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1.8 pm; 3.0 x 3¢ mm
<3 SRy Z AT A (TP Ty i —), SB(Stable Bond)

C18; 5 pm; 4.6 x 75 mm
S4 X7 U w Vlbridge) (W4 —%—X) CI18; 3.0 x 30 mm, 2.5 gm
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e fF A
[ P (%] BA %B
0.00 95 5
0.10 95 5
Gl 1.75 95
(1.8 mL/%) 1.90 95
195 95
2.00 95
ooooaon
e M A
/AR ARV Vgl (5] DA %B
0.00 95 5
G2 4.50 10 90
(1.6 mL/%) 5.00 10 90
5.50 95 5
oooooao
e IRF ]
A B s S 5] BA %B
¢.00 95 )
4.00 50 a0
G 450 10 a0
1.6 mL /4%y :
(1.6 ml./5) 500 10 90
550 45 5
0ooo0oaon
S o s A
AR AR Vg N 5] %A %B
0.00 95 5
G4 1.00 10 90
(1.6 mL/%) 250 50 50
2.75 95 5
0ooo0oaon
e e B i
FF T b 1551 %A %B
0.00 95 5
G5 2.00 10 90
(1.6 mL/%) 5.00 10 90
5.50 95 5
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N )
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00000
NN

|
OH

O

63.5 g (287 oD D O0ODO0D OO0O0OO-0000000000O030.2g (287 mmol)
00000 DO0000024.1 9 (0.597 moDIDODODOODO0D03.6LO000000
00000000000000000000000000000000000000

O Ooooooogogoao
O OoooooogogoQgdg
O O0Dooooogogdg

=

oooooODOOO0OO0O0O0O0OooOoOoOHIODDODDODODODO0oDOoDOooOooooOoOooODDODOOO
oooobooooooooooobobooooboooooooooooDoboooooao

O

uo

83.0 g
006-00000000-4-00000 0000

O
O

P

ao
O

N

|
Cl
8]

OO0D0D0O70.4 mL (400 mmol)O DIPEAC 0 1.0 L

(27 moHO 1.1*-00000C0C0ODODODOOO

gooboooooobOoooooooooao
gbobooooobobobobooooonn
OoooDoODoO0OO000O000@ x 250 mL)O
gooooooooboOoooooboooooao
gbobooooboboboboooboonn

050 g (0.352mo)06-0000000D0DDO-4-000000000O500mMO0O00O0 OO
00000000 o0ooDoDooooDoooOoi1s0g (0720 moH)0 00 DOODOODDODOO
oo0o0oo0DDoODO0000O0o0oo0o0o0oODDOoODO0D0D0DO0DO0O0o0o0o0O0 DoODoODoOooooooo
oo0o0oDDOoOO0O00DO0O0OooOooooDoDoOOoOOoOoO
000052 0000 83%)
OEI-MSO O OO O 176 / 178 / 180 (M)* (2 CD)
ocoooooao
04-000-3H-0 00000000 -2-00
oooooao
ooooao
O
O
NH
CH,
025.0 g (200 moDHO 2-0 00 -m-0 O O
opcMO DO OO0 O0OO0O0OO0OOODO38.0g9g
ooooDoOOoOoO0oooooooooooOoo
oo0ooDoDOoOoOooOooooooooooOoao
OO0O0D0DDO0O0O00 (@ x 250 mL)O avmo O 0O
OO00D0DDO0ODO00O0O00@ x 250 mL)ooao
oo0ooDoDOoO0oOooooooooooooOoao
Oo0ooDoDoDOo0ooDooooooooooOoao
OO00OD0O25.0g9g O0O0O0O 86%)
0O ESI-MSO m/z O 150(M+H)™
ORg (HPLC) O 2.670 (0 OC)
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oe-(6-000000O0O0-4-000C0D0)4-000-8H-00OCOCODODDOO-2-00
oooooao

oodognoao
O
O
NH
W”**N
o1 NF CH,

02.30 g (13.2mmo06-00000000-4-00000 00O00O8.00g (60.0 mmo
DOODO0D0DODO0O0O0O00O0O01.79 g (12.0 moD04-000-3H-000000000 -2-
0000000000000 0000000000000000000000000000
000000000000 0000000000000000000000000000
0000000000000 000000000000000000000000000
0ooo

