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gbooooooobooboobobobooooboobobobooboooooboobobao
oooboooooobooocooboobooboooobbowwoooooooboooOooboobooOoo
oooboooooobooooobooooooboooobsccooooboooooboOooo
gboobooooooobgobobobooewnoboboboboobooooobobobao
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
ooobOooooobOooooboooooboboOooose0DocoooOoonoan

goooad

gboooaod

ooobooooooboocooooon

gLeMmsb goooooooobobobooOogESsH; OO0Oasob100° C; O 0O0O0Od?200

0250° C; O O0OQOomOo30V; JO0DoDOoOoOgs0 Izhr, OO0 OO OOA4000600 I/hr0 O
000 : 1500 1000 Da)d O O O O zMD (Micromass, Manchester UK)O O ZQ (Waters Corp
. Milford, MA, USA) O OO 0O 0O 0O O Agilent 1100 HPLC (O O O : Gemini C18, 3 py md
000001100 0 30 x 3 mm (Phenomenex, Torrance, CA, USA);0 00O OO : 60° C; O
01.7 mi/min; 0O O O A: H,0/HCOOH 100:0.05; O O O B: MeCN/MeOH/HCOOH 80:20:0.04;
OO0 : 0 min 5% B; 20 2.8 min 100% B; 2.90 3 min 5% B; UvV-O O : 2000 500 nm, O O
02mOOO0OO00OOMSOO0D0OO0OOO0OO0ODDOOOODOOOODODORTOODODOOO
od
oooooao
od
Jooo0oo-000oo0ooO000’ D[UU0DODOoD0oO0U0o0Do0DOoOO0U0UO0oDoDoODOoOOoO0OoDOoOO]a
oooooooooooOdYY Do OO0’ Do OO0’ OO0 -DoDoOoOooOoo[ooo
000000 oo0oU0D-c0oo0DooOooOo(@UuUOoOoUoOoDoO)YooDoooao

OO
Ooooooao
Ooogaod
—
N/f\\v//\\[::::L\
F.C | P{\ cl
= NH
o i xn Cl
=N
OoooooOoao

000000000000000000000000000000000 (0.890 g)d O
D@O0000000000000[@O0000]0000000000000)-000
000000000000 00000000Ctert-0000000 (1.4 g) (WO 2006/0
034040 000000000 C0OD0)I0OO0ON0OO0OOOOOOOOODOOOOOOOOOO
(0.200 )0 D0D0DOODDODOODDOOD @m)IODODODODO0OO0O0O0O000O000@.1M
(1.92 )0 0000000000 D0OOCODOOODOOODOOODOOOOOOOOOODOn
0000000000000 0000O000O00O0O000O000O000O00000000
0000000000000 0000000000000000000000000000
Doo’ ,0’ 00000000 -[000°]J00000000 000000 tert-000
0000 (1.5¢)00000000000000 MS (ES+) 288 (M-O0O DO O0O); 1H NMR
(400 MHz, CDCl3) 1.50 (s, 9H), 2.61 (m, 2H), 3.67 (t, 2H), 4.10 (m, 2H), 4.21 (
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s, 2H), 6.11 (s, 1H), 7.03 (d, 1H), 7.33 (d, 1H)O

Do0o0o00

0000000000000000 (AgUO00O00D@ m)IOODODO0OOO0O0O0
0000000000000 000 @O0O00) (100mg) DOODCOOOCOOOCODOOO
0000000000000 O00O0O0O0O0O00O0O00OCelitel00O000O000O0O0
00000000000 O0O0O0O0O0O0O0OO0OOOoO+,0°,0°,0°000000000°"0
-[000"]000000-0000000tert-0000000Q@gO0O0O0O00O0O0
0O0O00O0MS (ES+) 290 /7 292 (M-0 0 0 0 0); 1H NMR (400 MHz, CDClg) 1.48(s, 9H)
, 1.85 (m, 4H), 2.77 (m, 1H), 2.88 (m, 2H), 3.97 (s, 2H), 4.24 (m, 2H), 6.97 (d,
1H), 7.32 (d, 1H)O

000000

00000000000 00000Q@gDIO0DD@ mMDODODO0DODONDO0DODONDOONOn
000000000 (.05 mM)000000000O00O0O00O0O00O0ON0OO0O0O0O0O
0000000000000 000000000000000000000 (40 m)0 O
0000000000000 (0.49 )0 0000000 D0C.346 m)DJ 0000000
0000000000000 0000000000000000000000000000
0000000000000 0000000000O000O000ON0ONONooNooonoon
000000000000 D0O0O0O0OO0O0O0OO0OO0O0OO0OO(@OD0:0000/000001:1
IOOOOOOOOO (000000000000 00000)X000]100000
ooooooooot,0t,0°,0°-00000000000[000]00000000

00000 tert-0000000 (1.1 9)000000MS (ES+) 485 / 487 (MH+), 429
/431 (M-00000); 1H NMR (400 MHz, CDCl3) 1.47 (s, 9H), 1.79 (m, 2H), 1.96
(m, 2H), 2.88 (m, 2H), 2.95 (m, 1H), 4.25 (m, 2H), 7.61 (d, 1H), 7.66 (m, 1H), 7

