12.00 (s, 1H), 10.30 (s, 1H), 8.90 (d, 1H), 7.65-7.75 (m, 1H)
, 7.50-7.60 (m, 2H), 7.10-7.25 (m, 2H), 6.70 (s, 1H), 4.35 (t, 2H), 4.20-4.30 (m
, 2H), 3.90 (s, 2H), 3.40-3.50 (m, 2H), 3.25-3.35 (m, 2H), 3.10-3.20 (m, 2H), 2.
20-2.40 (M, 2H), 1.30 (t, 3H) :

MS (+ve ESI1) : 606 (M+H)™,

MS (-ve ESI) : 604 (M-H)".

ogooooao

000000000000o (tert-00 0)2-[[3-{4-[G-{2-[(2.,.3-0 00000000

YlODO]-2-000000}H-0DOODO0OO-3-00)00]-00000-7-003¥00)
ooo0oj@oo)ooljooooooDoooooDUoooDoooooDOoo

gooooao
Da)l2-000-4-00000000@5g,950000)02-000000000Q7m)O
0000000000000 00(0.13g,193 4000 0)000D00O0O00Oi18s80000O
0000000000000 o0D0D00o0DDDoD00o0Do0DD0D0oO0oo0DDbODoDOO0O0ODn (0-01N,250ml

Yoooooooooooooooooooooooooooooooooooy-000
000000 -4@H)-0 00000000 DODODO0.35g,0065%)000000

TH-NMR (DMSO dg) : 12.32 (br s, 1H), 8.19 (dd, 1H), 8.14 (s, 1H), 7.45 (dd, 1H),
7.39 (m, 1H)

MS (-ve ESI) : 163 (M-H)~,

MS (+ve ESI) : 165 (M+H)™.
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0Doo0o00oo

Ob)J1,3-0 0000000 (7.89,3650 00 0)1 0000000000 (7omI)IO0
Do0O000O0O00D0O0O00(14.69,3650000)000007-000000000-4(3H)
-00(10g,60.90 00 0)I00000O00D00O000060000000 110003000
00000000 O00o0O0DOOODOEeomDIOODONOOOpHS.90 00000000
000000000000 000O0000O0000O000000000007-(@-000
000000 O0)IODO0OO00-4@H)-0000000 (12.41g,0092%)0 0000 O
TH-NMR (DMSO dg) : 11.90 (br s, 1H), 8.04 (s, 1H), 8.00 (d, 1H), 7.10 (m, 2H), 4
.17 (t, 2H), 3.58 (t, 2H), 1.92 (m, 2H) -

MS (+ve ESI) : 221 (M+H)™.

0Doo0o00oo

c)07-(3-0000000000)I00O00-4(3H)-00 (10.59,47.70000)000
00 @@ooml,1370 0 00)I00O0O0000O0000OO00DO0@mDIOOOODO0DON
850 010 0 0000000000000 0000000D000D0OD0O0DOoOONONOoaon
0000000000000 00D00000O00000000000000000
000000000000 000O0000000000000000000000
0000000000000 0D0D000D0OO0O0O00OO0O0ON0OOONONoDOoonOooooaO
0000000000000 0C0D0O000O0O000O0O0000O000O0O0O0OoGoaO
0-7-(3-00000000)I0000000000O0000O0(8.59,00 70%)0

O

O Ooooo

O
O
O
O
O
O
-0
O

OdOoOoOoooogoag

O

TH-NMR (DMSO dg) : 13.25 (br s, 1H), 8.34 (s, 1H), 8.06 (d, 1H), 7.17 (m, 2H), 4
.21 (t, 2H), 3.83 (t, 2H), 2.23 (m, 2H) -

MS (+ve ESI) : 257, 259 (M+H)™.

Ooo0oQ0oO

OdD4-000-7-(3-00000000)00000(2.59,9.720 000 )0 (3-00 0 -1H
-00000-5-00)00(1.379,9.720000)0 0000000000 (25m)0 000
AMDHCIDODOOOODOD (1.25m1,4.80 00 0)0 00000000090 040
0000000000000 0E@smMDOOCOCOO0O0ONO0ONONDNDONDONDOOoOoOO
O00pH4.90 0000000000000 COOH30O0O00000000O0O
0000000000000 pHI200000000O000pHD OO O pH4.80 O
0000000000000 0000000)I00O00O0000D0DOOoOoOO
0000000000 @E{[7-B3-00000000)I0000-4-007000%
000-5-00)00000000(2.88g,0082%)0 00000

TH-NMR (DMSO dg) : 12.60 (br s, 2H), 10.78 (br s, 1H), 8.65 (s, 1H), 8.60 (d, 1H
), 7.26 (d, 1H), 7.22 (s, 1H), 6.67 (s, 1H), 4.28 (t, 2H), 3.83 (t, 2H), 3.67 (s
, 2H), 2.24 (m, 2H) :

MS (-ve ESI) : 360, 362 (M-H)~,

MS (+ve ESI) : 362, 364 (M+H)*.

OooooQooO

0e)d B-{[7-(3-00000000)I0000-4-00]00031H-0000 0 -5-00)
00 (2.70g,7.460 00 O0)IDODOO@mMDOCOODODO0O0O00ODODDD2,3-000000
000 (1.159,8.950 0 0 0)I 000000 COCOOO0O0O00000O0O0OOOOO (1.14
g.7.460 00 0)I000O0OCOCCOO0O0D0D000010000000000D00000000
0000000000000 0C@.5mMDO0OC0O00000O00NDN4.50000000000
00000000 :0000@oom=:37mDOC 000180 00000000000 000
000000000000 0000(%,15mD0000000000000000000
0000000000000 00000002-GB-{[7-(3-00000000)I0000O-
4-00]J000¥IH-00000-5-00)-N-(2,3-000000000)0000000
000000 (3.159,008%)0 00000

TH-NMR (DMSO dg) : 10.64 (br s, 1H), 10.27 (s, 1H), 8.60 (s, 1H), 8.55 (d, 1H),

OooOooo0oogoao
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7.70 (m, 1H), 7.20 (m, 6H), 6.68 (s, 1H), 4.27 (t, 2H), 3.83 (m, 4H), 2.25 (m, 2
H) :

MS (-ve ESI) : 471, 473 (M-H)~,

MS (+ve ESI) : 473, 475 (M+H)™.

gooobono

OPHO2-B{[7-G-0 0000000 I0OO0O0D-4-001]10003¥1H-00 00 O -5-0
0)-N-(2,3-000000000)I00000(300mg,0.6340 00 0)00 000000

210mg,1.270 0 00)I 0000000 @EmDOODO0O02-(0O00000)I0O000 (226mg
,2.540000)00000500072000000000000000000000m)O
OO0OOBiotageD 040S0 000000000000 ODDOOODODDOOODODOOODODOOO
00000000000 :00000(:1)J0000000000:00000:0000
0(:1:0.8)0 00000000 O0ON-(2,3-000000000)-2-{3-[(7-{3-[0 00 (
2-00000000)I0O0]00000300000-4-00)0007]-1H-00000 -5-
003 OO0ODO0DODO0D0O0O0000O000 (A81mg,0 054%)0 00000

TH-NMR (DMSO dg) : 12.35 (s, 1H), 10.25 (s, 2H), 8.52 (s, 2H), 7.71 (m, 1H), 7.1
6 (m, 4H), 6.78 (s, 1H), 4.33 (t, 1H), 4.17 (t, 2H), 3.84 (s, 2H), 3.43 (m, 2H),
2.60 (t, 2H), 2.49 (m, 4H), 1.88 (m, 2H), 0.96 (t, 3H)

MS (-ve ESI) : 524 (M-H)~,

MS (+ve ESI) : 526 (M+H)™.

oooooo

OgUON-,3-0 0000000 d)-2-3-[(7{3-[0c0o0Do0oooooooo)ooao]
ooooo0y»»-oooDO0-4-00>)I1O00]-H-ODODOOO-5-003000000((3872mg,0.
71000 0)000Q0O00DO0O0DO0ODU0DO0DDOOO0DO0Oec0DUIDDODOODODODODOD
O (tert-0 0O O )2-[[B3-({4-[G{2-[(2,3-0 000 pOoOooDDO)Y0O0OD]-2-000000 %}
-lH-00000-83-00)00]-00000-7-003}Y00O)YOOooOO]JQOOHYoDDO]
000000000 @odamg,0 060D O ODOOODOODODOO

TH-NMR (DMSO dg) : 12.30 (s, 1H), 10.20 (d, 2H), 8.60-8.70 (m, 2H), 7.70-7.80 (m
, 1H), 7.05-7.25 (m, 4H), 6.80 (br s, 1H), 4.20 (t, 2H), 3.80-3.90 (m, 4H), 2.60
-2.70 (m, 4H), 2.40-2.50 (m, 2H), 1.80-1.90 (m, 2H), 1.40 (s, 18H), 0.95 (t, 3H)

MS (+ve ESI) : 718 (M+H)™,

MS (-ve ESI) : 716 (M-H)".

OoDoooo
oooo2o-0300000002-0000002-TB3-{4-I[G-{2-[,3-0000000
OoH)YoooJ-2-0000003¥1H-00000-3-00)000]-00000-7-0073%30
OH)YooooJ@ooooo)yonojooo-00a0

00 -tert-0 0 0 2-[[B-({4-[G-{2-[,3-00DD0 00000 Oo)Y0og]-2-0ocoooOoa0n
}-1H-OOOOD0O-3-00)ooo]jJ-ocoooDoO-7y-0O}WOOHYDOoooJoooooao)
0000 oo0oooDoooDO@72mg,0.510 0 0 0) 0000000 O0DOOoODO0DOoODOooODDO1n
0000000000000 O0O000o30OD0000029(B42mg, 0 092900 00000
OoDooao

TH-NMR (DMSO dg) : 12.00 (s, 1H), 10.30 (s, 1H), 8.90 (s, 1H), 8.80 (d, 1H), 7.6
0-7.70 (m, 1H), 7.40-7.50 (m, 2H), 7.10-7.20 (m, 2H), 6.70 (s, 1H), 4.40 (t, 2H)
, 4.20-4.30 (m, 2H), 3.90 (s, 2H), 3.70-3.80 (m, 1H), 3.40-3.50 (m, 2H), 3.20-3.
30 (m, 2H), 2.30-2.40 (m, 2H), 1.35 (d, 6H)

MS (+ve ESI) : 620 (M+H)™,

MS (-ve ESI) : 618 (M-H)".

OoDoooo

OD0DO0O00000O0DO0O00O-tert-000 2-[B3-({4-[G-{2-[.,3-00nDOoooooOo)
ooo]l-2-0 000003 1H-00000-3-00)Jd0O0O]J-0000O0O0-7-003000)HO
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0o0oooooo)oo]joooooooooDooooooDoooooao
OoDoooo

Da)d2-(C00D000CDOOODYMIODODOO(@62Mmg,2.540 0000000000 DODOO
0ooooOo22f0000000000O0OO0OOOOON-,3-000000000)-2-{3-[
(7-{3-[000000E-00000000)ID0D0]00000}O0000-4-00)00
O1-1H-00000-5-003Y 0000000000000 D0OO0ODO@82mg,0 053%0 00O
oo

1H-NMR (DMSO dg) : 12.35 (s, 1H), 10.20 (s, 1H), 8.50 (s, 2H), 7.71 (m, 1H), 7.2
0 (m, 4H), 6.78 (s, 1H), 4.29 (br s, 1H), 4.19 (t, 2H), 3.85 (s, 2H), 3.38 (dt,
2H), 2.88 (m, 1H), 2.55 (t, 2H), 2.45 (t, 2H), 1.82 (m, 2H), 0.93 (d, 6H) :

MS (-ve ESI) : 538 (M-H)~,

MS (+ve ESI) : 540 (M+H)™.

oOoDoooo
Ob)ON-(2,3-000000000)-2-B-[(7-{3-[000000(-00000000)0
00000000000 -4-00)000]-1H-0000D0-5-00300000 414
mg,0.770 00 O0O)HYO0ODO0ODODODDODODDUOOODODODODODDeEcODOOODODODDODDODDOO
000 -tert-0 0 0 2-[[3-({4-[G-{2-[(2,.3-0 0 0000000)I00]-2-00000
01H-0DODODDODO0O-3-00)000]-00000-7-003¥O00HXI0OO0DCOOOOO
OO0 o000 0DO0DO @7d4mg,0 0670 0000000000

TH-NMR (DMSO dg) : 12.40 (s, 1H), 10.20 (d, 2H), 8.50-8.60 (m, 2H), 7.60-7.80 (m
, 1H), 7.10-7.30 (m, 4H), 6.80 (br s, 1H), 4.15-4.25 (m, 2H), 3.80-3.90 (m, 4H),
2.85-3.00 (m, 1H), 2.50-2.65 (m, 4H), 1.80-1.90 (m, 2H), 1.40 (s, 18H), 1.00 (s
, 3H), 0.98 (s, 3H) :

MS (+ve ESI) : 732 (M+H)™,

MS (-ve ESI) : 730 (M-H)".

Oooooo

000030-03000000030-0000003-{[3-{4-[G-{2-[(2,3-0 000000
00)l00]-2-0000003H-00000-3-00)000]100000-7-003%10
O)D0O0D]J000¥-3-000000-000

O0-tert-0 00 3-{[3-({4-[G-{2-[(2,3-0 00000 OopDOo)YoOo]-2-0o0ouooao

}-H-0O0OOO-3-00)I00]00000-7-00300)I000]0007¥3-000
000000000 @oomg,0.670 0000 00D0DDO0OOODODDODOOODODOOI1IO000
0000000000000 O0O3000D0D0O0D30@somg, 0099wy 0oooooooao
ogoogoao

TH-NMR (DMSO dg) : 12.00 (s, 1H), 10.35 (s, 1H), 9.20 (br s, 1H), 8.90 (s, 1H),
8.80 (d, 1H), 7.72 (m, 1H), 7.50 (d, 2H), 7.40 (s, 1H), 7.20-7.30 (m, 2H), 6.70
(s, 1H), 4.30 (t, 2H), 3.90-4.00 (m, 2H), 3.85 (s, 2H), 3.10-3.20 (m, 2H), 2.20-
2.30 (m, 2H), 2.00-2.10 (m, 2H), 1.40 (d, 6H) :

MS (+ve ESI) : 620 (M+H)™.