0002.00 g (000 52%)

ESI-MSO m/z O 290 / 292 (M+H)* (CI)

R, (HPLC) O 3.170 (0 OC)

0oooooo

O6-(-0 00 00000-4-00000)-3,4-0000-3H-000000000-2-00
000000

Oooogoao
O
o~
~ N~cH
N™ SN :
I
Cl F CH

0.35 g (8.0 mmol)JDDODCOD ODO0OOOGw™IOOIODODODODOODDOODO)D2.2g (7.
mmol)J 6-(6-0 00 00000-4-00000)4-000-34-000000000-2-0
ODO0O01mMODMFO 00D O0ODO0ODOD0DO0O0O00DO00O0O00O00D0O0O0O0O0.95m
(5.ommol)0 00000000 COOCOOOCOOOCOOOOOOOOOOOOOOOO
D000O0O0O0OO0OO0O0OOEACD 00000000000 ONDONONDONONOOONDOn
0000000000000 O000O00O0O00O0O00O0ONOoONONOoONONooooonoon
DoooOoooooo

0001.6 g 0000 69%)

ESI-MSO m/z O 304 / 306 (M+H)™

Ry (HPLC)O 3.550 (O OC)

Dooooo

1"H-000[00O000-4,4"-00000]-2"(3"H)-0 0
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0R 1 0.08 (0 00O OO ODCM/cyc/MeOH/NH,O0H O 70/15/15/2)

0oooooo

O0O0O0[0C0O[d][1.3]00000-4,4"-000007]-2(H)-00 0000000
Do0o0o0ao

Doooo

0

,JL\ CIH

HN O

00000000000 00O00US 6,436,920 00 000000000000

0 ESI-MSO m/z O 219 (M+H)™*

ORgJ0.14 (00O O OO O DCM/cyc/MeOH/ NH,OH O 70/15/15/2)

0oooooo
0O00O0[00O000-4,4"-000[2,3-d][1,3]000007]-2"(1"H)-00 000000
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uoboood
goaao

O

’JL\ CIH
HNY 0O
S
W NH
P

ooo0O0ODtert-000 (6-000-0000-2-00)-000000
oooooao
goooad

o
2 Y
i HaC Ch,
00D00O0O0D0D0O00o32.7 g (0.150 mol)d BOC-0 00O OO DO 100 mLO THFO OO O O 17.4
g (0.135 moN06-0 000000 -2-00000 00300 mL (0.300 mo)O 00000

ocoooODoDOOO0O0o0O0ooo@MoTHFO OD)O OO O OO0 200mLO0 THFO OO OO O OO
gboboooooboobobobooobobobobobo0oobO0ObODbEOAcT O IND
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0000000000 oO000oD0oDo0Ud000D0D0U0OECACO D 000D DODO0DOOOOD
0000000000000 0000D0DDODO0D000O00O0DO00DO0OEOHOD O OO O OO
Ooo0oDoDDoODOo0o0oooooooao

00029.2 g 0000 95%)

ESI-MSO m/z O 228 (M+)

Re(HPLC)DO 1.700 (O O B)
ocooooooOo-7-000-2"-000-1",2"-0000000[0OO0O0O0OO-4,4"-00
[2,3d][1,.3]0 0000 ]-1-0 0000000

ooooao

oooao

Oooo0ODDDOO0O0026.0mL (173 moDONNN,N-O00O0CODO-D00000000

00180 mlOTHFO O -200 000 0O070.0 mL (175 mmoO2.5MOD0OCO0OO0DDODOO

coooooOoOoOoOoOoooooooboboboOoo-y800oooooDoDDoOoO0oO017.8g9 (7

g.0moNOtert-0 00 (-0 00-0000-2-00)-000000000 120 mLO THFO

ooooooooobDoooooooooooo-y80bbOO0O0oO0oDOoOD27.29g (117 m

mol)O Cbz-0O O O oooeomlOTHFO D OO OO-780000D0000O0DOOO
ugbooogan oooobOoo400000000D0O00000O00DO0A150 mLO OO
ooooood oooobOoooooooooooboooooooboboooooao
oobooogan O0D0DD0O0D0000O0O0D0PE/EEOAC(I/1) 000 OOOOODO

u

O
O
0
O
4
O
0
4 O PE/EtOAC(1/1)0 00 O0O0OCOCODODOO

O Ooo0ooo
O Ooooo
O Ooooo

O
O

O

Doooooo

000016.4 g OO0 0O O 54%)