.79 (s, 1H), 8.05 (s, 1H), 8.32 (d, 1H), 8.64 (d, 1H)O

0Doooao

000000000000 (@00 mg)J0O0O0D0O0O00@Sm)I0O0OD0O0O0
0O (.2mhDO00O0CO0O0COOCOOCOOCOOOOOOCOOOCOOOCOOO
0000000000 (O0DO000O0O0oOoooooQ-*.,0t,0°,0°,0%,0°0
D0O0[@0O00"00000000000)-0000000000000000
000000000000 O0O00 (5m)000O00O0O00O0O0O0O0O0O0O0
000000000 (0.430mDODD0ODONOODONOODODODODO (112 mg) (WO 20
03/1064570 0000 O0D0O0O0OD0O0O0)IOD0O0O00O0O0O0OO0OOO0OODOOOOOOOOOO
0000000000000 0000000000000000000000000000
0000000000000 00000000000D: 00000)I00DO0O0O0O0
0000000 [(0)I0CO0O0C0O0O0OO0OO0OOOOOOOOOOOD]00000O0000n
oooo-+,0",0°,0°,0°,0°-000000-[000"]000000000000-0
00000000 (03mD D 0DD0DDD0DDOM.p. 1340 135° C; MS (ES+) 535
/ 537 / 539 (MH+); 1H NMR (400 MHz, CDCl3) 1.83 (d, 2H), 2.17 (m, 4H), 2.81 (m,
1H), 3.16 (d, 2H), 3.20 (d, 2H), 6.30 (m, 1H), 6.49 (m, 1H), 7.29 (m, 4H), 7.59
(d, 1H), 7.62 (m, 1H), 7.77 (s, 1H), 7.93 (s, 1H), 8.41 (d, 1H), 8.63 (d, 1H)O
000000

0000000000000 000000000000000000

DO0o0o0a0

00

000000000
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Ooo0ogao
NM\@
FiCo Ny .
| P (la)
NH
07 "R’
OoOo0ogoogaod
Oo0ogod
[€=%7) R R? YEARRE | LCMS (RT) MS (ESH)
] / M p.
M EU&-4-14I1 PUZNAOA] T+—4A 1. 24 min 535
FI
A2 12-Z)AO-EJ(ZADO 745 1.25 min | 503 / 504 / 505
F-4-4 )
A3 [2-Z)A0-EFU200 TH—A 1. 37 min 519 / 521
44 )
M 12-7)xoO-EY|(7OE 53-59° C 1. 37 min 563 / 565
&-4-1 )
AS |2-Z)0A0-BU|RUTNAFDOA Ta—A 1.37 min |553 / 555 / 557
&-4-4 )l FI
A6 |2-Z)FAO0-BVU(RUZNF0OA Ta—A 1. 44 min (569 / 571 / 573
&-4-4 )l e
AT 3-Z)xAp-EVU(s0O0 139-141° C | 1.32 min [519 / 521 / 523
& -4-4 JI
A8 12.6-7)aA4A0O-|(£0O0 ZH4—A 1.37 min (537 / 539 / 541
EVY-4-1I
A |26-27)F0-7OE ZA—A 1. 38 min |577 / 578 / 579
BU4&-4-1 I
A0 |23 5-FUZNA|Z2O0 84-86° C 1.42 min [555 / 557 / 559
A-Eu4-4-1Jb
Al (2.3, 5-FUZNA|TOE 84-86° C 1. 43 min 601 / 603
no-£v4-4-1)
A2 [2-2O0O0-E V& kE Za—A 1. 30 min (501 / 503 / 505
4 I
M3 |2-yO-BEUSioiAn ZA—A 1.28 min (519 / 521 / 523
-4-4 )l
M4 |2-opO-Eu4|o0a0 134-135 ° C | 1.37 min |535 / 537 / 539
-4-4 )b
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0000
it& R1 R2 MEMAZRE | LCMS (RT) MS (ESH
&5 / Mo
A5 |2-~2O00-BFU4-|170F A —A 1. 41 min 581 / 583
-1 )

A6 |2-200-EU%-[bU 7 F0OX 62-65° C 1.39 min |569 / 571 / 573
-1 ) FI

M7 |2-oD00-EBUS-(bUZAFO X TH—A 1. 42 min 585 / 587
4-4 ) ME

M8 (2.5-200-E(£0O0O TH—A 1. 42 min |571 / 573 / 575
U&-4-4 )

Alg (2. 5-¥200-E|7O0F A —A4 1.43 min |615 / 617 / 619
Y&-4-A )