MS (-ve ESI) : 618 (M-H)".

gooooao

0000000000000 -tert-0 00 3-{[3-({4-[G-{2-[(2,3-0 0 00D0D0000)

ooo0l-2-00000031H-00000-3-00)I000J000ODO0O0-7-003000)0

0000 oo03y-3-0000000o0DD0o0o0oboDO0oDO0ooboDboooooan

0

O

O

ooooo
a)d3-000-3-000000-1-000(65myg,6.360000)00000000000
D000002f0000000000000000N-(2,3-000000000)-2-{3-[

(7-{3-[(3-00000-1,1-00000000)I00]0000030000-4-00)0

00]-1H-00000-5-003 0000000000000000 (450mg,0 O 39%)0 O

0oo0dO
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TH-NMR (DMSO dg) : 12.40 (s, 1H), 10.20 (br s, 2H), 8.60-8.70 (m, 2H), 7.70-7.80
(m, 1H), 7.25-7.35 (m, 4H), 6.80 (br s, 1H), 4.20 (t, 2H), 3.90 (s, 2H), 3.60 (

t, 2H), 2.70 (t, 2H), 1.90-2.00 (m, 2H), 1.50 (t, 2H), 1.00 (s, 6H)

MS (+ve ESI) : 540 (M+H)™,

MS (-ve ESI) : 538 (M-H)".

OoDoooo

Ob)ON-,3-0 0000000 0)-2-3-[(7"-{3-[-0000O0-1,1-000O0O0DO0Oa0

Y oojJjuooooypwoooDo-4-00H)OOO]-H-ODOOOO-5-003F000O00O00OC

12mg,0.380 0 00000 O0DOOODODDODODODODODODeGCOODOODDOODOODODDODOGO
0000 -tert-0 00 3{[B-({4-[G-{2-[,3-0 000000 O0Oo)YdOOo]-2-0000 10
0o0}¥1H-OUOOO0OD0O-8-00)oOoGooooo-7-0O3YYOO)HODODODO]OD OO 3-3-0
OD0DO0O00O000O0DO0O@odmg,0 07290 000000000000

TH-NMR (DMSO dg) : 12.40 (s, 1H), 10.20 (d, 2H), 8.50-8.60 (m, 2H), 7.65-7.75 (m
, 1H), 7.20-7.30 (m, 4H), 6.80 (s, 1H), 4.30 (t, 2H), 3.90-4.00 (m, 2H), 3.85 (s
, 2H), 2.70-2.80 (m, 2H), 1.90-2.00 (m, 2H), 1.60-1.70 (m, 2H), 1.40 (s, 18H), 1
.10 (s, 6H) :

MS (+ve ESI) : 732 (M+H)™,

MS (-ve ESI) : 730 (M-H)".

Ooooao

00031-03000000031-0000002-{@2S)-1-[3-({4-I[G-{2-[(2,3-0 00O 20

ooooDo)YOoo]-2-0000003-1H-00000-3-00)0007J-00000 -7-

Oy oo)H)oooo]Jooooo-2-003Yy100-000

O (tert-0 O O )2-{@S)-1-B3-({4-LG{2-[2,3-0 0D 0OoOoOoooo)0noO]l-2-00

0

0

0

0

00}-1H-00000-3-00)000]1-00000-7-003000)I000]000
-2-0 03 00000000 (204mg,0.270 0 00) 000000000000 O000
1000000000000000003000000031(198mg,0 0 97%)0 0 00
ooooooooo

TH-NMR (DMSO dg) : 12.00 (s, 1H), 10.80 (s, 1H), 10.50 (s, 1H), 8.95 (s, 1H), 8.
80 (d, 1H), 7.60-7.80 (m, 1H), 7.50 (d, 1H), 7.40 (s, 1H), 7.20-7.30 (m, 2H), 6.

O Oo0oo0ooojojg oo

70 (s, 1H), 4.35 (t, 2H), 3.90-4.00 (m, 1H), 3.85 (s, 2H), 3.60-3.70 (m, 1H), 3. 30
30-3.50 (m, 2H), 3.00-3.25 (m, 2H), 2.20-2.40 (m, 4H), 1.90-2.10 (m, 3H), 1.70-1
.80 (m, 1H) :

MS (+ve ESI) : 632 (M+H)™,

MS (-ve ESI) : 630 (M-H)".

00000

000000000000 (tert-0 00 )2-{(2S)-1-[3-{4-[(5-{2-[(2,3-0 000 O
000)I00]-2-000000H-00000-3-00)I00]1-00000-7-00%
0O0)000OC0]00O0O00-2-003¥O00000000000000000000

00000

a)d (28)-2-(2-0 0 000000)I00D00(73Img,6.360000)00000000 40
0O000000002f0000000000000000N-(2,3-000000000)-
2-{3-[(7-{3-[(2S)-2-(2-0 0000 000)I0D0O0O0-1-00]00000300000
-4-00)000]1-1H-00000-5-003 0000000000 (260mg,0 0 22%)0 0 O

000

TH-NMR (DMSO dg) : 12.30 (s, 1H), 10.20 (s, 2H), 8.40-8.70 (m, 2H), 7.70-7.80 (m

, 1H), 7.10-7.30 (m, 4H), 6.80 (br s, 1H), 4.30-4.50 (m, 1H), 4.20 (t, 2H), 3.80
-3.90 (m, 2H), 3.30-3.50 (m, 2H), 3.10-3.20 (m, 1H), 2.90-3.00 (m. 1H), 2.30-2.4

0 (m, 1H), 2.10-2.20 (m, 1H), 1.90-2.00 (m, 1H), 1.75-1.85 (m, 3H), 1.68 (m, 1H)

, 1.50-1.60 (m, 2H), 1.30-1.40 (m, 2H) :

MS (+ve ESI) : 520 (M+H)™, 50

OoOoo0ooodg



(95) JP 2009-46514 A 2009.3.5

MS (-ve ESI) : 550 (M-H)~.

ooooon

Ob)ON-(2,3-000000000)-2-{3-[(7-{3-[(29)-2-(2-0 0 000000)000O
0o0-1-00j0ooood0y»o0000-4-00)H)00OO0]-H-ODOO0O00O0-5-003000O
00 @12mg,0.380 0000 DO O0DOODDODDOOODDOOODecO00ODODOOOOOGO
0000000 (tert-0 0 0 )2-{(29)-1-[3-({4-[(5-{2-[(2,3-0 00000000 )YIO
0]-2-00000031H-00000-3-00)100]1-00000-7-003000)000
0o o0ooooD-2-003}YY00000000 O4mg, 007290 00000000000
TH-NMR (DMSO dg, 373K) : 12.00 (s, 1H), 9.90 (s, 2H), 9.80 (s, 1H), 8.50 (s, 1H)
, 8.40 (d, 1H), 7.70-7.80 (m, 1H), 7.20-7.30 (m, 4H), 6.70 (br s, 1H), 4.30 (t,

2H), 3.90-4.00 (m, 2H), 3.80 (s, 2H), 3.00-3.10 (m, 1H), 2.40-2.50 (m, 1H), 2.20
-2.30 (m, 1H), 1.80-2.00 (m, 4H), 1.70-1.80 (m, 2H), 1.62 (m, 1H), 1.40-1.50 (m,
1H), 1.40 (s, 18H), 0.90-1.00 (m, 1H) :

MS (+ve ESI) : 742 (M+H)™,

MS (-ve ESI) : 740 (M-H)".

ooooon
000032-03000000032-000000{CR-1-[3-({4-[(G-{2-[(2,3-0 000
Ooo0o0o)ooo]-2-0000003F1IH-00000-3-00)d007-00000-7-0

I000)000]J00000-2-003¥00-000

0 (tert-0 O 0 ){CR)-1-[3-({4-[(5-{2-[(2,3-0 0 0000000)I00]-2-000
0031H-00D0D00-3-00)000]1-00000-7-003¥00)0000]J0000
2-003y 00000000 @B55mg,0.4900 00000 0O0DODODOOODODODOOO0OGO
1000000000000 00D0DO3000000032(355mg,00 1000 0000
Ooo@obobooooobo)ooooodd

TH-NMR (DMSO dg) : 12.00 (br s, 1H), 10.40 (s, 1H), 8.93 (s, 1H), 8.82 (d, 1H),

7.68 (m, 1H), 7.40-7.50 (m, 2H), 7.15-7.25 (m, 2H), 6.75 (s, 1H), 4.35 (t, 2H),

4.10-4.30 (m, 1H), 3.92 (s, 2H), 3.81 (m, 1H), 3.55-3.70 (m, 2H), 3.27 (m, 1H),

3.18 (m, 1H), 2.10-2.35 (m, 4H), 1.85-2.10 (m, 3H), 1.75-1.85 (m, 1H) :

MS (+ve ESI) : 618 (M+H)™.

ooonoao

OD0D0000D0O0000D0 (tert-0 0 0 ){RR)-1-[3-({4-[(5-{2-[(2,3-0 0000 DO
0O0)oDO0]-2-000000H-00000-3-00)0007]-00000-7-00 130
OH)YooooQuoooo-2-00yO0OODODODODODODDODODOOODDODODOOODODO
oggdooao

alDb-000000@57mg,2.540 0000000 OOODODOOOODOOOORDO28F0
0000000000000 O0ON-(2,3-000000000)-2-{3-[(7-{3-[(2R)-2-(2-
oo0ooooo)H)ooooD-1-00J000003¥-0OO0OO00DO-4-00)0007-1H-O00
00-5-003W 000000000000 o6mg,0060)000000

TH-NMR (DMSO dg) : 11.60 (br s, 7H), 10.25 (s, 1H), 8.52 (m, 2H), 7.75 (m, 1H),

7.16 (m, 4H), 6.67 (s, 1H), 4.22 (t, 2H), 3.84 (s, 2H), 3.50 (d, 2H), 3.35 (m, 1
H), 3.28 (m, 1H), 3.07 (m, 1H), 2.86 (m, 1H), 2.72 (m, 1H), 2.05 (m, 2H), 1.95 (

m, 1H), 1.60-1.90 (m, 4H)

MS (-ve ESI) : 536 (M-H)~,

MS (+ve ESI) : 538 (M+H)™.

gooooao

Ob)ON-(2,3-000000000)-2-{3-[(7-{3-[(2R)-2-(2-0 0 000000 )DOCO
0o0-1-00]J0 0000 y»»~0DODOOO-4-00)H0OD0O]-H-DO0O0O00O-5-003Y00003
00 @37mg,0.810 000000 O0DO0DO0DODDODODODODDODOODe6cO00ODOOOOOAO
0000000 (tert-0 0 0){(2R)-1-[3-({4-[(5-{2-[(2,3-0 000000 00)I00

1-2-00000031IH-00000-3-00)I00]-00000-7-00300)J0O00

O 0Oo0ooolol|lo

Ooooooogoo
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Jooooo-2-003¥W O000O0O0O0DO0D0OCESMg,0060O0O0O0O0O00OO0O0O00O0OD0OO
TH-NMR (DMSO dg) : 12.30 (br s, 1H), 10.20 (s, 2H), 8.50 (s, 2H), 7-68 (m, 1H),

7.10-7.20 (m, 4H), 6.78 (br s, 1H), 4.15 (t, 2H), 3.80 (m, 3H), 3.65 (m, 1H), 3.
10 (m, 1H), 2.93 (m, 1H), 2.64 (m, 1H), 2.19 (m, 1H), 1.80-1.95 (m, 3H), 1.68 (m
, 2H), 1.60 (m, 1H), 1.33 (s, 18H) :

MS (-ve ESI) : 728 (M-H)~,

MS (+ve ESI) : 730 (M+H)™.

gooooao
00D0033-03000000033-0000002-[[B-(4-IG-{2-[2,3-00 00000
00)00D0]-2-00000031H-00000-3-00)0007-00000-7-003%10
000D Ooo00)yoo]jooo-00a0

00 -tert-0 0 0 2-[[3-({4-[GG-{2-[(2,3-0 00000000000 ]-2-0000000

}-1H-O0oOOooo0-3-00))C000]J-00000-7-00300)H)0O0CODO]J(0OoOoO)H)OO
OJjuoooooooD @7img,0.370 00 0D)00000O0OOOOOODODOOOOOLIOO
0000000 o0DoDoDO00oo0ooDo30000o0nnoa33(eemg,d0 0980 O0O0O0OOO0NAO
o0

1H-NMR (DMSO dg ) - 12.02 (br s, 1H), 10.40 (s, 1H), 9.95 (s, 1H), 9.85 (s, 1H),
7.70 (s, 1H), 7.47 (m, 2H), 7.20 (m, 2H), 6.73 (s, 1H), 4.23-4.37 (m, 4H), 3.92
(s, 2H), 3.43 (m, 2H), 3.32 (m, 2H), 3.13 (m, 2H), 2.28 (m, 2H), 1.76 (m, 2H),

0.95 (t, 3H) :

MS (+ve ESI) : 618.4 (M+H)™,

MS (-ve ESI) : 620.4 (M-H)".

