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00000002,6-0000000000000000000000000000OGO2,6-
0000000000000 0000000O00D0000000017mIO0C0CO001-C
-0000000000-4-00)0000001.0g, 3.66mmol0 000000000 (0.61
ml, 4.4mmo)0 0 000000000000 @MmDIOOODODODODOOODODO0O00000
0000000000000 000000000D000000000000000000
00000000000 00000000000000000000000000000
00000 (1.6g, 3.58mmol, 98%)0 00 0000000000000

MS ESI (O )0 447[M+H] *, 469[M+Na] *.

goooogag

OCoOooOo0O0O0Otert-000 4-,6-00000000000O0HYIDODODODO-1-00D0O
goono
2,6-00000000DOOO0OO0O0ODOOO0OZ2,6-000000000DODO0O0O0O0ODODDOOO
ocooocooo0oooDOoooobO0oooDOooboOooboOoaD28.4g, 78.9mmol, quant. )0 O
ooocoobooooao

TH-NMR (200 MHz, CDCl3) & 0 1.46 - 1.48 (s, 9 H), 3.25 - 3.60 (m, 6 H), 3.64 -
3.81 (m, 2 H), 7.24 (s, 2 H).
oOoooo0oooDi1-2,6-00000000DOOOOHY0ODOODO

tert-U 00 04-,6-0 00000000000 OD)YDODODDODO-1-000000ODODOO
O00Otert-0 00 4-R,6-000000CO0ODO0DOOO0ODMIDOOO-1-00000000C
s S e T DY G150
mol, 83%W)J D 0D O0O0OOODOOODOO

'H NMR (200 MHz, CDCl3) & 0 2.78 - 3.01 (m, 4 H), 3.32 (dd, J=4.83, 3.96 Hz, 2
H), 3.72 (t, J=4.83 Hz, 2 H), 7.-24 (s, 2 H).

MS ESI/APCI Dual (O ) : 260.1[M] *.

OoDoooao

ooooDoDDoOO0Otert-000 4-4-R,6-0000000ODODODDOOHDYIODODDODO-1-0017
ooooo0D-1-0000D00ooao

1-(2,6-0 00 0000DO0O0OO0COOOHYIODODDODUODODODODDOD1I-R,6-0000000DO0
Oo00)I0O0o0o0DU0OoDO0OO0OO0DO0DO0D0DO0ODUODOoDO0DO0OO0O0DOoOoDUooODoDOOoDOoDOooDooOoDOd
0O0026.9g, 60mmol, 99%)0 0 00D 0O ODOO0OOOOOODOO

TH-NMR (600 MHz, CDCl3) & 0 1.34 - 1.51 (m, 11 H), 1.76 (d, J=11.92 Hz, 2 H), 2
.45 (tt, J=11.35, 3.44 Hz, 1 H), 2.49 - 2.56 (m, 2 H), 2.60 - 2.79 (m, 4 H), 3.3
2 -3.38 (m, 2H), 3.70-3.79 (m, 2 H), 4.03 -4.26 (m, 2 H), 7.24 (s, 2 H).

MS ESI/APCI Dual (O ) : 443.3[M] *.
oooooDoDoi1-,6-0000000O0O0ODDDODO)4-00000-4-000000OO
tert-0 00 4-(2,6-0 00 00HY00000O-1-000000D0ODDODO0O0O0OOtert-000
4-[4-,6-0 000 00DO0O0OO0O0OODODYYODDODDOOD-1-00J0O0DO0O0ODO0-1-000000
I e o A 2 0 Y o
9.9mmol, 99%)0 0 000 O0O0DO0OODDODDODODOOOO0

TH-NMR (600 MHz, CDCl3) & O 1.44 (ddd, J=24.19, 12.04, 4.13 Hz, 2 H), 1.77 - 1.
83 (m, 2 H), 2.23 (br. s., 2 H), 2.42 (tt, J=11.46, 3.67 Hz, 1 H), 2.53 (t, J=4.
81 Hz, 2 H), 2.61 (dt, J=12.21, 2.41 Hz, 2 H), 3.15 - 3.20 (m, 2 H), 3.35 (t, J=
4.58 Hz, 2 H), 3.76 (t, J=4.36 Hz, 2 H), 7.24 (s, 2 H).