A0 |2,5-2oO0O-E(bUZNADOA TH—A 1. 46 min | 603 / 605 / 607
y&-4-A )l FI

A21 |2, 6-0O0-¥(Z)L40 ZA—A 1. 38 min {553 / 555 / 557
) &-4-A Il

A22 |2,6-¥Z2O0O-E|~£0O0 ZA—A 1.50 min [571 / 573 / 575
) &-4-1 )L

A23 |2,6-¥40O0-F|(70E ZF+—A 1.52 min [615 / 617 / 619
Y &-4-4 )

A24 (2. 6-2n0pO-E(RUZIFA0ORXA| TH—A 1. 47 min [603 / 605 / 607
J&-4-4 1 FI

A2 |2,6-F4O0-E|RUZNFARA| TA—A 1.57 min |619 / 621 / 623
&-4-1) o

A26 (2-20O0O-3-Z)|200 Z4—A 1.37 min |553 / 5585 / 557
FO-LUS&-4-4
N

A27 [2-#O0O-3-Z)0(70FE ZH—Ah 1.39 min {599 / 601 / 603
AO-£2U&-4-A
1%
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oooo
& R1 R2 WIBRIRZAE | LCMS (RT) MS (ESH)
&5 / M.
A28 (2-2800-6-AF|~0O0 74+ —A 1.39% min [549 / 551 / 553
-ENS-4-1 )b
A29 |2-200-6-AF(70OE 74+ —A 1.41 min [595 / 597 / 599
I-EVS-4-14 )b
A) [2-200-6-AF|(rUZNFOA| TH—A 1.45 min |583 / 587 / 589
I-EVF-4-4 ) |FI 10
A3l [2-2Z)F0AF(L0O0 TA—A 1.34 min {551 / 553 / 555
I-EUS-4-1 )1
A32 |2-20nO0<7)NA|1o0O0 ZA =5 1.42 min {585 / 587 / 589
AAFIL-EL &~
44 )
A33 |2-2poOP7NA(7OE ZA—A 1. 45 min 631 / 633
OXAFI-EY&-
-1 )
A4 |2-onAa-5-7)0|Aa0 ZA—A 1. 39 min 553 / 555
AO-EYF-4-4 20
yi P
A3s |5-~0OA-2-Z) |00 ZA—A 1. 37 min [553 / 555 / 557
FR-EVY-4-4
yi7
A6 [2-hUZNARDA|ZOO Z4—Ah 1. 45 min 569 / 571
FI-EU&F-4-A
)%
000000 30
oooo
{E&4h R1 R2 WEBRREE | LCMS RT) MS (ESH)
&5 / Mo
A7 [2-bUZINABA(ZOE Zx—A 1.46 min (613 / 615 / 617
FN-EVUF-4-4
j17
A8 [2-2OopO-EVU¥-(1,1,2,2-T k3| Z7x—4A 1. 45 min 617 / 619
4-A )l Z)hAATT bF
s 40
OooOoO

u
cooooOOO0OO0O0O0oO0oooooooODODDOE@EH)Y-OO0OooooObODODDDbOOOOo)OOo
ojpoooogoooos,go,0",0, 0", 00000 ooOoO0o oo moobooOOO
ocooooO-0D0o0oOoooooo@ooobooooo)oogooooooo
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Ooo0ogao
o
N/\/\@\
Cl |N\ ci
F N7 SN
o |\ Cl
~N
opDoooao
0000000000000 oDoo0oo0ooDooDOooDon@.59n40000000d
0000000000 [oOoboOojooooboooooooOo)ooooooooao
OO0O000D0D0000000O00Ctert-0000000 (8-89 g) (WO 200670034940 O O
0000000 oo)oOoooooDooOOobobOoooooDooDooODo apnp ooog (o
84 gD OO0DODO (A57mHDO00DODOODOODODOODODO (7.6 OO0 (7

2m)IO0O0OO0OO0O0OOCOOOOOOOOOOOOOOOOOOODOOOOOOOOOOO
0000000000000 0000O000O00D0O00D0ON0ONONO0ONONoONONoonoOon
0000000000000 000000000000000000000000000
000000000000 (O0: 0000000/000008:2) 0000000000
000000000 +,0°000000000[000"]00000000 000000
tert-0 000000 @.6g)00000000000OMS (ES+) 294 (MH+), 238 (M-O
0000); 1H NMR (400 MHz, CDClg) 1.48 (s, 9H), 2.53 (m, 2H), 3.64 (t, 2H), 3.9
9 (m, 2H), 4.08 (m, 2H), 5.99 (m, 1H), 6.70 (dd, 1H), 7.85 (d, 1H)O

oooooQ

0000000000000 000000@.49000000Q@70mMD) 0000000
00000000049 0000000000000000C@O000) (1g)dO0O
0000000000000 0000000000000000Celite0 00000000
DooooO0oO00oO00oO0OoO0OoO0OoO0OoOoOoOoOoOoOoooooooog=,os,0-,0- -0
000000000 [0O00*]J0000000000000C0tert-0000000 (4.
3g)00D0000000000MS (ES+) 296 (MH+), 240 (M-O0 00 O O ); 1H NMR (400