Ooooao

D0D0000D000000-tert-00 0 2-[[3-({4-[G-{2-[(2,3-000000000)
00]-2-00000031H-00000-3-00)000]-00000-7-0073%00)H0
O0J@ooo)h)ooo]jooooooooooooDoooDoooooao

oodooao

a)l2-(0000000)I0000R62mg,2.540 0 00)I 000000000000
00D0D02f0000000000000000ON-(2,3-000000000)-2-{3-[(7-{

3-[(2-00D0DO0O0OO0O)H)Y@DUOHYODODOD]UODOUODODDY»ODOUODOO-4-00HOODO]J-1H

-00o0oo-5-003)00000000000O0 (@68mg,0049%)0 000000

TH-NMR (DMSO dg) : 12.35 (s, 1H), 10.22 (s, 2H), 8.51 (s, 2H), 7.71 (m, 1H), 7.2

0 (m, 4H), 6.78 (s, 1H), 4.30 (t, 1H), 4.17 (t, 2H), 3.85 (s, 2H), 3.43 (m, 2H),
2.59 (t, 2H), 2.49 (m, 2H), 2.39 (t, 2H), 1.87 (m, 2H), 1.39 (m, 2H), 0.82 (t,

3H) :

MS (-ve ESI) : 538 (M-H)~,

MS (+ve ESI) : 540 (M+H)™.

gooooao

Ob)ON-(2,3-000000000)-2-{3-[(7-{3-[(2-0 00000000 000)O
ojooooo0y»-000b0-4-00>)IO0ODD0O]-H-ODDODOOO-5-00300000 (690mg
,1.280 00 0)H)000000ODODDOD0OD0OD0ODDDODOOODec000DDODODODODDDODOOODOGO
00 -tert-0 0 O 2-[[[3-({4-[G-{2-[(2.3-0 00 000000)000]-2-00000
O¥»1H-OOODOoODO-3-00)H)O000]1-00000-7-00300)H)00COO0]@O0OO)HN
000000000 o0nD @7/img, 0 029%)0 00000000000

MS (-ve ESI) : 730 (M-H)~,

MS (+ve ESI) : 732 (M+H)™.

oooooo

000034-03000000034-0000002-[3-{4-[G-{2-[2,.3-0 000000
00)00]-2-0000003¥1H-00000-3-00)0007]FJ-00000-7-00 300
OH)YooooJ@ooH)yooojooo-000

O Ooo0oooo
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00 Ctert-0 0O O))2-[B3-({4-[G{2-[2,.3-0 0pooobooo)Yoono]-2-000oo
O¥1H-ODOODODO-3-00)H)O000]-00000-7-00300)H)00O0OO0]J@Oo0Oo)YoOd
Ol000do0o0o0oD0DO0o0a@oomg,0.54a0000)Y00000DO0DDUODO0DODOODODODUODIOO
0000000000000 o0DoD3U000DoD0D034@Eeomg,009%%0 00 000D 0OO0
oooooo

TH-NMR (DMSO dg) : 12.00 (s, 1H), 10.34 (s, 1H), 8.93 (s, 1H), 8.85 (d, 1H), 7.6
8 (m, 1H), 7.47 (d, 1H), 7.44 (s, 1H), 7.20 (m, 2H), 6.74 (s, 1H), 4.33 (t, 2H),
4.28 (m, 2H), 3.93 (s, 2H), 3.44 (m, 2H), 3.36 (m, 2H), 3.16 (m, 2H), 2.30 (m,
2H), 1.71 (m, 2H), 1.34 (m, 2H), 0.93 (t, 3H) :

MS (+ve ESI) : 634 (M+H)™.

OoDoooo

000000000 DOO0OCert-00 0)2-LB3-{4-IG-{L2-[,3-00 000D ooaO
)y ool-2-0 000003} H-OOOODO-3-00)H)I0OO]J-00000-7-003Y00)
0000 @oo)foo0oo0o0oo0DooO0Do0ooDUoooDooDoDoOoo0Oao

oooooo

Da)l2-(0O0D0O0O0)HNDOODOO@@91Mmg,7.610 000000 O0O0OCODOOODODDODOO
0oooefF 00000000 0D0OO0OOOON-C,3-000000000)-2-L3-[(7-{3-
[C-00D0D0DO0DOoo)Y @ooH)ooolooooo3y-ooooo-4-00)000 7-1H-0
O0D00-5-003YY00000000000((625mg,0045%)0 00000

TH-NMR (DMSO dg) : 12.65(s, 1H), 12.32 (s, 1H), 10.17 (m, 2H), 8.52 (m, 2H), 7.7
2 (m, 1H), 7.05-7.30 (m, 4H), 6.78 (br s, 1H), 4.30 (m, 1H), 4.20 (t, 2H), 3.85
(br s, 2H), 3.44 (m, 2H), 2.63 (mn, 2H), 2.54 (m, 2H), 2.45 (m, 2H), 1.90 (m, 2H)
, 1.38 (m, 2H), 1.26 (m, 2H), 0.84 (t, 3H) :

MS (+ve ESI) : 554 (M+H)™.

Oooooo
Ob)ON-,3-000000000)-2-3-[(7-{3-[2-00nDooooo)@@oo)Hhyooao
jooooo}y-0ooODDoDo0oo-4-00)000]-H-OCO0D0DODO-5-0030000OD0O (605mg,1
oo 0oOoH)YoooouoooooDoDoDOoDoOoOoodoecDODODODODODOODUODDODODDODOO
O (tert-0 O O ))2-[EB-(A-IG{2-[2,.3-00D0oOoDooOoo)Yycog]-2-0o0o0oo0y
-lH-0 0000 -3-00)dO0O0]-000D0DO0-7-00}YOoOHDOOODJ@OO)HYDDO]
Oo0o0o0oDDoDDoDOoOO0O0O@@oomg,0Ob0)D 00 0oDoDoOooood

TH-NMR (CDCl3) : 12.80 (br s, 1H), 9.47 (br s, 1H), 9.40 (br s, 1H), 8.72 (s, 1H
), 8.13 (d, 1H), 8.05 (m, 1H), 7.22 (s, 1H), 7.18 (d, 1H), 7.03 (m, 1H), 6.86 (m
, 1H), 6.15 (br s, 1H), 4.15 (t, 2H), 4.00 (g, 2H), 3.83 (s, 2H), 2.73 (t, 2H),
2.64 (t, 2H), 2.47 (t, 2H), 1.93 (m, 2H), 1.48 (s, 18H), 1.44 (m, 2H), 1.29 (m,
2H), 0.89 (t, 3H)

MS (+ve ESI) : 746 (M+H)™.

OoDoooo

0D0D003-0300000003-0000002-{0000000 [B-({4-LG-{2-[(2,3-
OoDo0oo0oooo)Yyoo]l-2-0000003-1H-00000-3-00)0001J-0000
O-7-003}YY00)I00DO0J000YYIO0O-000

O0-tert-0 0020000000 B-(U-IG{2-[.3-000n0D0o0ooo)yonoao]-
2-0000003¥1H-00000-3-00)000]1-00000-7-003Y00)H>OO0O0D0O]
000} OOoOOoOoDoDOoDDoDO@os5mg,0.530000)000do0OoooDoDoDOoDOoOoooOooOoal
0o0o0o0DDDoODO000oOo0oooooDoDOo300O0D00003s5@388mg,0 0 100%)0 00000
OoDOooooDoo

TH-NMR (DMSO dg) : 12.00 (s, 1H), 10.33 (s, 1H), 8.93 (s, 1H), 8.83 (d, 1H), 7.6
9 (m, 1H), 7.49 (d, 1H), 7.-41 (s, 1H), 7.20 (m, 2H), 6.74 (s, 1H), 4.32 (t, 2H),
4.29 (m, 2H), 3.93 (s, 2H), 3.77 (m, 1H), 3.46 (m, 2H), 3.35 (m, 2H), 2.31 (m,
2H), 2.08 (m, 2H), 1.83 (m, 2H), 1.74 (m, 2H), 1.57 (m, 2H)
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MS (+ve ESI) : 646 (M+H)™.
ooooon
0000000000000 -tert-0002-{000 0000 [3-{4-[G-{2-[(2,3-0 O
ooooooo)H)ooo]-2-000o0o0dyH-OODODDODO-3-0O0)H)ODOO]-0OoOO00O0O-7
-0o0yooHhooooQloooyooooooDooobooooooooooao
ooooon
Da)2-(0000O00DODOO0OO0O)HMOODODDOCE.00g,7.750000)H)000O00O0O0O0OO0OO
0oooooo22efl000000D0DO0OO0OO0O0O0DO0OON-,3-000000000)-2-43
[({3-[0000000-00000000)I00]100000¥00000-4-00)
000]-1H-00000-5-003YY00000000000(G33mg,00 37%)0 00000
TH-NMR (DMSO dg) : 12.66 (s, 1H), 12.30 (s, 1H), 10.16 (m, 2H), 8.52 (m, 2H), 7.
72 (m, 1H), 7.06-7.40 (m, 4H), 6.80 (s, 1H), 4.32 (m, 1H), 4.19 (t, 2H), 3.85 (b
rs, 2H), 3.43 (m, 2H), 3.06 (m, 1H), 2.66 (m, 2H), 2.56 (m, 2H), 1.90 (m, 2H),
1.73 (m, 2H), 1.58 (m, 2H), 1.48 (m, 2H), 1.32 (m, 2H) :
MS (+ve ESI) : 566 (M+H)™.
ooooon
0b)D 2-{3-[(7-{3-[0 000000(-00000000)I00]10000030000
0-4-00)000]-1H-00000-5-003}N-(2,3-000000000)000000 (4
82mg,0.850 0 0 000D D0 O0OOODDDODOODDODDOOODecODODDOOODDOOO
0000 -tert-0002-{0 000000 [B3-{4-[G-{2-[(2,3-000000000)00O
0]-2-00000031H-00000-3-00)000]-00000-7-003¥00)000O
0000 OIO0DOD0DO0OODO0OO@IIng,0 0640 00000000000
TH-NMR (CDClg) : 12.70 (br s), 1H), 9.35 (m, 2H), 8.71 (s, 1H), 8.05 (m, 2H), 7.
20 (s, 1H), 7.12 (d, 1H), 7.01 (m, 1H), 6.86 (m, 1H), 6.17 (br s), 1H), 4.11 (t,
2H), 3.98 (g, 2H), 3.83 (s, 2H), 3.08 (m, 1H), 2.80 (t, 2H), 2.72 (t, 2H), 1.95
(m, 2H), 1.78 (m, 2H), 1.69 (m, 2H), 1.62 (m, 2H), 1.50 (s, 18H), 1.35 (m, 2H)

MS (+ve ESI) : 758 (M+H)™.

goooono

000036-03000000036-00000042S)-1-[3-({4-[(-{2-[(2,3-0 000
Oo0oo)oo]-2-0000003F1H-00000-3-00)0007]-00000-7-0

W O00)000]J00000-2-003¥00-000

0 (tert-0 O 0 ){(2S)-1-[3-({4-[(5-{2-[(2,3-0 00 000000)J007]-2-000
O003}1H-00000-3-00)000]1-00000-7-003000)0000]10000

2-003y}W 00000000 @2mg,0.580 0000000000 O0O0DOoOOoOOO0OaO

1000000000000 00D0DO0O3000000O0360400mg,0 0 99%)0 00O OO
ogodoooooogooao

TH-NMR (DMSO dg) : 12.00 (s, 1H), 10.35 (s, 1H), 8.94 (s, 1H), 8.85 (d, 1H), 7.6

7 (m, 1H), 7.47 (d, 1H), 7.43 (s, 1H), 7.20 (m, 2H), 6.74 (s, 1H), 4.34 (t, 2H),
4.15-4.32 (m, 2H), 3.92 (s, 2H), 3.78 (m, 1H), 3.52-3.72 (m, 2H), 3.30 (m, 1H),
3.19 (m, 1H), 2.24-2.42 (m, 2H), 2.20 (m, 1H), 2.02 (m, 1H), 1.96 (m, 1H), 1.82
(m, 1H) :

MS (+ve ESI) : 618 (M+H)™.

gooooao

0000000000000 (tert-0 0 0){2S)-1-[3-({4-[(5-{2-[(2.3-0 00000

00O0)I00]-2-0000003H-00000-3-00)00071-00000-7-00 3}

0O0)H)ooDoD]ooDoOO0O0-2-003¥0O00D0000ODDOOOODDODDOOOODODDOO

gooooao

Da)L-000000((G70mg,7.620 00 0)H)0 0000 0O0O0ODODOOOOD0ODOOQO28fF0

00000000000 O0000ON-(2,3-000000000)-2-{3-[(7-{3-[(25)-2-(C
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goooooOo)ooDDO0O-1-00QUO0OO0O0D0D¥OOOOO-4-00)000]-1H-00 O
0o0-5-00Y)O0O0ooooooooooG4armg,0 040%)0 00000

TH-NMR (DMSO dg) : 12.66 (s, 1H), 12.35 (s, 1H), 10.20 (m, 2H), 8.51 (m, 2H), 7.
72 (m, 1H), 7.20 (m, 4H), 6.77 (br s, 1H), 4.21 (t, 2H), 3.81 (br s, 2H), 3.47 (
m, 1H), 2.90-3.42 (m, 6H), 2.05 (m, 2H), 1.90 (m, 1H), 1.72 (m, 2H), 1.62 (m, 1H