MS ESI/ZAPCI Dual (O ) : 343.1[M] *.
ocooooooi1-{1-[@Q-0oco00oo0DU0o0oDbDU0-4-00>)IO0DO0ODO0]IOODO0OO-4-00 34
-(2,6-0 0000000000 O)HY0O0ODOOO

4-0 000000000 D0DO0DO0O0DODOO0DO01-.6-000000D000O0OO0O)Y-4-000
ocob-4-0000000CDOOOO0ODO0ODOO0ODODODOODODOO0D1I-DOO0DODODOODOD-4-000
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000000000000 00O0000O0O0O00O0O0O0O0O0O0O0ODODONOoOOoONOoOoGooaO
00 (1.51g, 3.0mmol, 30%)0 0 0000000000000

MS ESI/APCI Dual (O ) : 496.1[M+H] *.
00000001-(,6-000000000000)4-{1-[(4-00000000000)
0o0O0O00]-4-0030 0000
4-0000000000000000001-(2,6-000000000000)-4-000
00-4-00000000000000000000004-0000000000000
000000000000 00O0O000O0O0O00O0D0O0O0OO0O0O0O0O0O0O00O0O (1-89g,
3.9mmol, 39%)0 000 O00O0O0O0O0OOOOOO

goooogao

OCoooco0OdO0tert-000 4-[R2-0000D00D0DO-4-00HNOOODDO]JoODOODO-1-
gooooaoaoan
2,6-00J00u0oo0ooobObOO0O0DO0o0ooob20b0b00000-4-00000000DO0OGO
oCoOo0oo0oo0ooDUoooDoooooDoooDOoooooU0oDG-7g, quant) D 0 OO0
gooooooooan

TH-NMR (300 MHz, CDCl5) & 0 1.45 (s, 9 H), 3.14 - 3.42 (m, 4 H), 3.54 - 3.71 (m,
2 H), 3.80 - 3.93 (m, 1 H), 3.94 - 4.07 (m, 1 H), 7.44 - 7.62 (m, 4 H), 7.73 -
7.84 (m, 3 H), 8.11 - 8.26 (m, 3 H).

MS ESI/APCI Dual (O ): 418.3[M+H] *, 440.3[M+Na] *.
00000002-0000-4(00000-1-0000000)0000

tert-J 00 04-,6-00 00000000000 ODODDODO-1-00000O0DODOO
OCO0Otert-0 00 4-[(2-00000D0O00O0-4-00H)0D0O0OOD]J0O0O0O0O0-1-DODOO
ooocooboobooboooooooooobobbooooooooobobobobooooooooobooao
oooo0DbD@-.3g, quantHODODO0DODDODODODODODODODODODODDDODODODODODOOODOODGO

MS ESI/APCI Dual (O ) : 318.2[M+H] ™.

MS ESI/APCI Dual (O ) :317.0[M-H] -.

Ooooooao

0o0o0ooDoOdOtert-000 4-{4-[R-000000O0O0-4-00)00000]JoOoO0Oa0O
-1-00yo0oDoDo-1-0000000aog

1-(2,6-0 0000 00DO0OOO0ODODOD)YODODODODODODDODDODODOD?2-00004-(OOOD0O-1
-00o0ooDoo)H)oooDoDoOoo0ooDoDoOo0o0oDoDoDoo0oDoDoDoooDoDoDooOooooao
00000 G.4g, 10.8mmol, 79%) 00 00000 O0O0OODOOOO

TH-NMR (300 MHz, CDCl5) & O 1.30- 1.48 (m, 11 H), 1.69 - 1.88 (m, 2 H), 2.32 - 2
.51 (m, 3 H), 2.61 - 2.81 (m, 4 H), 3.18 - 3.28 (m, 2 H), 3.76 - 4.24 (m, 4 H),
7.45 - 7.61 (m, 4 H), 7.73 - 7.85(m, 3 H), 8.13 - 8.24 (m, 3 H).

MS ESI/APCI Dual (+) :501.3[M+H] *, 523.3[M+Na] *.

0oo0oooooo2-0000 4-[4-000004-00D0000D-1-00)H0000017]0
oood

tert-0 00 4-[4-,6-000000O0O0O0OOCOODYOODODDO-1-OO]J0O000O00O-1-
0000000000000 ¢tert-000 4-{4-[(R-000D000O0O00O0-4-00)H0D000
ojooooo-1-00yyWoooo-1-0000DO00DDODDO0DO0DO0DDODODODOO0ODODOoOoOoOao
040 00000000000 O000O0D0O (4.20g, 10.49mmol, 97%) 00 0 00O OO ODOADO
ooon

TH-NMR (300 MHz, CDCl3) &6 0 1.29 - 1.46 (m, 2 H), 1.71 - 1.84 (m, 2 H), 2.31 - 2
.49 (m, 3 H), 2.50 - 2.64 (m, 2 H), 2.68 - 2.81 (m, 2 H), 3.07 - 3.18 (m, 2 H),
3.19 - 3.27 (m, 2 H), 3.85 - 4.08 (m, 2 H), 7.43 - 7.61 (m, 4 H), 7.72 - 7.84 (m
, 3 H), 8.11 - 8.24 (m, 3 H).