MHz, CDClg) 1.45 (s, 9H), 1.77 (m, 4H), 2.69 (m, 1H), 2.81 (m, 2H), 4.23 (m, 4H)
, 6.67 (dd, 1H), 7.85 (d, 1H)O
oooooo
000D0000O0000O000000
Y0ODOODOODDODOODOO (35 mh)O
oooooood 0ooooooo
0oooooo 0oooooo

0@.4900000000000000.729g
000000010 0000000000000
000000000000 000000000
O 000000000000000000000
0O0oooooO 0oooooo 00000 (00D0:0000000/7/000
00s8:2)0odnmd 0oooooo ooooooooo+,0°,0°,0°00000
O

O

O 0Oooo
OoOoo0oooogod
O Ooooo

0o0ot00[o "I00000000000000tert-0000000 (2.9 g)O
000000000 0OMS (ES+) 330 (MH+), 274 /7 276 (M-0 0 0 O O ); 1H NMR (400
MHz, CDClg) 1.47 (s, 9H), 1.77 (m, 4H), 2.64 (m, 1H), 2.81 (m, 2H), 3.78 (m, 2H)

, 4.25 (m, 2H), 6.76 (d, 1H)O

Dooooao

00000O00000000000000 (g)0O0000000@0 mDOOIO0O0O
000000000 (gOOO0D0DDN0DON0DN0DONO0DON0NON0NONONONONONoNoooona
0000000O000000000000000000000C@o0mO0O00O00O00ON

O 0Ooo0oooo
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0 (138 mg) (WO 2003/1064570
00000000000 0O00
0D0O00O0O0O0O@OD0:000
O*0[C)I0OD0O0OOO
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0 (1.249)000000000 (.72m)00000O00O0O0C0CO0O00O0O
000000000000 0O000O000O000O0000000000000

000 (COooooogoopooooooooog)oooo]loobooooo

O
O
uoooboooooobooooboooooboboooooboooooooooao
O

,0°,0°00000000000[000*]J00000000000000te
re-0 000000 (2.2 9g)00O0000MS (ES+) 369 /7 371 (MH+-BOC)O

L I o B |
O0Oo0oo0ooaoo

O
od

g
oo
uo
"0
g
gd

00000000000 (866 mg)00O0O0O00O00 (10m)IOODO
0D@.6emOO0O0OO0OOCOOOOOOOOOOOOOOOOOOOOO
000000000000 DO00 (00000000000 o0o-.,O
‘00000000 [0O0D0T]00000000000)-0000000
0000000000000 O000O0000000 @om)0OOOO
00000000000 (0.78m) 000000000 O0OOOO0OO
0000000000 )IO0O0DO0OO0DO0OOOOO0On
0000000000000 O00O0O00O0O000000
0D)IODO0DOD0OO0OOO0OO0OOO0O0OOO0OOOOOOO0OOO

u
O
g
u
O
gcoooo)yYQooojcoooooooo s,o0os,go,07,

0D+*,0°-0000000[000"]J0000000000000000000000 (210
m)0ODODCOODOODOOODOM.p. 71-73° C; MS (ES+) 519 / 521 (MH+); 1H NMR (400
MHz, CDClg) 1.81 (m, 2H), 2.15 (m, 4H), 2.74 (m, 1H), 3.16 (m, 2H), 3.21 (m, 2H

), 6.30 (dt, 1H), 6.50 (d, 1H), 7.26 (d, 2H), 7.45 (d, 2H), 7.63 (dd, 1H), 7.79

(s, 1H), 8.21 (d, 1H), 8.67 (d, 1H)O
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oooao
[a=xy) R! R? WIEMIAZEE | LCMS (RT) MS (ESt)
=5 / Mp
Bl (2-y@an-EFuU#4-|£00 71-73° C 1. 42 min 519 / 521
-1 Jb
B2 |2-ZJ)AD0-EVU|20O0 Zx+—Ah 1. 35 min 503 / 505
F-4-A )
B3 [2-200-EuU4-|Z)740 74-76° C 1. 28 min 503 / 505
-1 )l
B4 |(2-rnon-¥uU%¥-i7OE 13-75° C 1. 35 min [563 / 565 / 567
-1 )b
B5 |2-zpoO-EU4-IbUZIF0OA| 70-72° C 1. 38 min 553 / 555
4-A Il FI
B6 [2-2O0O-BUS-{bUZ)ADOA| 68-69° C 1. 41 min 56% / 571
-1 )l |
B7 2. 6-2n00O-E|~0O0 Z4—A 1.44 min |553 / 555 / 557
J&-4-4 )b
B8 (2.6-¥oO0-E|bUZIFAOA Tx—A 1. 54 min 601 / 603
Y &-4-14 )b s
000000
00
0000000000000 00D0000D0D00O0 0O))DOND@OO0O0ODDOoOnan
o)y§hooojogo-,0t,0°,0°,0°,0°00000000 [0O0OD0®]00000000
0000-000000000@O0O00D0000)I000D0000D
Oo0o0oooo
ooooo
N/\/@\
cl |N\ -
cl 2 NH
o O
P
Oooooo
0000000000000 0000O0D0D0D0D0O0D0O0DDO0O0O0DDOOO0O0O0DOOaO
0000000000000 D00O00O0D0D0D0O0O0D0D0DDO0O0D0DD0DOOO0DNO0ODOoOaOn
000000000 D0ODOO0OO0OO0O0OO0OOOan
0000’ 0000000000000 000000000000 @BgIOoOOoOOoO o
0000000000000 0DD0O0O0O0DDO0D0 (COO0O0O0D0O0O0OO0O0000)00
0000000000000 D00OD @6mgDOOODDDDOONODDDOOODODDOODO
Oo0o0o0O0Do @somDOODODODODODOODODODOOODODODOOODOODOOODOO®T,dr",
O-,0"-0000000000[000"]00000000 000000 tert-0000
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000000000