) -
MS (+ve ESI) : 538 (M+H)™.
oooooo

Ob)ON-2,3-0000D00000)-2-3-L7-3-[2S)2-(ouoooooo)hYoood
0-1-00joo0oo0o0og}y»»00o0o00-4-00)IOCO]-AH-O00O0D0D-5-003YI000OO
0O (485mg,0.900 0D 0D O)H)D0DOODDDODODODODODUODODODODODDODec0DOOODDODODODOO
OD0DO0000 Ceert-0 0 0)){E@)-1-[3-(U-IG{2-[.3-000nDO0oooo)ocoao]-
2-0000003¥1H-00000-3-00)H)00CO]-000D0D0-7-003YO00)H>OOODO]
oooooD-2-0030000O0ODDO@@30mMg,0065%0 00000000000
TH-NMR (CDCl3) : 12.70 (br s, 1H), 9.52 (br s, 1H), 9.37 (br s, 1H), 8.10 (s, 1H
), 8.06 (m, 1H), 7.18 (s, 1H), 7.11 (d, 1H), 7.02 (m, 1H), 6.85 (m, 1H), 6.22 (b
r s, 1H), 4.12 (m, 2H), 3.92 (m, 1H), 3.84 (s, 2H), 3.68 (m, 1H), 3.12 (m, 1H),
2.97 (m, 1H), 2.73 (m, 1H), 2.48 (m, 1H), 2.25 (q, 1H), 1.85-2.05 (m, 3H), 1.55-
1.85 (m, 3H), 1.45 (s, 18H) :
MS (+ve ESI) : 730 (M+H)™.
Oo0oooao
00037-03000000037-000000{@S)-1-[3-({4-I[G-{2-[B-0 0000
00H)oOoOoD]-2-0000003¥1H-0OOOO-3-00)00O00]1-00000-7-00 3}0
O) ooooloooogo-2-003YY100-000
O (tert-0 O O0)D{@)-1-[B3-({4-[G-{2-[B-00o0pnDOooOoOo)H)ooOo]-2-00o0oao
}-1H-0oooo-3-00)ooo]-0o0o0oo0-7-003YyYWOoOOHYODOooDOoJjooooo-2-
O O0O0OoOoOoDoD0oD0O(Ees54mg,0.920 0 0 0)H)0 0000 0OOOOODDODOOOOOGOZLN
0o0o0o0DDDODO000oo0oooooD3aooooD0ona3reéeeng,0 09700000000
oooooooooood
TH-NMR (DMSO dg) : 11.95 (s, 1H), 10.73 (s, 1H), 8.94 (s, 1H), 8.82 (d, 1H), 7.6
5 (d, 1H), 7.46 (d, 1H), 7.-38 (m, 3H), 6.90 (m, 1H), 6.74 (s, 1H), 4.32 (t, 2H),
4.21 (m, 2H), 3.85 (s, 2H), 3.78 (m, 1H), 3.64 (m, 2H), 3.29 (m, 1H), 3.19 (q,
1H), 2.31 (m, 3H), 2.20 (m, 1H), 2.00 (m, 3H), 1.81 (m, 1H)
MS (+ve ESI) : 599.8 (M+H)™.
Oooooo
O0DO0O0O0O000O0D0DO0OOo0OCert-000)){E)-1-B3-({A-IG-{2-[G-00pnDO0oooDOd
oH)yooo]j-2-00o0DO0DDO3FIH-ODODODODO-3-00)O00O0O0]-00000-7-0030 00
yYoooolooooo-2-003Y0oDODO0oDO0ODO0D0DO0DO0DO0ODO0DO0DODOOOOO0OOO
oooooo
Da)dL-00000O0DOC-89m1,8.800000)02-CBA{[7-@B-0000oooo)yoooao
0-4-00 1000 3F1H-000O0O0O-5-00)-N-B-0 0000000 )HY0O0UOOODO (1-00g
,2.200 0 0000000000 OooDoooDOooo22f00000O0O0O0OOoOoOOooOOO
OON-GB-0D0O0DO0OO0OO))-2-3-L(7-3-[2SH-2-(nUuoopDOooOo)oooDoo-1-0
Ojuoooo3}y-0ooDooD0-4-00)00C0]-H-O000DD-5-003F-00000000
OoooDoo((9mg,0 070%0 00000
TH-NMR (DMSO dg) : 12.35 (m, 1H), 10.42 (s, 1H), 10.19 (m, 1H), 8.50 (s, 2H), 7.
63 (d, 1H), 7.35 (m, 2H), 7.16 (m, 2H), 6.90 (t, 1H), 6.73 (m, 1H), 4.28 (t, 1H)
, 4.18 (t, 2H), 3.73 (s, 2H), 3.40 (m, 1H), 3.20 (m, 1H), 3.07 (m, 1H), 2.97 (m,
1H), 2.43 (m, 2H), 2.15 (q, 1H), 1.94 (m, 2H), 1.81 (m, 1H), 1.64 (m, 2H), 1.55
(m, 1H) :
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MS (+ve ESI) : 520.1 (M+H)™.

OoDoooo
Ob)ON-@B-00000D00OD0))-2-3-L(7-3-[(2S)2-(0OoOoOooopoDOo)ooooo-1-
000000000000 -4-00)0100]-1H-00000-5-003-000000 (73
Omg,1.410 000000 0ODDOOO0ODDDOOODDODOecO0DODOOODODOOOGDODRDO
O000 eert-0 O O0DH{E@)-1-B3-({A-[G-{2-[B-00opDUuoooo)ydoo]l-2-ooo
O003}H-00000-3-00)000]1-00000-7-00300)0100070000
0-2-003}y} 000000 O00O0E@mg, 006500000000 O00O0O0OOODOOOO
00000000 ooDOooo0ooDUoooDoooooDooao

ogooooao
oooo0oooooooo02-GB{[7-@-00000000)00nn0-4-007]000731
H-OOOOO-5-00)-N-@G-0000000O0D)I0OODODOOOODDODOOOODDODOOOO
oOoDoooo

0ot BH{[7/-B3-000U0opoooD)YooDoD-4-00]J00031H-OOODODO-5-00)
00 (15.09,410 0 00)00000(.7m1,830 0 00)00000000O0O0ODODODO (150
mDOODODODOODODOODOD0ODODODDODODODO20000000000000000DODGO
0000000000000 D0DD0DO0O0D023.25,830000)H)00O000OD0ODO0OO0ODDOOO
o030 0000o0oDo03-00000000((.229,830 0000000 0ooOoOoOad
0000025000000 0003-00000000CGCnHOOOOODODODODOO
oo D3I O00DUD0DUDOo0DDUoDDUOOoDOoO.amMmyoo@sooMDHO DD ODODOoDoDOLOO
Oo0ooDoDooooDoDoooooDoooooDoooooDoooonDo2-G-{[7-GcG-00
0ooooo)yYooobD-4-00J0003Y1H-OODODO-5-00)-N-@B-0000000O
OH)DO0DOoo0oU0O0@r.79g,009%94%))0 000 00O0D00O0OO

1H-NMR (DMSO dg) : 12.50 (br s, 1H), 10.42 (s, 1H), 8.59 (s, 1H), 8.54 (d, 1H),
7.62 (m, 1H), 7.35 (m, 2H), 7.24 (m, 1H), 7.19 (m, 1H), 6.90 (m, 1H), 6.67 (br s
, 1H), 4.28 (t, 2H), 3.84 (t, 2H), 3.76 (s, 2H), 2.27 (quintet, 2H).

MS (+ve ESI) : 455 (M+H)™.

gooooao

000038-03000000038-0000002-{0000000 [3-{4-[G-{2-[(3-0
OoDooooo)Yooo]l-2-0000003¥1H-O00OOODO-3-00)H)O00]71-00000 -7
-00¥YO0O0O)IODODD]1XOo00¥OO-000

O0-tert-0002-{0000000 B-{4-[G-{2-[(3-00000000)I007]-2-0
ooo0oo0}-H-0OODDODDODO-83-00)0O0ODDO]J-0COOO0O0O-7-003YOO)HYOOOD]ODOO
0y oooooooooGm2z2ng,0.770 0000 0000ODODDOOOODODOOODGDOA IO O
000000 o0ooDoDoOo0oooDo3n00d0oo0onao38esmg,d 0 100%)0 0 00O

TH-NMR (DMSO dg) : 11.95 (s, 1H), 10.73 (s, 1H), 8.94 (s, 1H), 8.82 (d, 1H), 7.6
5 (d, 1H), 7.48 (d, 1H), 7.38 (m, 3H), 6.89 (m, 1H), 6.75 (s, 1H), 4.30 (m, 4H),
3.85 (s, 2H), 3.78 (t, 1H), 3.47 (m, 2H), 3.37 (m, 2H), 2.60 (m, 2H), 2.08 (m,
2H), 1.78 (m, 4H), 1.56 (m, 2H) :

MS (+ve ESI) : 628.4 (M+H)™.

gooooao

0000000000000 -tert-0002-{0000000 3-{4-[G-{2-[(3-0 00O
ocoooo)Yooo]l]-2-0D00O0O0O0O0¥H-ODODOOO-3-00)1OO]-0O0OOOD0O-7-0
0yooo)H)ooooD]oooywhoooobooooooooooooooao
gooooao
O
O

O Oooo

a)02-(0000000000)0000(L.13ml,8.800000)0 00000000

000000037a00000000000000002-{3-[(7-{3-[0 000000 (
-00000000)IDD]I00000}-00000-4-00)I0007]-1H-000 0 O -5-
O003}N-(3-00000000)I0000000000000(620mg,00 51%)0 0 0 O
0O
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TH-NMR (DMSO dg) : 12.31 (m, 1H), 10.39 (s, 1H), 10.16 (m, 1H), 8.50 (s, 2H), 7.
62 (d, 1H), 7.35 (m, 2H), 7.16 (m, 2H), 6.90 (t, 1H), 6.78 (m, 1H), 4.29 (m, 1H)
, 4.16 (t, 2H), 3.74 (s, 2H), 3.40 (m, 2H), 3.05 (t, 1H), 2.66 (t, 2H), 2.54 (ob
sm, 2H), 1.86 (t, 2H), 1.72 (m, 2H), 1.54 (m, 2H), 1.45 (m, 2H), 1.31 (m, 2H)
MS (+ve ESI) : 548.1 (M+H)™.

0Doo0Oo0oo

Ob)d 2-{3-[(7-{3-[C 000000 -00000000)I00]00000¥0000
0-4-00)000]1-1H-00000-5-003N-(3-00000000)JO0000 0 (580mg
,l.060 0 00)0000000O0000O0O00OC0OO0O06000000O0000O0O00O000O
00 -tert-0 0 02-{0 000000 3-({4-[(G-{2-[(3-0 00 00000)Y O0O07]-2-0
000003 IH-00000-3-00)000]-00000-7-003¥00)I000]00
03} 00000000 G2, 007290 000000000000000000000
000000000000 000O0000O00000O

0Ooo0o0o0oo

000039-03000000039-000000 2-[[3-{4-[G-{2-[(3-0 0000000
Y1 OO0O]-2-00000031H-00000-3-00)000]1-00000-7-003000)
D000 O0O0)0O0]loo0-000

00 (tert-0 0 0 )2-[[3-({4-[G-{2-[(3-0 0 000000)IO0]-2-000000 31
H-O0ODODOO-3-00)000]-00000-7-003}00)I000]1@00)I00]0
00000000 (G39Mg,0.770 0 00)0000000000000000010000
00000000000 003000000039G04ng,0099%)O0 0000000000
0ooo

TH-NMR (DMSO dg) : 11.98 (s, 1H), 10.79 (s, 1H), 8.93 (s, 1H), 8.83 (d, 1H), 7.6
5 (d, 1H), 7.47 (d, 1H), 7.38 (m, 3H), 6.89 (t, 1H), 6.74 (s, 1H), 4.32 (t, 2H),
4.28 (m, 2H), 3.85 (s, 2H), 3.42 (m, 2H), 3.34 (m, 2H), 3.27 (g, 2H). 2.29 (m,
2H), 1.28 (t, 3H)

MS (+ve ESI) : 587.8 (M+H)™*

ooooo

000000000000 (tert-0 0 0)2-[[3-({4-[(-{2-[(3-0 000000 O0)O
0]-2-00000031H-00000-3-00)000]-00000-7-003000)00
0](000)D00]000000000000000000000

ooooo

a)dN-(000D000)IO0OO0O0C@.0o7ml,11.00000)0 000000000000
00037a0 00 000000000000 ON-G-00000000)-2-{3-[(7-{3-[
0O0(@-00000000)I00]0000000000-4-00)0007]-1H-000
0-5-003 0000000000 (660mg,0059%)000000

TH-NMR (DMSO dg) : 12.31 (m, 1H), 10.39 (s, 1H), 10.15 (m, 1H), 8.51 (s, 2H), 7.
62 (d, 1H), 7.35 (m, 2H), 7.16 (m, 2H), 6.90 (t, 1H), 6.78 (m, 1H), 4.29 (m, 1H)
, 4.20 (t, 2H), 3.76 (s, 2H), 3.45 (m, 2H), 3.30 (m, 4H), 2.61 (t, 2H), 1.89 (t,
2H), 0.95 (t, 3H) :

MS (+ve ESI) : 508.4 (M+H)™

0Dooooo
Ob)ON-(B-00000O000)-2-{3-[(7-{3-[000(-00000000)I00]100
0000 O0OODOO0-4-00)0007]-1H-00000-5-003 00000 (620mg,1.220
D0O0)I0O0O000OO0O0O00OC0OO0O0D0OCOO0O060000000000O0000O00O0 (te
rt-0 0 0 )2-[[B3-{4-[G-{2-[(3-0 0 000000)I00]-2-000000 }1H-00
00O0-3-00)I00]-00000-7-00300)I1000]1000)IO00]J0O000
0000039, 0063%)I 0 0000000000000 00N0D0NON0NOD0OONONOO
000000000000 00O00000
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00000 bo0O0oo0O0ob00oboDO0obo0oboDOooDOo3UIODUODODOoDoODOoDODOoDoDOooDOooDooDoOooaoao
Oooooooooooao

Oo0o0ooo

Ol 0003 oODo0D0oooDoooo0oDoDooooDedd 00D oDoo0ooDoooonoan
gooo3wooooooooooooooooooao

TH-NMR (DMSO dg) : 10.53 (s, 1H), 8.57 (s, 1H), 8.54 (d, 1H), 7.62 (d, 1H), 7.37
(m, 2H), 7.27 (s, 1H), 7.21 (d, 1H), 6.88 (m, 1H), 6.65 (s, 1H), 4.27 (t, 2H),

4.05 (m, 2H), 3.75 (s, 2H), 3.24 (m, 2H), 3.21 (t, 2H), 3.13 (g, 2H), 2.18 (m, 2
H), 1.24 (t, 3H)

MS (+ve ESI) : 588 (M+H)™.