MS ESI/APCI Dual (O ) :401.3[M+H] ™.

oooooao
goooooos8s-(obobood-4-000D0000)D)-1,4-0000-8-00000[[4.5]100
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O

1,4-0000-8-00000[4,5]1000 (4.48g, 31.3mmol)0 000000000000
Ooo7emiD 00000000000 (38.17g, 31.3mmol)0 40 0000000000000
00 (4.40g, 31.3mmoDH0 00 0000100000000 0O00DDOOODDOOODD
0000000000000 000000D0DO0O0DO0DO0DO0DO0DO0DO0DO0DO0DO0DO0DO0DODODODOOOO
(8.43g)0 0 0 O

TH-NMR (300 MHz, CDCl3) & 0 1.67 - 1.74 (m, 4 H), 3.25 (t, J=4.82 Hz, 4 H), 3.32
- 3.40 (m, 4 H), 3.69 (t, J=4.66 Hz, 4 H), 3.98 (s, 4 H).

MS ESI(+) :257.1[M+H]*, 279[M+Na] *.

000000010000 -4-0000000)0000-4-00

-0 0000-1,4-0000-8-00000[4.5]000000008(00000-4-00
0000O0)-1,4-0000-8-00000[4.5]00000000000000000OOAO
0000000000000 00000 (4.28g, 20.2mmol, 64%)0 0000000000

00

TH-NMR (300 MHz, CDCl3) & 0 2.50 (t, J=6.22 Hz, 4 H), 3.32 - 3.37 (m, 4 H), 3.56
(dd, J=6.37, 6.06 Hz, 4 H), 3.69 - 3.75 (m, 4 H).

MS ESI(O ) :211[M-H]"

oooooo

0000000 tert-000 4-[1-(00000-4-0000000)00000-4-0070

0o0o00-1-00000000

1-0000000000-4-00000001-(00000-4-0000000)000000

-4-000000000000000000000000000000000000(5.5g
, 14.4mmol, 724)0 0 000000000

1H-NMR (300 MHz, CDCl3) & 0 1.38 - 1.50 (m, 11 H), 1.76 - 1.86 (m, 2 H), 2.36 -

2.58 (m, 5 H), 2.70 - 2.83 (m, 2 H), 3.24 (dd, J=4.97, 4.51 Hz, 4 H), 3.42 (t, J

=4.66 Hz, 4 H), 3.68 (dd, J=4.97, 4.51 Hz, 4 H), 3.71 - 3.80 (m, 2 H).

MS ESIO (+) :383.3[M+H]", 405.3[M+Na] ™*.

0000000 4-[4-00000-1-0000000-1-00)00000]J0000O0

tert-0 00 4-(1-0 000000000 -4-00)I0000-1-00000000000

OO0tert-0 00 4-[1-(00000-4-0000000)I0000-4-00]1]00000 -1

-00000000000000000D00D0D0DD0DDO0OD0DDDDDDDDDDDODOOaO

000 (3.07g, 10.9mmol, 76%)0 0 0000 D0O0DO0ODO

TH-NMR (300 MHz, CDCl3) & 0 1.39 - 1.55 (m, 2 H), 1.78 - 1.89 (m, 2 H), 1.92 - 1
.98 (m, 1 H), 2.37 (tt, J=11.37, 3.69, 3.57 Hz, 1 H), 2.55 (t, J=4.82 Hz, 2 H),

2.70 - 2.82 (m, 4H), 2.87 - 2.93 (m, 4 H), 3.24 (t, J=4.82 Hz, 4 H), 3.68 (dd, J

=4.97, 4.66 Hz, 3 H), 3.71 - 3.81 (m, 2 H).

MS ESI(+) :283.2[M+H] *.