0 ESI-MSO m/z O 388 (M+H)™*

0 Ry (HPLC)O 1.570 (O O B)

00000000 [00000-4,4"-000[2,3-d][1,3]000007]-2"(A"H)-00 OO
ooooo

O
O

ooooo
ooaoao
o)
/ﬂ\ CH
HNT O
N TR
| NH
Z

16.4 g (2.0 moD)O OO OO -7"-000-2"-000-1",2"-0000000[OODOO
-4,4"-000[2,3d][1,3]00000]1-1-00000000002.00g0 000000
(Pd/C 10%)O0 O OS500 MO EtOHO O O DO DODOOOODDOODODODODODOOOO
0l1.09g00000000O0(CPA/C 10O 0O 0OODODOODODDODODODOOOODODODOO
oo oo oo boobooboobooan
EtOHO 0D 0 000000 b0oouobu0oo0ob0ouUdbibEetOHD D OO ODODO0oOoDbOOO
O0005.40 g OO O O 50%)

ESI-MSO m/z O 220 (M+H)™

Re(HPLC)D 0.900 (O O C)

Oooooogogogoao
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ooooDooo
oe-(6-000-2-000-00000-4-00000)4-000-3H-000000000-2
-0 0

ooobDoo

ooooDao

O

CH, o-—{’
44\ NH

c CH

gooboe-0b-2-000-00000-4-00000 OOOO
ooooDoo

gboood
CH,

Ay
Cl 2 I
Cl
O

02.00g (13.0mmoHO6-00000-2-00000000-4-0000000000011
OmL (zommo)D OO0 ODO0DODOODOODDOODOODODOOOODODO?2.70 g (13.0
mmoDNO O O-(VM)-OOODDODDODODODODODOODODOQOOOODODDODOOOODOOOOoOOoOODDOGO

o000 oooDooDooDooboooobooao
ooooOobcMIOODOODO0OO0ODOOO0O0DODOO0OODOODOOODDOOODDOOOOOOO
000000000000 D00000DO0oo0ooooon
00002.48 g0 0O)
obDoooe-(6-000-2-000-00000-4-00000)-4-000-3H-0000D0O03
0o0o-2-00
gooooo
ooooao
O
CH, o-—(’
,,L\ NH
N= P
Cl X CH,
0

02.48 g (3.0 o0 6-000-2-000-00000-4-00000 00D0DO001.94¢g
(13.0 moD04-000-3H-000000000-2-0000006.93 g (52.0 mmol)O
Oo0ooooooobobooboboboooooooOo12s00b0 o000 boooooooooad
000000000000 0000D00000000D0D0000O0O00MeOH/DCMO O O
0000000000000 00000000D00000D0000Do0O0O0o0ooOooooan
ooooooooobobooooooo0oooooooooooDooDoooboooooOoao
000000000000 D0D000D0000D0D0000DO000o0oo0o0onoDooooaD
oooo
O00OO000.600 g 000015 %)
O ESI-MSO m/z O 304 (M+H)™
0 Re(HPLC)O 1.420 (O O B)
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ooooDooo
oe-(6-000-2-000-00000-4-00000)-8,4-0000-3H-00000000