CogHz,FN,OgP + 3.0 H,O0 O O OO C, 48.7%; H, 5.8%; N, 15.3%; 0O 0O O C, 48.8%; H,
5.35%; N, 15.15%.

Oo0o0oooo

O00040-03000000040-0000003-{[3-{4-[G-{2-[(3-0 0000000

Y O0O]-2-0000003H-00000-3-00)0007]7J-00000-7-003000)
00000 o0¥-3-000000-000

00 -tert-0 0 0 3-{[3-({4-[G-{2-[R-00000D000)I00]-2-00000031H
-000D0D0-3-00)0007]1-00000-7-00300)I000]J000¥3-0000
00000000 (@47mg,0.350 00000000000 0O0O0O0O0O0O0O0O0OI00O0O
000000000000 03000000040(235mg,00100%)0 000000000
ogoooan

TH-NMR (DMSO dg) : 11.98 (s, 1H), 10.76 (s, 1H), 8.94 (s, 1H), 8.83 (d, 1H), 7.6

5 (d, 1H), 7.48 (d, 1H), 7.37 (m, 3H), 6.89 (t, 1H), 6.75 (s, 1H), 4.35 (t, 2H),
4.00 (q, 2H), 3.85 (s, 2H), 3.11 (m, 2H), 2.26 (m, 2H), 2.05 (t, 2H), 1.35 (s,

6H) :

MS (+ve ESI) : 601.8 (M+H)™.

gooooao

0000000000000 -tert-0003-{[3-({4-[G-{2-[(3-00000000)IO
0]-2-0000003IH-00000-3-00)000]-00000-7-00300)00O0
00 00¥3-00000000000000000D0D0D0O00O0O0

gooooao

DJda)3-000-3-000000-1-000@-.15ml,11.00000)00000000003

00000003720 0000000000000 00ON-@GB-00000000)-2-{3-[(7

-{3-[(3-00000-1,1-00000000)I0D0]00000¥00000-4-00)0

0o0]-1H-00000-5-003¥W 0000000000 @E10mg,0027%0 00000

TH-NMR (DMSO dg) : 12.31 (m, 1H), 10.40 (m, 1H), 8.50 (m, 2H), 7.62 (d, 1H), 7.3

5 (m, 2H), 7.11 (m, 2H), 6.89 (t, 1H), 6.56 (m, 1H), 4.18 (t, 2H), 3.71 (s, 2H),
3.52 (t, 2H), 2.65 (t, 2H), 1.86 (m, 2H), 1.52 (t, 2H), 1.04 (s, 6H) :

MS (+ve ESI) : 522.5 (M+H)™.

Oo0o0oooo

Ob)ON-(3-000D0D0000)2-{3-[(7-{3-[(B-00000-1,1-00000000)0

000000000000 -4-00)000]-1H-00000-5-003¥1 00000 (310

mg,0.590 0 0 0)I0DO00D0ODOD0ODODODDODODODODODODODOD6ec 0 0DODODOODDODODODOODODO

000 -tert-0 0 0 3-{[3-({4-[G-{2-[(3-0 0 00D0000)IO0O0]-2-000000 3}

IH-0 0 D0DD0D0-3-00)000]1-00000-7-00300)0000]00033-000

000000000 @47rmg,0058%)000000000O0O0O0O0O0OOO0OOOOODODO

0000000000000 0Do0Do0DoDoooDooao

gooooao

000041-03000000041-0000002-[[3-{4-[G-{2-[(3-0 0000000

YO OO1-2-0000003¥-1H-00000-3-00)000]J-00000-7-00300)
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D000 O000)O00]J000-000

00 -tert-0 0 0 2-[[3-({4-[G-{2-[(3-0 00 00000)I00]-2-000 000 }-1H
-00000-3-00)000]1-00000-7-00300)I000]OO0C0)I00]0
0ooooooono@romg,0.380 0 000D 00D0DDDODOODODODOOOODODIIODOOO
000000000000 o03O00D0000o41@24smg,0 096w 0 000000 onOan
TH-NMR (DMSO dg ): 11.98 (s, 1H), 10.77 (s, 1H), 8.96 (s, 1H), 8.84 (d, 1H), 7.6

5 (d, 1H), 7.46 (d, 1H), 7.32-7.41 (m, 3H), 6.88 (m, 1H), 6.73 (s, 1H), 6.73 (s,
1H), 4.32 (t, 2H), 4.27 (t, 2H), 3.87 (s, 2H), 3.43 (t, 2H), 3.14 (m, 2H), 2.28
(m, 2H), 1.75 (m, 2H), 0.94 (t, 3H)

MS (+ve ESI) : 602 (M+H)™,

MS (-ve ESI) : 600 (M-H)~.

oooooao

0000000000000 -tert-00 0 2-[[3-({4-[(5-{2-[(3-0 00000 00)Y O
O0]-2-0 00000 1H-O0O0O0DOO-3-00D)000]-00000-7-003YOoOo)Hooao
0djooo)oooooooooooooooooooooboao

ooooon
Da)02-(0000000)IO0000(0.899,8.60000)I000000000000O
00003720 000000000000 00O0N-(3-00000000)-2-{3-[(7-{3-[(

2-00000000)0000)O00]00000IO0O000-4-00)0007]-1H-0
0000-5-003Y0000000000 @80mg,0032%)0 00000

TH-NMR (DMSO-dg) : 12.30 (br s, 1H), 10.38 (s, 1H), 10.15 (br s, 1H), 8.50 (s, 2

H), 7.60 (d, 1H), 7.34 (m, 2H), 7.15 (br s, 2H), 6.90 (dd, 1H), 6.78 (br s, 1H),
4.30 (br s, 1H), 4.18 (t, 2H), 3.75 (s, 2H), 3.45 (s, 2H), 2.33-2.75 (m, 6H), 1
.90 (t, 2H), 1.40 (m, 2H), 0.80 (m, 3H)

MS (+ve ESI) : 522 (M+H)™,

MS (-ve ESI) : 520 (M-H)~.

Ooooooao

Ob)ON-(3-00000000)-2-{3-[(7-{3-[(2-00000000)@O000)IO0O0]

00000310000 -4-00)100]-1H-00000-5-003) 00000 (470mg,0.

oo 0 00)H)I0DDDODOODDDOODODDDODOOeGBC0DODODDDOOODDOOODDRDO

O -tert-0 0 0 2-[[3-({4-[(5-{2-[(3-0 0 000000)IO0O0]-2-000000 }1H-

0D0000-3-00)000]1-00000-7-003}00)I0O00]J0O00)I00O0]0

00000000 @rimg,0 042%)0 00000000000

TH-NMR (DMSO dg ): 12.08 (br s, 1H), 10.00 (s, 1H), 9.89 (br s, 1H), 8.53 (s, 1

H), 8.42 (d, 1H), 7.59 (d, 1H), 7.34 (m, 2H), 7.17 (m, 2H), 6.84 (m, 1H), 6.56 (

br s, 1H), 4.25 (t, 2H), 3.94 (m, 2H), 3.76 (s, 2H), 2.79 (t, 2H), 2.71 (t, 2H),
2.50 (t, 2H), 1.93 (m, 2H), 1.48 (m, 20H), 0.89 (t, 3H) :

MS (+ve ESI) : 714 (M+H)™,

MS (-ve ESI) : 712 (M-H)".

Oooo0oao

00042-03000000042-000000 {R)-1-[3-({4-[(5-{2-[(3-0 0 00O
00)000]-2-00000031H-00000-3-00)000]-00000-7-0030
OH)Yoooojoooono-2-003yy00-000

0 (tert-0 0 0 ){(RR)-1-[3-({4-[(5-{2-[(3-00000000)IO00]-2-00000

}-1H-00000-3-00)000]1-00000-7-00300)000]00000-2-
OyooooDbDoDOoOoo@somg,0.3900000)H)00D0ODO0DO0O0ODDODOOOODODOOOOODAag
0000000000000 D0DDO0O3000000042(268mg,0 0 1000 00 00003
oooooooao

TH-NMR (DMSO dg ): 11.96 (s, 1H), 10.75 (s, 1H), 8.94 (s, 1H), 8.82 (d, 1H), 7.6

5 (d, 1H), 7.43 (d, 1H), 7.28-7.41 (m, 3H), 6.91 (m, 1H), 6.71 (s, 1H), 4.31 (t,

O Oooiojocod
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2H), 4.20 (m, 2H), 3.86 (s, 2H), 3.77 (m, 1H), 3.55-3.69 (m, 2H), 3.29 (m, 1H),
3.17 (m, 1H), 2.22-2.37 (m, 2H), 2.17 (m, 1H), 2.04 (m, 1H), 1.90 (m, 1H), 1.79
(m, 1H) :
MS (+ve ESI) : 600 (M+H)™,
MS (-ve ESI) : 598 (M-H)~
OoDoooo
O000000000000 (tert-00 0){@R)-1-[3-({4-[G-{2-[(B-0 00 0000DO
O)OoOOO]-2-0000003¥H-00D00DO0-3-00)000]-00000-7-00300
ybooolooooo-2-00D¥ypUOooOoODoOoDODOooODUoOoODOooODOoODOoOoODOoOOoOO
ogooooao
Ja)D-0 00000 (.87g,8.60 00000000 O0DD0DDOOODODODOOORDO37al 0O
0000000000000 O0ON-(B-00000000)-2-{3-[(7-{3-[(2R)-2-(0 0 O O
ocooo)y-oooooD-1-000O0O0D0O0}0OODDODO-4-00)H)00D0O]-1H-OOODOO-
5-0 0y 00000000000 @G30mg,0035%)000000
TH-NMR (DMSO-dg) : 12.33 (br s, 1H), 10.38 (s, 1H), 10.20 (br s, 1H), 8.50 (s, 2
H), 7.60 (d, 1H), 7.35 (m, 2H), 7.15 (s, 2H), 6.89 (dd, 1H), 6.75 (br s, 1H), 4.
30 (br s, 1H), 4.16 (t, 2H), 3.73 (s, 2H), 3.39 (m, 1H), 3.19 (m, 1H), 3.08 (m,
1H), 2.98 (m, 1H), 2.17 (m, 1H), 1.95 (m, 2H), 1.80 (m, 1H), 1.49-1.73 (m, 4H)
MS (+ve ESI) : 520 (M+H)™,
MS (-ve ESI) : 518 (M-H)".
ogooooao
Ob)ON-(3-0000D0000)-2-{3-[(7-{3-[(CR)-2-(0 0 0000D00)-00D000-1
-00joo0o0o0Dy»OoooOOo-4-00H)3OOO]-H-ODODDODDO-5-003XOODODO (B3
Omg,1.020 00O O0O)H)0D0O0O0DDODDODODODODDDUODODODDDODODec0DDODODODDDOOODDGO
0000 (tert-0 0 O)D{CR-1-[3-({4-[G-{2-[(B-0 00 O000DDO)DOO0]-2-000
o003y 1H-000oo0-3-00)0DO0]J]-000O0DO0-7-003YOoOHYODOOoOOJoooDOd
0-2-003y 00000000 @80OMg, 0 039%)O0 00 O00ODO0OOO0OD0ODO
MS (+ve ESI) : 712 (M+H)™,
MS (-ve ESI) : 710 (M-H)~.
oooooo
000043-03000000043-0000003-[[B3-({4-[G-{2-[RB-0 0000000
Yl O0DO]-2-000000H-00000-3-00)I00]-00000-7-003¥00)
o000 oo)ooojljoooo-00a0
00 -tert-0 0 0 3-[[3-({4-[G-{2-[R-00000000)I00]-2-000000731H
-00o0o0D0-3-00)000]-00000-7-003}00)I000QOODYOO0]OO
O0ODO0o0oO0oo0@s5mg,0.,060000)H)00D00O0DODOO0DODDODODODOODODODIDODOOO
0000000000003 00000043@EB6Mg,009%W0 00000 OODDODOO
oo
TH-NMR (DMSO dg) : 10.35 (br s, 1H), 8.78-9.10 (m, 2H), 7.55-7.62 (m, 1H), 7.42-
7.50 (m, 2H), 7.28-7.40 (m, 2H), 6.80-6.87 (m, 1H), 6.65-6.79 (br m, 1H), 4.35 (
t, 2H), 3.95-4.02 (m, 2H), 3.85 (s, 2H), 3.28 (t, 2H), 3.15-3.25 (m, 4H), 2.25-2
.35 (m, 2H), 2.05-2.15 (m, 2H), 1.31 (t, 3H)
MS (+ve ESI) : 602 (M+H)™.
gooooao
0000000000000 -tert-0003-[[3-({4-[G-{2-[(3-0 00 00000)IO0
0]-2-0 00000 3¥H-OO0OODODO-3-00)O0O0]-00000-7-003Y00)HO00OCO
ojooco)ooo]looooooOoooOoooDUooDoODOooOoooOoo
gooooao
Dda)3-0000000-1-00047mg,3.30000H0000O0ODOOODOOOOO0OGO
OD037a0 000000 DODOO0OODODO0ODODODON-@B-0O0OO0ODODODOO))-2-3-L7-{3-[L3-O
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0oooooooo))yoo]jooooojyooooD-4-00)H)000]-1H-00 0 OO -5-0
Oy ooooooooDooo@9%mg,0054%0 00000

TH-NMR (DMSO dg) : 10.42 (br s, 1H), 8.43-8.54 (m, 2H), 7.58-7.63 (m, 1H), 7.29-
7.38 (m, 2H), 7.11-7.18 (m, 2H), 6.84-6.91 (mn, 1H), 6.56-6.78 (br m, 1H), 4.18 (
t, 2H), 3.72 (s, 2H), 3.45 (t, 2H), 2.67 (t, 2H), 2.58 (t, 2H), 1.84-1.95 (m, 2H
), 1.51-1.61 (m, 2H)

MS (+ve ESI) : 494 (M+H)™.