0000000 s8-[A-000000000-4-00)00007]-1,4-0000-8-000

00 [4.5]000

0000000000 1-0000-4-00000000000000000000000

0000000000000 0D000000O00O00(9.56g, 32.2mmol, 92%)0 0 0 O O

oooooo

1H-NMR (600 MHz, CDCl3) & 0 1.61 - 1.77 (m, 7 H), 1.78 - 1.90 (m, 1 H), 2.10 (s,
3 H), 2.64 - 2.81 (m, 2 H), 3.07 - 3.16 (m, 1 H), 3.54 - 3.62 (m, 2 H), 3.64 -

3.76 (m, 2 H), 3.85 - 3.92 (m, 1 H), 3.95 - 4.03 (m, 4 H), 4.54 - 4.64 (m, 1 H).

MS ESI/APCI Dual (+) : 297.0[M+H] *, 318.9[M+Na]l*.

oooooo

00000001-[A-000000000-4-00)00000]100000-4-00

8-00000-1,4-0000-8-00000[4.5]1000000008-[(A-000D00D0ODO

00-4-00)00000]1-1,4-0000-8-00000[[4.5]00000000000000
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0000000000000 D0O0000O0000a0(7.94g, 31.4mmol, 100%)0 0 O O 0O
0ooooooao

TH-NMR (600 MHz, CDCl3) & 0 1.66 - 1.82 (m, 4 H), 1.83 - 1.94 (m, 1 H), 2.11 (s,
3 H), 2.46 - 2.57 (m, 4 H), 2.67 - 2.76 (m, 1 H), 2.77 - 2.86 (m, 1 H), 3.08 -
3.20 (m, 1 H), 3.78 - 3.97 (m, 4 H), 4.59 - 4.65 (m, 1 H).

MS ESI/APCI Dual (O ) : 252.9[M+H] ™.

O0O00O0O0O0Otert-000 4-{1-[(1-0 00000000 -4-00)00000]1J0000
0-4-003}O0D000-1-00000000

000000000000 -4-00000001-[(1-000000D000-4-00)000
0000000 -4-000000000000000000000000O000O0000AO0
0000 (9.50g, 22.5mmol, 72%)0 00000000000

TH-NMR (600 MHz, CDCl3) & 0 1.32 - 1.49 (m, 11 H), 1.60 - 1.77 (m, 4 H), 1.77 -
1.95 (m, 3 H), 2.10 (s, 3 H), 2.44 - 2.62 (m, 5 H), 2.65 - 2.78 (m, 2 H), 3.00 -
3.16 (m, 2 H), 3.38 - 3.47 (m, 4 H), 3.83 - 3.99 (m, 2 H), 4.53 - 4.69 (m, 2 H)
MS ESI/APCI Dual (O ) : 423.2[M+H] ™.

0oooooao
0ooooDoo1-{1-[(l-000000000-4-00)00000]00000-4-00730
oooao

tert-0 00 4-(1-000000000D0-4-00)I0000-1-00000000000
OO0tert-0 00 4-{1-[(1-00000000DO0-4-00)00000]00000-4-00%
00000-1-00000000000000000000000000DO0O0O0O00a0
00000000 (6.72g, 20.8mmol, 93%)0 0 000D O0O0O0O0DODOO

TH-NMR (600 MHz, CDCl3) & 0 1.32 - 1.50 (m, 2 H), 1.58 - 1.98 (m, 8 H), 2.10 (s,
3 H), 2.40 - 2.62 (m, 6 H), 2.64 - 2.78 (m, 2 H), 2.87 - 2.95 (m, 3 H), 3.00 -
3.15 (m, 2 H), 3.83 - 3.99 (m, 2 H), 4.52 - 4.70 (m, 2 H).

MS ESI/APCI Dual (O ) : 323.0[M+H] *, 345.1[M+Na] *.

O0O0O0O0OOtert-000 4-(9-0000000000D)IOODODO-1-00000O000
O

Wo03/0721970 0 000D ODO0DODODDOOODOODDODODODODOODOODODOOOOOD
0000000000000 00000000000000D0O0O0O00O0DO0O0oooOoao
0(33.08g)0DO0O0DOO0DODOODODO

MS ESI(+) : 444_3[M+H] *.

00O000D001-(e-000D0000000)D000a0

tert-0 00 -4-(2,6-00000)I0000-1-0000000000000¢tert-000
4-(9-0 0 0000D0D00D0D)IDDOD-1-000000D00O0DOOOOOOODOOO
0000000000000 D0O00000O000 4.6g, 50.3mmol, 90%)0 0000000
oooao

MS ESI(+) : 291.1[M+H] ™.