0 -2-00
Ooooo0o00
ooooao
O
CH, c»—4?
Nﬁi\N N"‘CH3
|
.
cl CH,
0
059mg (1.4mmoDODO0ODD O0DDOGWIODODODO0DDO000000)I00.37 g (
1.2 nmmo)0 6-(6-0 00 -2-000-00000-4-00000)-4-000-3H-0000 O
0000-2-000005.0m0DMFO 00000 DO00DON0DONDD300000000
000000000.10mL (1.60 mo)J 00000000000 ODOOOOOOOOO
0000000000000.10mL (1.60moD0 DD 00000 ODO00OODO0OO0OOO
000000000000 00000000000000000000000000000
0000000000000 0O000
00000.37 g 0000 96%)
0 ESI-MSO m/z O 318 (M+H)*
0 Re(HPLC)T 1.530 (O O B)
DoOoooOoO0oO
0(-000-00000-4-00)-(7-000-2,3-0000-000000-5-00)-00
oo
DooooO
ooooo
A ©
NZ P
SN
Cl CH,
O
000007-000-2,3-0000-000000-3-000
DooooO
ooooao
OH
0O
CH

3

00000000 0o0.945 g (-35mmo) D00 00ODODOOOODDO ODOODDO20 m
LOTHFO O OO OO0.300 g (7.50 moD) DO O O0OOOOOOG®WOODODOOODOOOO
OO)HOODODOOO (combined batchwise)D 0 0 00 O00O0O0OCOODODOOOOOOO0O1
.00 g (7.35mmo)02-00000-3-0000000000C0OC0OO0O20mLlOTHFO OO O
gbooboooooboobooboboboPEOODODODODOOODODOOOODODODO
ugbdoodooouobouobuoboboobooouobuoboboboboboobouobuobobada
goooboooooboooao

OOOD0OO0.615 g OO O O 56%)
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0 ESI-MSO m/z O 133 (M-H,0+H)*

0 Ry (HPLC)D 1.090 (O O B)
000DO007-000-2,3-0000-000000
DoooooQ

ooooo

O
CH,
0000000 ooo.610g (4.06 moH)O 7-0 00 -2,3-0000-000000-3-00
oooosmOOOoDoOoO770pu L (@B.16moDH0DO0DODODODOODOODODODODODOODN
ooDooooeomgOO0O0O0OODO(Pd/C IO OO ODODOOOOODOODODODO
000000 oOooo0obOo0oOooDoOOoooDoOo0ooDbOOo0ooDobOoOooooOoooao
O0000O0.350 g O0O0O O 64%)
OMSOm/z O 134 (MY)
opopooo(G-0oo0-00boo0-4-00)-(7-O00D0-2,3-0000-0D00000O-5-0O
0)-0000d
oooooao
goooao
O
N"\‘P
2
'S CH,
O

00.396 g (2.24 mmo)0 6-0 0000000 -4-00000 0O0OO0O00DO0O0.328 g (2.46
mmol)D 00 O0C0ODC0OOOODCOOO010mODMO 0200 00000000000000O0.
300 g (2.24 mmol)0 7-000-2,3-0000-0000000000000000000
0000000000000 O00O00O000000000000000000000000
0000000000000 000000000000000000000000000
0000000000000 O00000000000000000000000¢0
00000.550 g 0000 62%)
0000 70%
0 ESI-MSO m/z O 2757277 (C1) (M+H)™*
0 R, (HPLC)O 1.540 (O O B)
Dooooo0o0
05-000-1,3-0000000([0000-2,3"-000[2,3-b]0000]-2"(1"H)-0 O
oooooo
ooooo

O

HN
= NH

N
\__/

0000000 OW2006/0291530 0 0000000000000
0 ESI-MSO m/z O 252 (M+H)*

ORe (DC) 0 0.4 (10% 00D OO/000000)
oooooooo
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0@G-000-00000-4-00)-(2,3-00000-0000)-0000
Do0o0o0Q

OooOoQ
N‘;\\P
.

cl F

O F

gobooogs-00o00g e-000-00000-4-000000000
gbooood
gboooao

01.58 mL (15.4 mmol)J 00 OO0 OO0 DO O2.75 mL (16.08 mmol)O DIPEAD 0 00 O O
3.00 g (16.1 mmoDI6-0 0000000 -4-00000 0000000100 mLO DCMO
0000000000000 0000000000000000000000DCMD OO0
0000000000000 0O000O00O0OO0DOO0D0OOONOOONOOONOOoOnOon
000000000000 0000000000000000000000000000
00003.80 g 0000 99%)
0O MSO m/z O 250/252 (C1) (M)
0 Ry (HPLC)D 2.950 (O OF)
00000(-000-00000-4-00)-(2,3-00000-0000)-0000
Do0oo0Q
ooooo