Do0o0o00

00000000 O00W0 2006/0034940 0 0 000 000000000000 O00O0O00

0000000000000 0000000000000000¢tert-000000000

OONegihiDDOODODOOODOOODOOODOOODOOO

DO0o0o0a0

0000000000000 0000000 - [0)00000O000O000O00O0)-0

oojoot,0",0°,0°,0°,0°00000000[0O0O0"]0000000O000O00 -

000000000 : M.p. 71-73° C; MS (ES+) 535 / 537 /7 539 (MH+); 1H NMR (400 M

Hz, CDClZ) 1.81 (m, 2H), 2.15 (m, 4H), 2.74 (m, 1H), 3.16 (m, 2H), 3.21 (m, 2H), 10
6.26 (dt, 1H), 6.47 (d, 1H), 7.27 (m, 4H), 7.60 (d, 1H), 7.76 (s, 1H), 7.8 (br

s, 1H), 8.30 (s, 1H), 8.62 (d, 1H)O
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h
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Ooo0ogao
L& R R WEMAEE | LOMS RT) MS (ESt)
5 / Mo
¢t [2-4ono-Fu#-|40on 71-73° C | 1. 44 min [535 / 537 / 539
4~ I
2 [eus-4-4) [~noo Z4—54 | 1.47 min [615 / 617 / 619
€3 [2-zon-2u#-|k& T4—4 | 1.38 min |501 / 503 / 505
4~ I
€4 [2-Zzon-2ud-|z.4n0 Z4—4 | 1.31 min |519 / 521 / 523 10
e
¢5 [2-Zon-ru#-|70E 85-87° C | 1.43 min |579 / 581 / 583
.
6 |2-o#nn-Bud-[ruziAoxr| Z#—A | 144 min }569 / 571 / 573
41 I FI
C7 |2-on0n-Bug-[FUu iAo x| Za—4 | 1.49 min 585 / 587 / 589
41 2%
8 [2.6->Zon-E[zi=no ZA4—24 | V.41 min [553 / 555 / 557
Y &-4-4 )L
9 [2.6-Y&noo-Ej&nan Z4—A | 1.45 min |560 / 571 / 573 20
U &-4-A
C10 |2, 6->4On-E|70% Z4—45 | 1.28 min 501 / 503
Y& -4-4 )
gooooao
Ooogaod
L&t R1 R? HIRRIRZEE | LOMS (RT) MS (ES+) 20
&S / M. p.
c11 [2,6-4n00-E[rU 02| Za—24 | 1.52 min [619 / 621 / 623
&4 )L o
€12 [2-Zon-6-xF|z0nO 88-92° C [ 1.42 min 551 / 553
W-EVYF-4-1 )
€13 [2-4O0-6-AF[FUZAOA] 84-87°C | 1.46 min 583 / 585
N-EU -4 ) |FI
C14 [2-7)o#0-Fulonn 67-71° C | 1.39 min 519 / 521
&4~ )
¢15 [2-Zaxno-vulruziAax[ 77-80° ¢ | 1.37 min 553 / 555
-4~ N F I 40
C16 [2.5-¥4nn-Elson 206-209° C | 1.44 min |571 / 573 / 575
U4 -4-4 )L
OoO0o0oo0oo0oao
od
oobodooooe-0DO0D0-O0"-[DODO0O0-0D-000DOOOODY)Y IDODO]ODODO
ogooo-s,0,0",0", 0, 000000000 [CODO*®O0O0O0DOODODODODOO
doodooooooDooDooooo(@uoooobooo)ooooooooao
oooooao 50
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gboooad

=N 10

oooooao
gboobooooooobgobobobooooboboboboobooooboobobobao
ugbooboooooboobooboboooobooboboboooobonn

oooooao
gooooooooobopbooooooobbooOooboogoOo)Yooouobooo
cocoots,0",0",0o",0",00C0O0ODOOOO0OEOOOOODOODOOOOOO
00Do00oOOoooDooDooDOoDoono: Ms (BEs+) 563 /7 565 / 567 (MH+); 1H NMR (400 MHz,