oooooao
Ob)ON-GB-DOOODOoDDOO))2-{3-[(7{3-[(3-0000OoooopooO)oO0Oo]oooOoan
O ODODODO-4-00)J007]1-1H-00000-5-00300000 (290mg,0.590 O O
0)0DDD0DD0DD0DD0D0D0@M,0.880 00 0)0 0000000000 @GmMDIOOOOON
0o0o0o0ooo0ooDoDoOo0oooD@obooOo)ooooDO(750mg,1.480 00 0)HO O 00O
0o0ooDDD2000000000000000D0000O0O0OCOODOD@OMDHDOOOOGOOO
000000 o0ooDoDoDooooDoooooDoDo @12 o000 ::00o0oDoooooao
Y O0ODODO0OO0ODDDODODO0O0DODDODOO0O0DODOO0O0DO0OO0O0O0DO0OO0O2-{3-[(7-{3-[0 0D
GB-Uooooopooo)H)YoooD]oooDDoD3WOODDODD -4-00)H)I0OCO]-1H-OOOOAO-
5-00}N-@EB-000000D0D0)YO0O0O00DO@05mg,0034%)0D 0 O0O0D0ODOO0O0OD0ODO
1H-NMR (DMSO dg) : 10.41 (br s, 1H), 10.13-10.30 (br s, 1H), 8.43-8.55 (m, 2H),
7.57-7.65 (m, 1H), 7.28-7.39 (m, 2H), 7.09-7.21 (m, 2H), 6.83-6.92 (m, 1H), 6.65
-6.81 (m, 1H), 4.15 (t, 2H), 3.73 (s, 2H), 3.41 (t, 2H), 2.41-2.58 (m, 6H under
DMSO), 1.82-1.93 (m, 2H), 1.48-1.58 (m, 2H), 0.94 (t, 3H) :

MS (+ve ESI) : 522 (M+H)™.

oooooao

Oc)d 2-{3-[(7-{3-[0 0 0(@-0000000D00)I00]J]00000 0000 -4-0
O)OOO]-1H-00O0O00-5-003}N-(B3-00000000)00D00OO0O0 (90mg,0.170
ooo)oooooDoDDoDOODUOUOOOOoODOoODDecODDOUOODODDODDODDODDOOOOODO -te
rt-0 0 0 3-[[B3-({4-[G-{2-[3-0 0 000000)IO00]-2-0000003¥1H-00D0
00-3-00)000]-00000-7-003}00)I000@O0O0)I00]100000
00000 @@5mg,0037%) 000000000000

MS (+ve ESI) : 714 (M+H)™,

MS (-ve ESI) : 712 (M-H)".

oooooao

oooo44-030 0000 o0o044-0000002-TB-@-I[G-{2-[B-00o0ooo0Oa0
Y OO]-2-0000003H-00000-3-00)000]-00000-7-003%000)
00o00]-0000000)0031000-000

00 -tert-0 0 0O 2-[[B-({4-[G-{2-[G-0oDO0O0O0oO0ooOo)Yooo]-2-oocoo0O0O F-1H
-00000-3-00)000]1-00000-7-003}00)0000]E-0000000)
000]000000000@00mg,0.30000)000000(@GmDIODOODOODOOON
O0od/0 0 @.ON,O.B5mMDHO O ODO0O0D2M000000000D0DOO0OO0OODODOOODODOOO
oooooDoDoooooooooD2-[EB-U-1I1G{2-[G-utuoooooo)ooao]-2-
0000003 H-00000-3-00)000]-00000-7-003¥00)00007T]CE-
0000000 ))0D]oDO(oomg,0085%I 000D 0DO0DDODOOO

TH-NMR (DMSO dg, CH5COOD) : 8.95 (s, 1H), 8.82 (d, 1H), 7.65 (d, 1H), 7.46 (d, 1
H), 7.37 (m, 3H), 6.88 (m, 1H), 6.78 (s, 1H), 4.33 (m, 2H), 4.28 (m, 2H), 3.86 (
s, 2H), 3.76 (m, 2H), 3.53 (m, 2H), 3.45 (m, 4H), 3.34 (s, 3H), 2.30 (m, 2H) :
MS (+ve ESI) : 618 (M+H)™.

oooooao

0000000000000 -tert-00 0 2-[[3-({4-[G-{2-[(3-0 00 00000)IO
0]-2-0000003¥H-00000-3-00)000]-00000-7-003}00)00O0
OJ-00Do0o0o0oo)oo]ooDoODo0D00o00o0oooDoDoDoDo0DooOooan
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gooooao
Oad2-GB{[7-B-0 000000 o)YooDooo-4-001000 ¥1H-O0O0 0O OO -5-0
O)-N-GB-000D000DOH)IOOODO((960mg,2.110 0 0 O0)H0O0DDOODODOOO (700mg
4220 00 0)H)D1-000-2-000000@Gmbhoo0o00o0o0oDoDoooz2-(-000a0
OO0)H)ooo)H)ooooo(rsomg,6.290 0 0 0)H)0 0 0D0OOOOODODOSODOL.5000
00oo0ooD0ooo0Doo0ooDUoooDO0oo0Do0ooDU0o0oDUOooDOoDOooODo0DooDUooODDOo
00 :000D00(6:40902:8) 000 00000DODO0OOODDODDOOON-GB-000DO000O0
O0)-2-{3-[(7-{3-[(2-00000000)-0000000)00]0O0000}O
00-4-00)H)O000]-1H-O000O0ODO-5-0030 00000 (6e00mg,0053%)0 0000
ogodoooooogooao
1H-NMR (DMSO dg, TFA) : 9.0 (s, 1H), 8.83 (d, 1H), 7.65 (d, 1H), 7.48 (d, 1H), 7
.36 (m, 2H), 7.28 (s, 1H), 6.88 (m, 1H), 6.80 (s, 1H), 4.32 (m, 2H), 3.86 (s, 2H
), 3.80 (m, 2H), 3.73 (m, 2H), 3.48 (m, 4H), 3.37 (m, 2H), 3.34 (s, 3H), 2.28 (m
, 2H) :
MS (+ve ESI) : 538 (M+H)™.
OoDoooo
Ob)ON-(B-00000000)-2-{3-[(7-{3-[(2-00000000)R-0000000)
00O0]J0o0000¥NO0000-4-00)0007]-1H-00000-5-0031 00000 (54
Omg,10 00000000 ODOOOMg,30 000N 0D0DODO0DODODO0OO0DOGMDOOOO
O0DO000DO0O000-tert-000-000000DO0O0O00O0ODOGO0.56m,200 00 )O 20
0000000000000 00000000DODoOODODO0ODO0O0ODODDOOO0OD0O (9-0N,0-33ml
,b2.930 0 00)DODDoDODOoooDoDOoOoobDDl1l200000000000000O0oOODO0O00O
0000000000 @-149,60000H 0 2mDHO000D0O0DO0DODOOODODOODODO
gooobooooobooooobooooo bbb o oo booooooooao
00 00o0D0DoDO0O0oo0o0DE@.oN)(e6:4094:6)0 0 00D D0 O0O0O00ODO0OOO-tert-O0
O02-[B-{4-IG-{2-[B-0n0fdopuouoopo)Yyoo]lj=2-000000FH-OOODO -
3-00)I100]J00000-7-003}00)I000]-0000000)I00]000
000000 (220mg,0 0 30%)0 0 0O 0O
1H-NMR (DMSO dg, TFA) : 8.98 (s, 1H), 8.81 (d, 1H), 7.63 (d, 1H), 7.48 (d, 1H),
7.36 (m, 2H), 7.27 (s, 1H), 6.90 (t, 1H), 6.77 (s, 1H), 4.30 (m, 2H), 4.26 (m, 2
H), 3.84 (s, 2H), 3.72 (m, 2H), 3.55 (m, 2H), 3.48 (m, 2H), 3.42 (m, 2H), 3.34 (
s, 3H), 2.26 (n, 2H), 1.44 (s, 18H) :
MS (+ve ESI) : 730 (M+H)™.
googooao
000045-04000000045-0000002-[[4-{4-[G-{2-[(2,3-0000000
ooH)YooojJ-2-0000003¥1H-00O0O00O-3-00)000]-00000-7-00310
000D O00)0D0]J000-000
00 -tert-0 0 0 2-[[4-{4-[(G-{2-[(2.3-0 0 0000000)I0D0]-2-000000
}-1H-0O0OO0OO0O-3-00)I00]-00000-7-00¥ O00)00QCOOO)OO]
OoDOooo0oooOooGsomg,0.740 00 0)H)0000O0DODODO0DODDODDODODOODODODI0DO
0000000000000 D40000000A4504mg, 00900000 0O0O0O0OO
a
TH-NMR (DMSO dg) : 11.95 (s, 1H), 10.34 (s, 1H), 8.90 (s, 1H), 8.83 (d, 1H), 7.6
8 (m, 1H), 7.45 (m, 2H), 7.22 (m, 2H), 6.72 (s, 1H), 4.23 (m, 4H), 3.91 (s, 2H),
3.40 (m, 2H), 3.20 (m, 2H), 3.08 (m, 2H), 1.88 (m, 4H), 1.71 (m, 2H), 0.90 (t,
3H) :
MS (+ve ESI) : 634 (M+H)™,
MS (-ve ESI) : 632 (M-H)~.
0000000000000 -tert-00 0 2-[[4-{4-[G-{2-[(2,3-000000000)
ooo]l-2-0 000003 1H-00000-3-00)Jd0O0O]J-0000O0O0-7-003000)HO

O 0Ooo0oooo
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ocoj@oooHh)ooolooooooooooboooooooouooao

ooocooao

Da) 000000 DO0O@OO0OO0Oeo%w O0O14.6g9,3660 0000000000 DOO0OO
cdoompoOoooOoopDUOOoDbDUOOODODOO0DODUODODODUOU1,4-0D00ODOODOOOC33.

oml,3660 00 O0)I100 000000000010 0000006000000007-00
000000 DO-4(3H)-00 (10.0g,61.00 000)0 0000000000 (OMDODODOS5
0000000000 D011000000500000000000000000 0 (5009)0
00000000 GoomDIS.ONDOD (pH<60 0 00 0)I00DODOO0OO0OOOCOOO0O0DO
000000000000 0000000C0O0O000000000000O0O (200mi)O
0000000000000 000D0O0O0O0O0O0O0O000000ONDODoDoooooOoaO7-
(4-00000-0000)I0000-4GH)-00(.88g,0041%)0 000000000

0

TH-NMR (DMSO dg) : 8.15 (s, 1H), 8.10 (m, 1H), 7.18 (m, 2H), 4.22 (m, 2H), 3.58
(m, 2H), 1.90 (m, 2H), 1.70 (m, 2H) :

MS (+ve ESI1) : 235 (M+H)™,

MS (-ve ESI) : 233 (M-H)~.

0Oooooo

Ob)D7-(4-00000-0000)00000-4(3H)-00 (4.869,20.00000)000 0O
DoDO@GoMDIOIOODODDODODODODODODODODONODOODODOOONDODODOOOOnO(0.5m)O
00000000010 0000000000000000000000000000O0
000000000000 000O00CEx5mDOIOONONO0OOONONDOODONDDOOOOOO
DOo0O0O0@GomMIOODODODODOS5-000-1H-00000-3-00(2.829,20000 0)00
00O0O0D04.0N00(.0ml,200000)00000000009004000000000
000000000000 00O0@GSmDIDODODDDD4] 00000000000 pH

>120 000 0000000000000 000pH<4.800000000000000A0O
oooooooo0oooD0 BAH{[7-@G-0oDoooDoo)HY DO0DDUO-4-007000 F1H-OO
000-5-00)00(.07g,0091%)0 00 0D0DDOOOOOOd

TH-NMR (DMSO dg) : 12.45 (br s, 2H), 8.57 (s, 1H), 8.50 (d, 1H), 7.17 (m, 2H), 6
.60 (s, 1H), 4.18 (m, 2H), 3.75 (m, 2H), 3.65 (s, 2H), 1.90 (m, 4H)

MS (+ve ESI) : 376 (M+H)™,

MS (-ve ESI) : 374 (M-H)".

Oooooo

Oc)d2,3-000000000(2-88g,22.30 0 00)H)0 B{[7-¢-cooooooHyod
0o00-4-00 000 3¥H-O0OOOO-5-00)00(6.97g,18.60 000 )00 0O OO (10

ombHhOODOoODODODODODODODODDODODDODOODOoDODODODDOODOOD (@-8ml,19.5000
OH)Yoooooooooooodo2.50000o000oo0oooDoooooE@O3mbhoooao
oooooDDi18s0 000 0ooDoDoDOoDo0DOo0Ooo0ooooD oMb oo DOOOOod (100m
DOODODDDODODODODODODODOODDODODODODODODUODODODDDDOODOOOODGOaDOEGoomhOo

000000000 DO0ooO0OdOpH>70000000O0O0D0OO0DODOOOODOODODODOGO

ooooooo0oooDOooOoDooO0ooDoooODO0oDOoooDU0ooDDOooDOoDooODOooDOooaO

oooo2-CB{[rfr¢-00oDOooDODOHYDODDDO-4-00]J000 3F-1IH-00 0O OO -5-0

O)-N-(2,3-0 00000000 00D0DO0O00O(-6g,0084n)0 0000000 0DOO0OO

TH-NMR (DMSO dg) : 10.20 (s, 1H), 8.63 (s, 1H), 8.58 (d, 1H), 7.69 (m, 1H), 7.23
(m, 1H), 7.15 (m, 3H), 6.68 (s, 1H), 4.14 (m, 2H), 3.81 (s, 2H), 3.70 (m, 2H),

1.88 (m, 4H) :

MS (+ve ESI) : 487 (M+H)™

MS (-ve ESI) : 485 (M-H)".