N4\|N
SR F

O F

00oo0o0o0o0oo0o0.50g 2.0mmoHOS-00ODO 6-000-00000-4-000000003
000.38 g (2.4mmol)02,3-0 0000000000000 0O0.46 g (2-4 mmo)O O -
00D000-2-00000000000O025 mLlO THFO O30 0 0O 0O (piped)0 00 O O 46 mg
(0.05 mmol)O Pd,dbag0d 035 p L (0.20 mo)D O OO OOODOODODOO triethylphosp
hiteD OOODODODODODOODUODOODODODODODODODODODODODODODOODODOODODOOODOOOOO

0000000000000 0000000000D0Do0D0oD0Do0ooDo0oooooooooano

0
O
00000.47 g 00O O 83%)

0000 90%

0 ESI-MSO m/z O 255/257 (C1) (M+H)™

0 Ry (HPLC)O 4.230 (O O C)

Do0oo0Q

0000000 OooO0

Dooooooo
04-000-6-(6-(2"-000-2",3"-0000-1"H-000[00O000-4,4"-000001]
-1-00)00000-4-00000)000([d]00O0000O0-2(8H)-00

000000
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ooooao
O
o~
P NH
)
.

H N CH,
N

Y

HN

0 144 mg (0.500 mmol)J 6-(6-0 0000000 -4-00000)-4-000-3H-0000
00000-2-000108 mg (0.500 mmol)J 1"H-0 0O [0 0000 -4,4"-000007]-2
"(3"H)-0 0 00 0.174 mL (1.00 mmol)I DIPEAD 0 5.0 mLODMFO 00O OO0 OO0 OO
0000000000000 000000000000000000000000000
D000D000000000000004NDNaOHOODODOOODO0DOO0O0O000O00000

gbobooooobooboboboooboboboboooonn

0000130 mg (O O O 55%)

0 ESI-MSO m/z O 471 (M+H)*
OR, (HPLC) O 2.550 (O OC)
00000000

04-000 -6-(6-(2"-000-1,1",2",3-000000000([0000-2,3"-000[2,3
-p]J00D00]-5-00000)00000-4-00000)000([d]000000-2(3H)-0

-1,3-0p0ooooofpmoog-2,3

100 mo) DO OO O0OOO

gbooobooooooobgonn
ooooOoooodpLCco OO
Uo0o0o0OO00000a0iINdDNa
gboobooooooobgno

O[0O0O0O00-4,4"-000
00 -2(3H)-0 O

0
Ooo00oO0oO
ooooo
4?
O
O __\HH

NN

HN | P
— H CH,

N\ y, 0
0 144 mg (0.500 mmoDO 6-(6-0 000000 0-4-00000)-4-000-3H-0000
00000 -2-000 126 mg (0.500 mmol)d 5-0 0 O
"-000[2,3-b]00007-2"(1"H)-0000016.1 mg (0.
OoO0O0s5.0mO2-000000000000000000
0000000000000 0O0O0O0O0O0O0O0O0O0O0OOd
O000000000000000O0O0O0O0O0O0O0O0O0Og
oHOOOOODODOOOODODODOOOODODOOOODOODODOOO
oooooOoo
000085 mg (0O O 34%)
O ESI-MSO m/z O 505 (M+H)™
OR, (HPLC) O 2.880 (O O C)
oooooOoo
03,4-0000-6-(6-(2"-0 00 -2",3"-0000-1"H-0 O
00]1-1-00)00000-4-00000)000[d]0O000
000000
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00000
O\ H =\
N NN O\\fpo
HN NN !
~

CH

CH,

087.0 mg (0.400 mmol)J 1"H-0 0O [0 0 OO0 -4,4"-000 00 ]-27(3"H)-0 0 O 122
mg (0.400 mmol)O 6-(6-0 0000 D000-4-00000)-3,4-0000-3H-00000
0000-2-0000000.140 mL (0.800 mmol)0 DIPEAC 0 3.0 mLODMFO 0 0 0 00O O
0000000000000 O00O00OMOHD 0000000000000 0O00O000
0DO0o000O00O00O00O000