CDClg) 1.78 (m, 2H), 2.13 (m, 4H), 2.69 (m, 1H), 3.15 (m, 2H), 3.19 (m, 2H), 6. 20
25 (dt, 1H), 6.48 (d, 1H), 7.28 (m, 4H), 7.59 (dd, 1H), 7.74 (s, 1H), 7.8 (br s,

1H), 8.14 (d, 1H), 8.62 (d, 1H)O
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oooao
s R’ R? WIRRIREE | LCMS (RT) MS (ESH)
&5 / M p.
D1 2-ZNAO-EVU|(£AnO ZH—A4h 1. 34 min 547 / 549
&-4-1 )L
D2 |(2-~x00-Fu&-(Z)40 A —A 1.30 min {547 / 549 / 551
41 )
D3 |2-yap-Evd-[£ono TH+—A 1.40 min [563 / 565 / 567
-1 )
D4 |(2-~ZOO-HUS-|170OE FA—Ah 1. 43 min 608 / 610
-4 )N
D5 ([2-zOO-EVU4-|bUZIFOA| Trx—A 1. 40 min 597 / 599
41 )l FIV
D6 |2-rpO-EUd-|kUZIFO A Tx—A 1.50 min |613 / 615 / 617
-4 )l [ 4
D7 |2-zonO-Eu4-2,2,2-FVZN| TA—A4L 1. 41 min |627 / 629 / 631
-4 )V O b+
D8 |2.6-¥o20O0-¥|oOn0 JA— A 1.54 min 1597 / 599 / 601
& -4-AJ
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0000000000000 D00D0O0O0D0D0D0DO0O0O0DOOO0DnO0D
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000000000000 00: M.p 90-92° C ; MS (ES+) 579 / 581 / 583 (MH+); 1H

NMR (400 MHz, CDCl3) 1.77 (m, 2H), 2.10 (m, 4H), 2.67 (m, 1H), 3.12 (m, 2H), 3.1
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8 (m, 2H), 6.25 (dt, 1H), 6.48 (d, 1H), 7.28 (m, 4H), 7.60 (dd, 1H), 7.64 (br s,
1H), 7.74 (s, 1H), 8.30 (s, 1H), 8.63 (d, 1H)O
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F-4-A )l
E3 2-70A40-EYU|70F Z4—24 | 1.40 min | 607 / 609 / 611
&-4-4 I
E4 [2-7NA0-CU[FUZ)ADX| Z4—24 | 1.4 min | 597 / 599 / 601
-4 )L F I
E5 [2-Z74A0-FURUZAAORA] Z4—4 | 1.42 min | 613 7 615 7 617
&-4-A ) o
6 |2-zO0O-FU%- 7440 74 —24 | 1.35 min | 563 / 565 / 567
4~ )
E7 |2-z2on-Eu4-zoO 90-92° C | 1.13 min | 429 / 431 / 433
41 I
E8 |2-ZnO-EU¥-|70F Z4—24 | 1.45 min |623 / 625 / 627
44 )L / 629
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44 ) FIb
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& -4-1 )b
Ooodoooad
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000-000000000: MS (ES+) 571 / 573 /7 575 (MH+); 1H NMR (400

MHz, CDClg) 1.81 (m, 2H), 2.15 (m, 4H), 2.79 (m, 1H), 3.19 (m, 4H), 6.26 (m, 1H
). 6.48 (m, 1H), 7.28 (m, 4H), 7.63 (dd, 1H), 7.78 (m, 2H), 8.48 (s, 1H), 8.65 (
d, 1H)O
000000
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&=¢v! R R? MIERIARE | LCMS (RT) MS (ESH)
55 / M p.
F1 -rzopo-v¥uy-|7o€ 68-72° ¢ 1.51 min | 615 / 617 / 619
4-q1 )
F2 |2-&ono-Eus-|£20no ZA—A 1.49 min |571 / 573 / 575
44 20
F3 (2-zOoOo-BV4-(bUZ0740%A ZA+—A4h 1. 50 min 603 / 605
4-A ) FIb
F4 12-72)1A4A0-EVl£200 78-83° C 1. 41 min 553 / 555
&-4-4 )L
Fb [2-2)A0O-EVIZAE 76-83° ¢ 1.43 min 597 / 599 / 601
&-4-1 )b
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Fil |2-&O0-F )4 -|xkF*E - 1. 4 min 535
4-1 I
40

obooo

a

ocoooOoOO0O00oOoooooooDbODoO0-= 0o
ocoojooooooooogoooooes,oes,Db
*"looooooooooDoOooooOoooooo
00

ooooao

OoOoooooQgdg

O0D0O0O0000o0ooooooo0n)