OoDoooo

Od2-(000D000O)YDO0OOO((765mg,7-400 00 0)HO 2-BA{[7-¢-00D0O00OO

OH)Ylooooo-4-00]10003F1H-0D0DO0ODO0DO-5-00)-N-(2,3-0000000D0O0)H)T
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00000 @.20g,2.470000)H)000000000D0DO0OO0O0OODODOO28f0000000

0000000 O000ON-(2,3-000000000)-2-{3-[(7-{4-[0 000 -0000

00O00)IO0O0]0000O0OOO0O0-4-00)0007]1-1H-0000O0-5-003}00

00000000 ((e2zsmg,0046%))0 00000

TH-NMR (DMSO dg) : 10.3 (br s, 1H), 8.49 (s, 1H), 8.45 (m, 1H), 7.70 (m, 1H), 7.

15 (m, 3H), 7.1 (s, 1H), 6.58 (br, s, 1H), 4.1 (m, 2H), 3.80 (s, 2H), 3.42 (m, 2

H), 2.45 (m, 4H), 2.33 (m, 2H), 1.77 (m, 2H), 1.55 (m, 2H), 1.35 (m, 2H), 0.81 (

t, 3H) :

MS (+ve ESI) : 554 (M+H)™

MS (-ve ESI) : 552 (M-H)".

oooooao

De)IN-(2,3-000000000)-2-{3-[(7-{4-[(2-0 00000000 O000)I0O

0]J0000¥00000-4-00)I00]-1H-00000-5-003¥ 00000 (540mg,0
8 00000000000 oDoDOoO0d0ec0 000D DODO0DOODODOOOnaO

O -tert-0 0 0 2-[[4-({4-[(G-{2-[(2,3-0 00 000000)0007]-2-000000 3}

-0 0000 -3-00)000]-00000-7-003}00)I00]CO0OC0)IO00]0

0000DO0O0oOo0noeGeemg, 007800 000O0O0OOO0ODODO

TH-NMR (DMSO dg) : 12.3 (s, 1H), 10.18 (m, 2H), 8.51 (m, 2H), 7.72 (m, 1H), 7.15
(m, 4H), 6.77 (s, 1H), 4.15 (m, 2H), 3.85 (m, 4H), 2.65 (m, 2H), 2.40 (m, 2H),

1.78 (m, 2H), 1.56 (m, 2H), 1.4 (m, 2H), 1.39 (s, 18H), 0.85 (t, 3H) :

MS (+ve ESI) : 746 (M+H)™

MS (-ve ESI) : 744 (M-H)".

ooooon

000046-04000000046-000000 2-[[4-{4-[(-{2-[(2,3-0000 000

00)000]-2-0000003H-00000-3-00)I00]-00000-7-00730

0)YoODOJOOoOO)oolooo-000

00 (tert)0 O O 2-[[4-({4-[(5-{2-[(2,3-000000000)I00]-2-000000

}-1H-00000-3-00)000]1-00000-7-00300)001CO0O0)I00]0

00000000 E@8emg,0.530 0 00)000000DD0OODODDODDODOOODODDIOOO0OOd

000000000000 04000000046(340mg,0 09300 0O DODOOOO0OODO

oood

TH-NMR (DMSO dg) : 11.97 (s, 1H), 10.35 (s, 1H), 8.92 (s, 1H), 8.85 (d, 1H), 7.6

7 (m, 1H), 7.45 (m, 2H), 7.18 (m, 2H), 6.75 (s, 1H), 4.23 (m, 4H), 3.90 (s, 2H),
3.39 (m, 2H), 3.20 (m, 4H), 1.87 (m, 4H), 1.25 (t, 3H)

MS (+ve ESI1) : 619 (M+H)™

MS (-ve ESI) : 617 (M-H)~.

Ooo0oo0o0oOooao

0000000000000 (tert)D 00 2-[[4-{4-[(5-{2-[(2,3-000000000)

000]-2-000000H-00000-3-00)I00]-00000-7-007300)H0

00ooo0)H)ooooooboOooobDbOOoOooooDooobDoOaOo

oooooao

Da)l2-(000000)I0DOD0D0(68ng,5.250 00 0)00000000000000

00045d0 0000000000000 00N-(2,3-000000000)-2-{3-[(7-{4-
[0D0@-00000000)I00]000000000-4-00)000]-1H-00 O

00-5-003}W 0000000000000 00043mg,0047%))0 00000

TH-NMR (DMSO dg) : 10.25 (br s, 1H), 8.45 (m, 2H), 7.70 (m, 1H), 7.12 (m, 4H), 6
.58 (br s, 1H), 4.25 (br s, 1H), 4.13 (m, 2H), 3.80 (s, 2H), 3.42 (m, 2H), 1.76
(m, 2H), 1.55 (m, 2H), 0.95 (t, 3H) -

MS (+ve ESI) : 540 (M+H)™

MS (-ve ESI) : 538 (M-H).
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oooooao

Ob)ON-(2,3-0 0000000 0)2-{3-[(7-{4-[000-00000000)I100]
00000 OO0O0OO0-4-00)J00]-1H-00000-5-003¥ 00000 (385mg,0.71
I Y Y

tert)0 0 0 2-[[4-{4-[(5-{2-[(2,3-0 00 000000)I007]-2-000000 }-1H-
00O000-3-00)000]1-00000-7-003}00)I0CO0CCOO)I0O0]oO0
000000 @G938mg, 0 O075%0 00000000000

TH-NMR (DMSO dg) : 12.30 (s, 1H), 10.18 (br s, 1H), 8.50 (m, 2H), 7.71 (m, 1H),

7.15 (m, 4H), 6.78 (s, 1H), 4.3 (m, 2H), 3.85 (m, 4H), 2.68 (m, 2H), 1.78 (m, 2H

), 1.58 (m, 2H), 1.40 (s, 18H), 0.97 (t, 3H)

MS (+ve ESI) : 732 (M+H)™

MS (-ve ESI) : 730 (M-H)~.

oooooao

000047-04000000047-000 000 {R)-1-[4-({4-[(5-{2-[(2,3-0 000

oo0ooo)yYooo]j-2-0000003¥-1H-00000-3-00)0007J-00000-7-0

DY O00O)O0O0]J00O000-2-003¥ 00-000

00 (tert-0 0 0 ){R)-1-[4-({4-[(5-{2-[(2,3-0 0 0000000)I00]-2-000

0DO00¥H-00000-3-00)000]-00000-7-003¥I00)O00]J00000 -

2-0 0y o 00O0DDOOO0O0O0e4mg,0.620 00 0)H)0 00 00O0ODODODOOODODDODOOODO?Z

0000000000000 D0D0O040 000 00047400mg,0091%)0O0 OO0 0OO0OADO

oooooooooboaod

TH-NMR (DMSO dg) : 11.95 (s, 1H), 10.35 (s, 1H), 8.92 (s, 1H), 8.83 (d, 1H), 7.

68 (m, 1H), 7.45 (m, 2H), 7.18 (m, 2H), 6.71 (s, 1H), 4.2 (m, 4H), 3.92 (s, 2H),
3.72 (m, 1H), 3.60 (m, 1H), 3.45 (m, 1H), 3.15 (m, 2H), 2.15 (m, 1H), 1.7 - 2.1
(m, 7H) :

MS (+ve ESI) : 631 (M+H)™

MS (-ve ESI) :630 (M-H)~™

oooooao

D00000O0000000 (tert-0 0 0){R)-1-[4-{4-[(5-{2-[(2,3-0 00000

00O0)I00]-2-0000003H-00000-3-00)0007]1-00000-7-00}0

0o)H)oooQuoooo-2-00WO000000D0D0ODO0OOOODODODOOOOOO

oooooao

a

0

0

a

a)lD-000o0oD(@G3omg,5.250000)0 00000000 0O0O0O0O0OOOOA45d0O
O00DDDO000O0O0OooDOoDON-,3-000000000)-2-3-[(7-{4-[(2R)-2-(O
ooooDDoDOo)YoOoOoDoDOoO-1-00]JUOoO0O0¥O0OO0OOO-4-00)0007]-1H-00 0O
-s5-0 0} 000000000 0O00DO0O00(G16emg,0054%0 00000
TH-NMR (DMSO dg) : 10.25 (br s, 1H), 8.45 (m, 2H), 7.7 (m, 1H), 7.15 (m, 4H), 6.
6 (br s, 1H), 4.30 (br s, 1H), 4.21 (m, 2H), 3.80 (s, 2H), 3.40 (m, 1H), 3.20 (m
, 1H), 3.05 (m, 1H), 2.85 (m, 1H), 2.40 (m, 1H), 2.30 (m, 1H), 2.10 (m, 1H), 1.7
7 (n, 3H), 1.6 (m, 5H) :
MS (+ve ESI) : 552 (M+H)™
MS (-ve ESI) : 550 (M-H)".
oooooao
Ob)ON-,3-000000000)-2-3-[("-4-[(RH2-(0 00 O0OT0DO0OOHYOOOOO
0-1-00joooo}-0o0o0oo0-4-00)H)D0O0]-1H-OD0D0OO-5-003FWOOO0O0OOC
450mg,0.820 0 0 00000 O0O0O0OODODODODODO0DOOOecOODDODOOOOOOOOOO
OO0o0Oo0 Ceert-0 0 O0D){C@CR-1-[4-({4-[G{2-[(2,3-0 00 ocOoOoOoODOD)OOO]-2-
000000 »H-OODODDODO-3-00)00o0]-0co0o0oo0-7-003YY00)HODOO]OO
ooo-2-00yy0oooooooDoDa@romg,0077%) 000000000000
TH-NMR (DMSO dg) : 12.3 (s, 1H), 10.18 (s, 1H), 8.50 (m, 2H), 7.71 (m, 1H), 7.18
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(m, 4H), 6.77 (s, 1H), 4.15 (m, 2H), 3.80 (m, 3H), 3.62 (m, 1H), 3.05 (m, 1H),
2.80 (m, 1H), 2.65 (m, 1H), 2.37 (m, 1H), 2.18 (m, 1H), 1.80 (m, 3H), 1.62 (m, 5
H), 1.38 (s, 18H)

MS (+ve ESI) : 744 (M+H)™

MS (-ve ESI) : 742 (M-H)".

OoDoooo

000048-04000000048-0000002-[[4-{4-[(G-{2-[(2,3-0 000000
OO0)d00]-2-0000003H-00000-3-00)300]-00000-7-00730
OH)oooJoo)Yooo]Jooo-000

00 -tert-0 0 0 2-[[4-{4-[(-{2-[(2,3-0 0 0000000)I00]-2-000000
}-1H-0 000D -3-00)000]1-00000-7-003}00)00QOO00O)0OO]O0
0o0o0ooDoooo@E@somg,0.350000)000000D0DO0OO0O0ODODDODOOO0ODODDIODO0OOd
0000000000000 4000000048(263mg,0 0 1000 000 O0000ODOO
goooboooogao

TH-NMR (DMSO dg) : 11.95 (s, 1H), 10.35 (s, 1H), 8.92 (s, 1H), 8.83 (d, 1H), 7.6
9 (m, 1H), 7.45 (m, 2H), 7.29 (m, 2H), 6.75 (s, 1H), 4.22 (m, 4H), 3.81 (s, 2H),
3.39 (m, 2H), 3.20 (m, 2H), 2.80 (s, 3H), 1.85 (m, 4H)

MS (+ve ESI1) : 605 (M+H)™

MS (-ve ESI) : 603 (M-H)".

Ooooao

O0D0000D000000-tert-00 0 2-[[4-{4-[G-{2-[(2,3-000000000)
00]-2-00000031H-00000-3-00)00]-00000-7-00300)HO
0J](oo0)oojooooooDOoooDooOO0oooDooDoOooOoo

ogodooao

a)J2-(000000)I0000(R%Mg,5.250000) 0000000000000
0045d0 00000000000 DOOOON-,3-000000000)-2-{3-L7-{4-
[(c-00000000)@O0D0)D0O0]000000000-4-00)000]-1H-00
0o0o0-5-003YY 0000000000000 000(G36mg,0058%0 00000
1H-NMR (DMSO dg) : 10.25 (br s, 1H), 8.45 (m, 2H), 7.71 (m, 1H), 7.15 (m, 4H), 6
.58 (br s, 1H), 4.3 (br s, 1H), 4.12 (m, 2H), 3.80 (s, 2H), 3.45 (m, 2H), 2.39 (
m, 4H), 2.15 (s, 3H), 1.79 (m, 2H), 1.58 (m, 2H)

MS (+ve ESI) : 526 (M+H)™

MS (-ve ESI) : 524 (M-H)".

googooao
Ob)ON-(2,3-000000000)-2-{3-[(7-{4-[(2-00000000)@O0O0)O0O0
jooo0oy»»0Ooooo0-4-00)000]-H-00000-5-003100000 (460mg,0-8
s 000D ODODODDODDODODOODDODDODOODDODDecOODDDODODODDDOOODDOOO
—~tert-0 0 0 2-[[4-{4-[(G-{2-[(2,3-000000000)000]-2-00000031H
-00D00D0-3-00)000]1-00000-7-00300)I00]OO)OO]OOO
Oo0DO0000@esmg,0 0590 00000000000

1H-NMR (DMSO dg) : 12.30 (s, 1H), 10.17 (m, 2H), 8.50 (m, 2H), 7.70 (m, 1H), 7.1
8 (m, 4H), 6.77 (s, 1H), 4.15 (m, 2H), 3.9 (mn, 2H), 3.85 (s, 2H), 2.60 (m, 2H),
2.43 (m, 2H), 2.20 (s, 3H), 1.8 (m, 2H), 1.58 (m, 2H), 1.40 (s, 18H) :

MS (+ve ESI) : 718 (M+H)™

MS (-ve ESI) : 716 (M-H)".