0000000 tert-000 4-[4-(9-0000000D0O0O0D)I0DOO-1-007000
00-1-00000000

1-(2,6-0 00000000000 D0D)IODOODOODODOO1I-(e-000000DO000OO)
0000000000000 D0DO0DO0D0D0DO0OO0DO0OO0DODO0ODDODOODOODOoOoOOoDDQ@

0.3g, quant.)0 00 00000O0ODO0DOOO

MS ESI(+) : 474.3 [M+H] * , 496.3[M+H]™ .

0000000 1-(e-000D0000000)4-00000-4-0000000

tert-0 00 4-[4-R,6-0 0000000000000 0O0ODO-1-00]100000 -1-
0000000000000 tert-000 4-[4-(9-000000O0DO0O0O0)00OOOO-1-
0000000 -1-000000000000000000000000000O0000aO0
00000000 O00D (5.88g, 15.74mmol, 79%)0 0 0000000000
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MS ESI(+) : 427.3 [M+H]™.

Ooo0o0o0oao

OO00D0D00Otert-000 4-4-(-000000O0O0O0DDODYODOOOO-1-007000
-1-00dooood

OBoc4-0 00 0O0OODDODO0OO0ODO0O400D000000D0D1IOD0000O0O®tert-0000oognoan
goooooooobobo0obobob0o0obo0ob0ob0obU0bU0bU0obDU0obUobUobUobobooo
0(.99)0 000000000000

MS ESI(+) : 488.2 [M+H]™*.

0oooDoodod4-4-(-00D0DD0O0DOoobDDOoOH)Y OO0 O0-1-007100000

tert-0 00 4-[4-(,6-0000000O0O0DOOOODYYOIODODODO-1-0O0]10000D0O -1-
0o0o0ooDoo0ooDoDoDod0d0dtert-000 4-[4-(-0000O0DODODOOODYOODODOO-1-
0o0ooo-1-0000000O000DDODDO0OO0o0oDoDOoOo0o0ooDODoDOoOooOooDoDoOoOoOoonoan
0000000 o0DDODDoDO0o0oo0oboOoo@.8suuoooooooooooad

MS ESI(+) : 388.3 [M+H] *.

gooooooz2-ob0od-e-00000OoooOoOoOoad
0o0o0oo0DoOo0ooD2-000-6-00000000000(88mg, 1.0mmo)d0 OO DOOO
000 (@22mg0 1.0imol)J 00 O0C0OO0OO0OOCOOOODO0O0O00000O0O0O(0)I 12mg, O.
OsOommolD O OO DODDOOOO33mg, 2.2mmoD)0 0 0000 0ODOOOODODOOOOO7T7O
g2, 2mi0O0000O0O0O0ODODOOOODDOO100O0IS000O0DODODOOODODDODOOO
I T T A A A A A A A M R W R
OHIO20 0000000000 DODO0OO0O0OO0OODOO0OO0OO0DODDODOoOOoOOoDOoODDODOoOOoOooOooOOoOoao
0o0do0ooDoo0ooDoODoOo0oo0ooDoDOooooDoDOoOoooDoDOooon@94mg, 0.85mmol, 85%.
Y OoOOoGoooooooDoao

TH-NMR (300 MHz, DMSO-dg) & O 4.01 (s, 3 H), 7.43 - 7.57 (m, 4 H), 7.90 (d, J=1.
09Hz, 1 H), 8.09 - 8.18 (m, 2 H).

MS ESI (O ) : 228.0[M-H]-.

Ooooooao

oooooooz2-000-6e-00000000O00O0003

O 0Ooo0oooo

0000000002,6000000000000000001.15g, 6.0mmol)0 0 0 O O
0000 (693mg, 5.7nmol)0 0 0000000 COO0O0O0000000O0O0(0)D 348mg,
0.03mmol0 0 00 D0DOOOO (1.40g, 13.2mmol)0 0 0000 /00000000 /00 30
201, 1.5mI0 0000000 COOOO0O0O000015000200000000000000
0000000000000 0000000OO0O0D000000000000000000
0000000000000 000000000000O0000DO0DDOoOoOoO(@OO0OnD

0000000 )I0O000D0DODODOOOOOO0O0O0O0O0Ss4omg0 0000000000

O

MS ESI(+) : 234.1[M+H] ™.