,0,0, 00000000 OO

O @ooooogg)oooooao



(33) JP 5592353 B2 2014.9.17

gboooad

Do0o0o0a0

0000000000000 000000000000000000000000000
0000000000000 000000000000000000
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00000000000-000000000: MS (ES+) 615 7 617 /7 619 (MH+); 1H NM
R (400 MHz, CDClg) 1.81 (m, 2H), 2.15 (m, 4H), 2.79 (m, 1H), 3.19 (m, 4H), 6.29
(m, 1H), 6.49 (m, 1H), 7.29 (m, 4H), 7.63 (dd, 1H), 7.77 (s, 1H), 7.83 (s, 1H),
8.44 (s, 1H), 8.64 (d, 1H)O
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Ooo00oao
& R R? YIEBAIFZEE | LCMS (RT) MS (ESH)
&5 / M. p.
Gl (2-2oa-Eus-|140n ZF3—A 1.49 min | 615 / 617 / 619
4~ )
G2 [2-ZAD-Eu4-[7oE T74+—A 1. 46 min 659 / 661
4-A )b
G3 (2-20@p-Bud-|bUZNFOA ZH—A 1. 48 min 649 / 651
4-1 )l FIL
oooooad
OO
0oo0ooooooDooDooDOoooooooDsO[@oooDoooooDooDooooon)
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gooooooo (pbbo:oobobv/soO0OoOboD1I:DOODDOODOODODOODOODDODOO
coooooooooooe,0,0,000000O0OOODO [OOD®JOO0O0OO

O00'0000C00tert-0000000.29)0000000000000MS (ES+)
368 / 370 (M-0 0 0 0 O ); 1H NMR (400 MHz, CDCl;) 1.48 (s, 9H), 1.85 (m, 4H), 2.
80 (m, 1H), 2.88 (m, 2H), 4.24 (m, 2H), 4.47 (s, 2H), 7.60 (s, 1H)O
Dooooo
00000O0000O0000000000 (0.5¢)00000000000000 (0.63
Q000000000 ODD (6mIDCODCOODCOOOODOONOONOOOOOOOOO
000000000000 0O0000000000000000000000000000
0000000000000 O0000000000000000000000000000
(00D0:0000 /A000001:1)0000000000000000000000000
Doooooooooo+,0+,0°,0°0000000000[0000000000
O0"-00000tert-0 000000 (0.200g) 000000000 O0OOMS (ES+) 358
/ 360 (MH+-BOC); 1H NMR (400 MHz, CDClg) 1.48 (s, 9H), 1.84 (m, 4H), 2.73 (m, 1H
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), 2.89 (m, 2H), 4.22 (m, 2H), 4.56 (s, 2H)O

oooooao

0o0o0ooo0ooooDoooooooOono (.20 DOO0OOO0ODODOOd
uuemhHhOODODODO0OOO0D0DO0OO0DO0DODOODODODOODOODO@OMMHOOoOooO (¢
iomhHhOOOU0OODO0OOODOUOODDOOOODOOOODODOOUOODDOODOOODODOOOO
ooooooo (o.3mhHho0DO0ODOCOO0OO0OD®-000D0 (OUOODDOOOODoODOoOOoO)
GmUOODODO0ODODO0DOoDO0DO0O0DDOoOO0O0U0DoODo0DO00o0Do0DoDO0o0o0DoDoDoOoo0ooo
0000000000000 oDoOU0O0OUDOoOOoDO0UOUODDoODOoOUOUDOoOOO
oooooooooooooooDooUooOooDoODoOoUooDoDooo@ooO :oo0oov/00
oool1:»oooooooooooooooDoOoDooooooooooooo-*s,0s,0x,0
*fOO000o0O0oDOoo0"OD[oOo"obo0oo0ooo"-000d00dtert-00000O0OO0
(0.l160 gD OO UOUOUOOOOOOMS (ES+) 324 /7 326 (M-OODODOO); 1H NMR (400
MHz, CDCl3) 1.48 (s, 9H), 1.84 (m, 4H), 2.78 (m, 1H), 2.88 (m, 2H), 4.25 (m, 2H
), 4.42 (s, 2H), 7.46 (s, 1H)O

oooooao
0odooo0oooDoooUooDooO0ooDoDoOOoOoU0DoDoOOoooDoDoDoOooOooDooOO
Jooooooooooooooao

oooooao

0ooooooUooooOoooooOo O[Doooo0ooDoDoOooooDoDoOoOooOoo)) oo
ojuooooooooogoooot,0f,0",0%,0",00000000C0O [DDOO*"]O
0oo0oDoooooDooD-00o0oo0DOooDood: MS (ES+) 571 / 573 (MH+); 1H NMR (400
MHz, CDCl3) 1.79 (m, 2H), 2.08 (m, 4H), 2.90 (m, 1H), 3.12 (m, 4H), 6.26 (m, 1H
), 6.46 (m, 1H), 7.27 (m, 4H), 7.64 (s, 1H), 7.72 (d, 1H), 7.86 (s, 1H), 8.61 (d

, 1O

0ooooo

00

0000000000000 0000000000000 0000000000000
oooo)ooojoot,0t,0°,0°,0°,0°00000000 [00O0]j00000
0000000-000000000@@O0000) 00000000