Oooooo
OD0D0049-04000000049-000000{@S)-1-M4-({4-IG-{2-[(2,3-0 000
ooooo))yYood]-2-00000031H-00000-3-00)0007]J-00000-7-0
0y 00)IoOo]Joooo0-2-003100-000

OO0 (tert-0 0O O0)D){@)-1-4-({4-LG-{2-[,3-0 000 pnDUoooo)ydoo]l-2-ooo

Oooooogod
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0o0o0¥H-OOOooo-3-00)ooODO]-00o0DoDOo0-7-003yyoO)Hoooljooooad-
2-0 0y 000000000 (@@B86emg,0.530 0 00) 0000000000 ooooDDOal
00o00DD0DD0DO0D0000O0O0Oo0O0oODD40 000000 49(340mg,0 093D O O ODOOO
JooooDooooooao

TH-NMR (DMSO dg) : 11.7 (br s, 1H), 10.30 (s, 1H), 8.87 (s, 1H), 8.75 (d, 1H), 7
.68 (m, 1H), 7.40 (m, 2H), 7.19 (m, 2H), 6.71 (s, 1H), 4.20 (m, 2H), 4.18 (m, 2H
), 3-90 (s, 2H), 3.7 (m, 1H), 3.58 (m, 1H), 3.42 (m, 1H), 3.1 (m, 2H), 2.15 (m,
1H), 1.75 - 2.1 (m, 7H) :

MS (+ve ESI) : 630 (M+H)™

MS (-ve ESI) : 632 (M-H)~.

oooooao

0o0o0o0DDoDO0O0O0O0O0OoOoCere-00 O0){)-1-[4-({4-IG-{2-[(2,3-0 00T Qoa@O
ooo)ooo]-2-000000H-OOODOO-3-00)000]-00000-7-007%0
oo oOoOoJooooDUo-2-00Y)00D0O0D0ODO0DO0DO0ODODO0OODOO0ODODODODOOOO
oooooao

DadL-000000(@G30mg,5.250 0 00)I00Q0O0DDO0ODO0DO0OOODOOODDOAasdo
0o0o0o0DD0D0oDOo0D00O0o0oooOoON-,3-000000000)-2-3-[(7-{4-[(25)-2-(O
gooooooOo)LooDoDO-1-00QUOO0OD0¥OOODOO-4-00)D)0007]-1H-00 OO
0-5-003Y 0000000000000 000(s50mg,0O057)000000

TH-NMR (DMSO dg) : 12.38 (br s, 1H), 10.20 (br s, 1H), 8.47 (m, 2H), 7.70 (m, 1H
), 7.15 (m, 4H), 6.62 (br s, 1H), 4.28 ( br s, 1H), 4.15 (m, 2H), 3.81 (s, 2H),
3.40 (m, 1H), 3.20 (m, 1H), 3.02 (m, 1H), 2.81 (m, 1H), 2.38 (m, 1H), 2.30 (m, 1
H), 2.10 (m, 1H), 1.78 (m, 3H), 1.58 (m, 5H)

MS (+ve ESI) : 552 (M+H)™

MS (-ve ESI) : 550 (M-H)".

oooooao

Ob)ON-,3-000000000)-2-3-[(7"-4-[(2)2-(0 0000 OooOoOo)oOOoaO
0-1-00joooo}-0o0o0oo0-4-00)H)00]J-1H-OD0DD0OO-5-003FWOO0O0O0O0OC
340mg,0.620 D O O)J 00 O0DOoOODDODDODODUODO0DODODODODODDecODODODOOODODOODODOOGO
00000 Ceert-0 0 0)){@)-1-4-(4-[G{2-[(2,3-000ooooODDO)YoOaO]-2-
000000 >H-OODODDODO-3-00)00oo0]-coo0o0o0-7-003YY00HODOO]JOoO
ooo0D-2-00Yy000oooooDoO@2smg,0071%)0 00 0o0ooDoooOOd

TH-NMR (DMSO dg) : 12.30 (br s, 1H), 10.15 (s, 2H), 8.48 (m, 2H), 7.68 (m, 1H),
7.15 (m, 4H), 6.75 (br s, 1H), 4.12 (m, 2H), 3.80 (m, 2H), 3.61 (m, 1H), 3.05 (m
, 1H), 2.80 (m, 1H), 2.62 (m, 1H), 2.35 (m, 1H), 2.15 (m, 1H), 1.81 (m, 3H), 1.6
0 (m, 5H), 1.38 (s, 18H)

MS (+ve ESI) : 744 (M+H)™

MS (-ve ESI) : 742 (M-H)".

oooooao

ooooso-05000000050-0000002-{000 [83-({6-00 0 0O -4-[(5-{2-[(3
-00000000)00]7-2-0000003F1H-00000-3-00)0007]-0000
O-7-00YyYO0oOo)d)DoooOoJoo0WOO-000

O0-tert-0002-{0 00 [B3-{6-0 000 -4-[(G-{2-[(B-0 0000 OooOoO)adoao]-2
-00D0D000H-0OODO0DO0-3-00)H)0007]-00000-7-003Y000)00007]0
ooy oooooooDo @remg,0.380 00 0)H)0 0000000 O0ODODODODOOOOGOaZLO
0o0oo0oDDoDDODO0O0DO0oO0oOooooDoDOsS0000000500260ng,0 01000 00000AO
ooooDDoDoooooao

TH-NMR (DMSO dg) : 12.0 (br s, 1H), 10.87 (s, 1H), 8.96 (s, 1H), 8.87 (d, 1H), 7
.65 (m, 2H), 7.38 (m, 2H), 6.89 (m, 2H), 6.77 (s, 1H), 4.42 (t, 2H), 4.26 (m, 2H
), 3.86 (s, 2H), 3.44 (t, 2H), 3.35 (m, 2H), 3.28 (m, 2H), 2.33 (m, 2H), 1.31 (t
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, 3H) -

MS (+ve ESI) : 606 (M+H)™.

0DoO0o00oo

0000000000000 -tert-0002-{00 0 [3-({6-00 00 -4-[(5-{2-[(3-0 O
00O00O00)IOD]-2-00000031H-00000-3-00)000]-00000 -7-
003} O0O0)IODO0]0003MOIO0D0DO0O0000O000000000000
0Doo0O00oOo

Da)J 00000000 @DOO060%I 00 1.69g,40.00000)I 0000000000 CG
omDOODODODODODODODODODODODODODOODODODOOIONONONOONDOODODO (4.279,39.50
DoO0) 000000 O0O0DODOODoND100000O0D0O0G,7-0000000000 -
4(1H)-0 0 (3.60g,19.80 0 0 0)0 00000 O0O0O0OO0600 0200000000000
000000000000 Coom)IOCOODODOOODONONOONONONDOODONDDOOOOOO
0000000000000 7-(0000000)6-000000000-41H)-00 (4.4
5,0 083%)0 00000000000

TH-NMR (DMSO dg) : 12.24 (br s, 1H), 8.05 (s, 1H), 7.80 (d, 1H), 7.52 (m, 2H), 7
.44 (m, 3H), 7.38 (t, 1H), 5.35 (s, 2H).

0Oooooo

Ob)D7-(00O00000)6-000000000-4(1H)-0 0 (2.00g,7.410 00 0 )0 O
OoO0O0O0oOoEomMDOOOOOODODODOOOODeIOI00N0NONON0D0NONONO0DO0NONONOoOO
DO0O0O0Ex5mDOOO00D0OOOONDODOOONOOOOGM)IIDODDDODODDODODO0O
000000000000 00O00000O000O0O00O0O0D0O0ODO0ODONOoOOoOoOooGooaO
000000000000 00O0O0O07-(O000000)4-000-6-00000000
0(1.509,0 071%)000000000000

TH-NMR (CDCl3) : 8.93 (s, 1H), 7.89 (d, 1H), 7.51 (m, 3H), 7.35-7.46 (m, 3H), 5.
32 (s, 2H).

0Doo0ooo

O0c)07-(0000000)4-000-6-000000000 (1.209,4.160 00 0 )0 2-(3
-000-1H-00000-5-00)-N-@-00000000)00000 (0.97g,4.150 0
0do)H)ooooDoo2-000000COMDHDOODD200000000000000000A0
I A 0 B A B R W A W A W A W R W N R N IR N
00000000000 2-GB{[7~(C000000)6-000000000-4-00700
03-1H-00000-5-00)-N-GB-00000000)I00000 (2.00g,00 92%)0 O
ooooDoooogoano

TH-NMR (DMSO dg) : 11.72 (br s, 1H), 10.71 (s, 1H), 8.90 (s, 1H), 8.82 (d, 1H),
7.65 (m, 2H), 7.55 (m, 2H), 7.32-7.50 (m, 5H), 6.89 (m, 1H), 6.76 (s, 1H), 5.42
(s, 2H), 3.84 (s, 2H)

MS (+ve ESI) : 487 (M+H)™.

Ooooao

DO 2-G-{[7-(0000000)6-000000000-4-007]0003IH-0000
5-00)-N-(83-00000000)I00000(@O00)A.959,3.740000)000
oooooEeompHhooOovy/0D 000000000 O0DOoOU0DOoDo0DDODODOoDOooOoDDDODOoOOooODbOO
O0o0oDoDoOo0o0oDoDoDOo0o0oDoDoo0o0ooDoDOooooDoDEx2mbHO0oOooOoOoO0Oaon
oo2-{3-[(6-0 000 -7-00000O0DDOO0O-4-00)H0007]-1H-00 0 0ODO -5-00
}-N-(3-00000000)IO0D0000(.00g,00100%)000000000000

MS (+ve ESI) : 397 (M+H)™.

ooooon

ODe)d 2-{3-[(6-0 00 0-7-0000000000-4-00)1007]-1H-000 00O -5-0
O0FN-(3-00000000)00000(2.099,4.100000)03-000-1-0000
000 @@.44ml,4.50000)H)00000000000OCOMDHDOODOOOOODOOOO0OGO
0000000000 0O.67g,8.20000)H)000000O0O0O0OOY0001I000000

O Ooooo
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0o0ooDooooDoDoooooDooo@sombhoooooooDoooooooooooad
0000000000 oo0DOoo0DooDooDoDoDO0o0DO0DooDo0DOoDO@oDs8wn Ooooao-:d
OoO0o0oo0oOo)YODoDoooooUoooDoooDoooooDOo2-GBA{Ll7-B-ooooOd
ooo)-6-0 00000000 -4-00]J0003F1IH-00DO0DOO-5-00)-N-@B-00003
0o0o0o) ooDOoOooo@-10g,0057%) 000000000000

MS (+ve ESI) : 473 (M+H)™.

gooooao

OfHI2-(0O00000)IO0000(282mg,3.170 00 0)02-GB-{[7-B-0 000000
0)-6-000000D0D0OD0-4-00]100031H-00000-5-00)-N-@B-0000D0O0
00)H)OODODDOOGOOmMg,1.060 0001 0DD0O0O0OO0OO0ODDOOOODODOOOOA5dO O 0O
0000000000000 2-{3-[(7-{3-[000-00000000)00]0000
0y6-000000000-4-00)DH3100]-H-O00O0O0DO-5-0073FN-@B-0000O00O003
OOHYODODD0OO0DO0ODO@o8mg,0073%)0 00 00O00O0OD0ODDODOOOODOOD

1H-NMR (DMSO dg) : 12.40 (s, 1H), 10.40 (s, 1H), 10.15 (s, 1H), 8.53 (s, 1H), 8.
50 (br s, 1H), 7.62 (d, 1H), 7.35 (m, 3H), 6.89 (mn, 1H), 6.78 (br s, 1H), 4.28 (
m, 3H), 3.75 (br s, 2H), 3.45 (m, 2H), 2.62 (t, 2H), 2.50 (m, 4H under DMSO), 1.
91 (m, 2H), 0.98 (t, 3H)

MS (+ve ESI) : 526 (M+H)™.

Oooooo

O 2-3-[("-{3-[C00@-00o0pooog)fopojooopooy6-0000D00O0OO
00-4-00)000]-1H-00000-5-003N-(3-00000000)000000 (266
mg,0.510 000D 0DDDOOODDDODODOODDODDOOOe6ec000ODDOOODODOOO
O00-tert-0002-{0 00 [B-{6-0 000 -4-[G-{2-[GB-00oo0oooo)hyocod]
-2-0000003H-00000-3-00)000]1-00000-7-003000)0000]7]
000y ooODooooooDEeesmg,0O79%)0 000000 00O0O0OO0

TH-NMR (CDCl3) : 12.70 (br s, 1H), 9.90 (br s, 1H), 9.40 (s, 1H), 8.60 (s, 1lH),
7.98 (d, 1H), 7.56 (d, 1H), 7.15-7.30 (m, 3H), 6.76 (m, 1H), 6.24 (br s, 1H), 4.
14 (t, 2H), 4.03 (g, 2H), 3.83 (s, 2H), 2.79 (t, 2H), 2.70 (t, 2H), 2.61 (m, 2H)
, 1.95 (m, 2H), 1.48 (s, 18H), 1.05 (t, 3H)

MS (+ve ESI) : 718 (M+H)™.

gooooao
goosocO0DO0O0O0O0DODD2-(G@B-000-1H-0000DO0-5-00)-N-@-00000000
YboooooooDoooooooooao

googooao
Oh)O(3-000-1H-00000-5-00)00(3.00g,21.30000)J0000(3.80ml,4
6.70 00000000 O0DDU0DO0DEGGMHDO 0D ODODODO0DOODODOoODODOoOIODOODOD
000000000000 0D0D (11.99,42.50000)H0000000000O0d9000O
0o0ooDoo0o0oooDoo3-00o00o0o0ooo@.1oml,42. 500 000000000003
0o0ooDooo2.50000000002N0000000000000000030(3x 50mh)
0Ooo0oo0oo0ooDOoooDOooo0oDOooDOooOOOn?2,2,2-000000-N-G-{2-L
GB-00000000)IO00]-2-00000031H-00000-3-00)J00000 (2.
08g,0 030D DO DDODDODODODDDODOODDODDOOODDOOODaO

MS (+ve ESI) : 331 (M+H)™.

gooooao
0i)02,2,2-000000-N-G-{2-[(B-00000000)I00]-2-00000031H
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