0000 184 mg O OO O 95%)

0 ESI-MSO m/z O 485 (M+H)™*

0R, (HPLC)D 1.140 (O O A)

ooooooo
03,4-0000-6-(6-(2"-000-1,1",2",3-000000000[0000-2,3"-000
[2,3-b]0000]1-5-00000)00000-4-00000)000([d]000000-2(3H

)-0 0
000000
Doooao
0
O O‘“<
N
AN CH
HN = i ?
X
== N CH,
N H
N 0

0 16.0 mg (0.100 mmol)J 0000000 O OO O 126 mg (0.500 mmol)O 5-0 O O -1,3-
0000000[0000-2,3"-000([2,3-b]0000]-2"(1"H)-0 0 0 O 152 mg (0.50
0mmol)D6-(6-000-00000-4-00000)-3,4-0000-3H-000000000
-2-000005.0mO02-0000000000000000000000000000
0000000000000 0000000000000000000000000000
0000000000000 00IMONOHO OO DO OO0 O00D0O000O00000000
000000000000 00000000000
0000110 mg (O O O 42%)

0 ESI-MSO m/z O 519 (M+H)*
OR, (HPLC) O 1.30 (O OB)
Doooooo
01°-(6-(3,4-0000-2-000-2.3-0000000[d]000000-6-00000)0
0000-4-00)000[CO00[AI[1,3]00000-4,4"-000007]-2(1H)-00
Do0o00o00

Doooo

HN

},O N \ /N OT
e

H,

CH,
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0102 mg (0.400 mmol)J OO O[O0 O [d][1,3]0 0000 -4,4"-00 0 0 O ]-2(1H)-0
0 00000000 122mg (0.400 mmol)O 6-(6-0 0000000 -4-000 00 )-4-0
00-3H-000000000-2-000000.210 mL (1.20 mmol)O DIPEAD 3.0 mLO DMF
0000000000000 000000000HPLC-MSOO OO ODOOODOOODOOO
0000000000000 00000000000000004MONaOHO 000000
0000000000000 O0O0O0O0O0O0O0O0O0O00O0O00O0O00O0O00O0O0O0Od
00009 mg 0000 46%)

0 ESI-MSO m/z O 486 (M+H)*

0 R, (HPLC)O 1.250 (O O B)

0oooooo
01-(6-(3,4-0000-2-000-2.3-0000000[d]JJ00000-6-00000)0
0000-4-00)000[00O000-4,4"-000 [2.3-d][1,3]0 0000 ]-2"(1"H)-O
O
0
0

00000
0000
cah,fyc
N
“CH,
CH

055 mg (0.21 mmoDO O OO [0 OOCODO-4,4"-000 [2.3-d][1,3]0 000 O ]-2"(1"H
)-O0O 0000000065 mg (0.21 mmol)J6-(6-0 0000000 -4-00000)-3,
4-0000-3H-000000000-2-0000000.15 mL (0.84 mmol)O DIPEAL 1.8 m
LODMFO OO D00 O0U0b0o00oo0Dbb0o0ob0Dbd0o0oboDb0o0obobOoUdbDbOHrPLC-MSO O0OO
goooooboobobo0obooouobboooboooboo

0O0073.0mg 0000 70%)

ESI-MSO m/z O 487 (M+H)™

Re (HPLC)O 2.600 (O O C)

oooooao

1-(6-(3,4-0 000 -2-000-2,3-0000000[@]J000000-6-00000)-2-
0000000-4-00)000[00000-4,4"-000 [2,3-d][1,3]0 00 00 J-27(