0Dooooaon

ooooo

gbooooao
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
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gcoooooOoOOoOoOoOoOooooooooODOO0O0OoOooboOoooODOoOoOoOoOo

oy)yoooojoo®,0t,0°,0°,0°,000000000 [DO00*]J00000000O
000O0-000000000: MS (ES+) 569 / 571 / 573 (MH+); 1H NMR (400 MHz, CD
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Clg) 1.68 (m, 2H), 1.97 (m, 4H), 2.70 (m, 1H), 3.02 (m, 2H), 3.07 (d, 2H), 6.18
(dt, 1H), 6.46 (d, 1H), 7.20 (m, 4H), 7.63 (d, 1H), 7.76 (s, 1H), 8.55 (d, 1H)O
00oooo

O
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goboboooooooobgoboboboooobobobobobooooobobobao
ocoooooOOoO0OO0O0O0 oo:;mooo/000001:DH)OoODOOCOODDODOOOOO
cooooooooooooooos,0s, 0,000 OO0OODOO0OOO=o
ooooODDOO0O-00000tere-0000000 (.6g000D0D00O0O0O0O0O00O0O0M

S (ES+) 380 / 382 (MH+), 324 / 326 (M-O0 OO OO ); 1H NMR (400 MHz, CDCl3) 1.48

(s, 9H), 1.85 (m, 4H), 2.82 (m, 3H), 4.24 (m, 2H), 4.41 (br s, 2H), 7.46 (s, 1H)
O

ocooooao

oo0ooDoDoDOoOOo00oo0DOoooooooo0D (76U OOOO0DOOOODO (1.7 MDHOO

ooo0oD0O @BsomHhoooooOOoODOoODODODODODODODODODODODODDDODOOODOOO (8

0000) (23m)00O0O0DO0ODO0ODODODOODODDONDOODOODOODOODOOOODDOOO
0000000000000 O000000000000000000000000000
0000000000000 O0000O000000000000000000000000
0000000000000 M) 000000000 -tert-0000000000
0 (5.4 9000000000000 O00O00O00 4.2m)I0O00O00O0O0O0O0O
0000000000000 O00O00O00O000000000000000000000
0000000000000 O000000000000000000000000000
0000000000000 O00O000000000000 (CO0:0000/0000
0s5:1)0000000000O0000O00O00O0O0O0O0O0O0O0O0O0O0O0",0-",0°",0-"-0
000000000 [0O00*]J00000000 -00000tert-0000000 (4.9
QOUOODO00OD00D0O00OOMS (ES+) 410 / 412 (MH+), 354 / 356 (M-0 0 00 O0);

1H NMR (400 MHz, CDCl5) 1.48 (s, 9H), 1.77 (m, 2H), 1.95 (m, 2H), 2.85 (m, 3H),
4.26 (m, 2H), 7.74 (s, 1H)O
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0 (339 mg)000D0C0DC0ODOOND (B7mI0DDOODOODOODOOODOOODOOOO
0000000000000000000000000000000000000000
00000000000 000000000000000000000000000000
0000 (000:0000/000005:1)00000000000000000000
oooooooooogt,0+,0°,000000000000[000]0000000
O0"-00000tert-0000000 (0.7 g)O000000000000OMS (ES+) 338
/339 (M-00000); 1H NMR (400 MHz, CDClg) 1.48 (s, 9H), 1.79 (m, 2H), 1.94 (
m, 2H), 2.79 (m, 2H), 2.99 (m, 1H), 4.26 (m, 2H), 7.51(d, 1H)O
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000000000000 0O0MS (ES+) 364 /7 365 (MH+), 308 7/ 309 (M-0 0O O00);

1H NMR (400 MHz, CDCl3) 1.48(s, 9H), 1.85 (m, 4H), 2.86 (m, 3H), 3.90 (br s, 2H)

, 4.25 (m, 2H), 7.22 (d, 1H)O
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R (400 MHz, CDClg) 1.77 (m, 2H), 2.13 (m, 4H), 2.89 (m, 1H), 3.09 (m, 2H), 3.15
(d, 2H), 6.27 (m, 1H), 6.46 (m, 1H), 7.27 (m, 4H), 7.37 (d, 1H), 7.71 (d, 1H), 7
.84 (s, 1H), 7.99 (br s, 1H), 8.61 (d, 1H)O
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[DO0O0"]00000000°"0
000D0OMS (ES+) 410 /7 412 (MH+), 354 / 356 (M-0 0 O O O ); 1H NMR (400 MHz,
CDClg) 1.49 (s, 9H), 1.89 (m, 4H), 2.84 (m, 2H), 3.50 (m, 1H), 4.29 (m, 2H), 8.
48 (s, 1HM)O
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OMS (ES+) 338 / 339 (M-0 0 00O O); 1H NMR (400 MHz, CDCl;) 1.48 (s, 9H), 1
(m, 4H), 2.84 (m, 2H), 3.53 (m, 1H), 4.29(m, 2H), 8.57(d, 1H)O
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48 (m, 1H), 7.29 (m, 4H), 7.66 (d, 1H), 7.79 (s, 1H), 7.93 (

1H), 8.64 (d, 1H)O
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