O

oo, 0Oo0o0gQgoo

077 mg (0.30 moDO O COO[DOOODO-4,4"-000 [2,3-d][1,3]0 0000 ]-2"(1"H
)-0O 0000000088 mg (0.28 mmol)d 6-(6-0 00 -2-000-00000-4-00
000)-3,4-0000-3H-000000000-2-0000000.17 mL (1.0 mmol)d DIP
EAD2 mlODMFO 000000000000 D0O0O0OOO0D0OODO0O0O00DOOOOOHPLC-MSO
0000000000000 0000O000O000O000O00000000000000
0000000000000 0000000000000000000000000000
0000000000
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000053 mg OO0 0 35%)
0 ESI-MSO m/z O 501 (M+H)*
0 R, (HPLC)O 1.070 (O O B)

gboooon

05-(6-(7-000-2.3-0000000000-5-00000)00000-4-00000)-
1,3-0000000([0000-2,3"-000[2,3-b]0 000 ]-2"(1"H)-0 O

000000
Do0000
0

HIN
N\

L~
0D0000000000000000000070 mg (0.28 mmol)0 5-0 0 0 -1,3-0 0 0
DO000[0000-2,3-0001[2,3-b]0000]1-2"(A"H)-0000000.10 g (0-26
DO000)D(-000-00000-4-00)-(7-000-2,3-0000-000000-5-0
0)-00000002mO01-00000000000000000000000000¢C
D000000000000000000000000000000000000000
D000000000000D0D000000000000000
000060 mg 0000 48%)
O ESI-MSO m/z 0 490 (M+H)*
0 Re (HPLC)D 1.390 (0 0 B)
Doooooo
05-(6-(2,3-0000000000)00000-4-00000)-1,3-0000000 [0
000-2,3-000[2,3-b]0 00 0]-2"(1"H)-0 O
Do0o0o000
Do0o0o0o

0

HIN w”‘*N
N N F

l/ : o F
070 mg (0.28 mmol)05-000-1,3-0000000([0000-2,3-000 [2,3-b]0 0
0071-2"(1"H)-0 0 080 mg (0.28 mmol)0 (6-0 0 0 -000 00 -4-00)-(2.3-0 00
D0-0000)-0000000060 p LODIPEADDD600 pLOCOO000000000
D00000000000000000000000000010m000000000
D000000000000D000000000000000000000000000
D00000000000000000000000000000000000000«0
0D000000000000
DO00082mg 0000 60%)
0 ESI-MSO m/z O 470 (M+H)*
0 Re (HPLC)D 3.970 (0 0C)
000000
D000000000000D0D0000000000000000000000000«0
00000000000 000
0000000
D000000000000000000000
Dooo
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ooooao
1.0 mg
20.0 mg
50.0 mg
71.0 mg

gbooboooooognn
ugboooboooobooboao

O

gboooooobobobo
gboooobooboobaoba

O

ugbdobooooboboboboooooan

1.0 mg

0.002 mg

0.0075 mg

5. 0py I0DO00DODOOOO

oobooooooOooooobooooooobooooooao

gboboobooboooooboo

O

0.19

0.18 g

0.002 g
2.omi00O0DO0COCO0O0DO

ugboboooooobobobobobooonb

gboboooboobooooonoadg

mg
%

50.0p 1IDOOCOODODOO

ubobooobooboboboooobooboboboooboonn
ooooooooao

ooooon

001.0 mg
0 00.9 mg
0 0 0.025 mg
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0000.05 mg

(81)

ocooco.anmiDO0O0O0O0O0OO

gbobooobooooobobobonb

gboboooooboboboo

5mg
250mg
10mg
250mg

O O
O O
O O
O O

5miD0 0000000

goobooooobooooonn

a
O
g
a

OO0Ooooood
OOoo0ooood
OoOoo0oo0oood
OOoo0ooood
OOoo0ooood
O O0ooo

O 0Oooo

OO
[ |
[ |
O d
[ |
[ |
O d
O O

ooooooogo

10mg
300mg
20mg

O Oooo
O Oooo
O 0Oooo
O Oooo

O
O
O
O

g
O
g
a

O

aono
oogd
gono
gono
ogdd

oono
uono

DooooOoOoOoO
O KH,PO,0 O OO
O Na,HPO, 2H,00

g

OO
oo
ao

o0
oo
uo

O

ogdod

100mg
12mg
2mg
180mg
50mg
20mg
20ml0

ogdod
oono
uon

Lyophilisatel

2miD 0000000

JP 5366960 B2 2013.12.11
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