0000000 1-(1-0000000000-4-00)-4-(2-000-6-000000000
0o0o)oood

2-000-6-0000000000000000000500mg, 2.14mmol0 0000002,
om0 00000000000 C0OO0D02.om000000000C0COO0DO0O00001000
00090040 000000000000000002-000-6-00000000001
0ooo0o000000
00002-000-6-000000000000000001-(1-000000000GO -4
-00)000000000000S585mg, 2.14mmold 0000000 OO O 260mg, 2.57mm
ol0 0 0000000000000 @mDINONONONDODONDONDDI0D0000000000
OMOOOOOOO0O0O00000O0O0O0O0O0OO0O0000000000000000000
0000000000000 000000000D000000000000000000
0000000000000 00000000000000001-@A-00000000
00-4-00)-4-(2,6-0000000000000)I000000000000000
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00O00(@.17g00000000000000000

MS ESI(+) : 489.2[M+H] ™.

0DoO0o00oo

0000000 1-{1-[(1-000000000-4-00)00000]100000-4-00 }-4
-(2-000-6-00000000000O0)I00O00
1-(1-0000000000-4-00)000000000
-4-00)0000C0]00000-4-003}000000
000000000000 000O000O01-{1-[(1-00
00]00000-4-003}4-(2,6-0000000000
O(@6mg)0 000 000000000000

MS ESI(+) : 538_2[M+H] *.

0000000 1-{1-[(1-000000000-4-00)00000]100000-4-00 }-4
-(2-000-6-00000000000O0)I00O00

Helvetica Chim. Acta., 118, 1033, 1955.0 0 0 00000 2-000-6-000 000 O
00000000000 O00002-000-6-00000000000000006.79)
1-{1-[(A1-000000000-4-00)J0000]00000-4-003}00000
00O0007.420 , 23.0nmol0 0 00000000 O6.400, 46.0mmol0 00 OO

1-{1-[(1-0 00000000
Ooo0O0O0O0O0O0O00000
000000 -4-00)000
O)Y0ODOOO0OD0DO0O0D0000

O 0Oooo

OooooogQg-g
O O0Oo0oooao

cooocoooo0o@omphooooooooo1ooooooooooooMOnbDOon

oooooboobooOoooooooooboboboboooooooobbbooooooooobooao

ooooobboooooooobbboboooooooobobbbooooooooobooboao

OCoOO00O000O0O0D0DO0O0OO0O0OD0O0O0ODOD0OA4.49g, 8.34mmol, 4790 OO OO OO
oooobooood

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.46 (m, 2 H), 1.57 - 1.75 (m, 3 H), 1.76 - 1.
94 (m, 3 H), 2.08 (s, 3 H), 2.45 - 2.61 (m, 4 H), 2.61 - 2.75 (m, 4 H), 3.01 - 3
.14 (m, 2 H), 3.36 - 3.44 (m, 2 H), 3.74 - 3.83 (m, 2 H), 3.83 - 3.90 (m, 1 H),
3.91 - 4.00 (m, 1 H), 4.50 - 4.60 (m, 1 H), 4.61 - 4.70 (m, 1 H), 7.21 (s, 1 H),
7.43 - 7.50 (m, 3 H), 7.60 (s, 1 H), 7.95 - 8.01 (m, 2 H).

MS ESI/APCI Dual (O ): 538.3[M+H] ™.

0000000 1-{1-[(1-000000000-4-00)00000]100000-4-00 }-4
-(2-000-6-04-0000000000000000)0000O0
2-000-6(000000000)000000000001-{1-[A-00000000
0D0-4-00)00000]00000-4-003}000000000000000000O0
000000000000 000O0000O00000O

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.47 (m, 2 H), 1.59 - 1.75 (m, 3 H), 1.76 - 1.
94 (m, 3 H), 2.08 (s, 3 H), 2.40 (s, 3 H), 2.46 - 2.60 (m, 4 H), 2.61 - 2.75 (m,
4 H), 3.00 - 3.14 (m, 2 H), 3.35 - 3.43 (m, 2 H), 3.74 - 3.83 (m, 2 H), 3.84 -

3.90 (m, 1 H), 3.92 - 3.99 (m, 1 H), 4.52 - 4.60 (m, 1 H), 4.61 - 4.68 (m, 1 H),
7.17 (s, 1 H), 7.25 - 7.29 (m, 2 H), 7.57 (s, 1 H), 7.86 - 7.91 (m, 2 H).

MS ESI/APCI Dual (O ): 552.3[M+H] ™.

0Doo0o00oo

0Ooo0o0oOoOo

1-{1-[(1-0 0 0000000-4-00)00000]00000 -4-00 }-4-(2-000 -6-(
1H-00000-5-00)00000000)10000

5-(4,4,5,5-0 00 000-1,3,2-00000000-2-00)-1H-00000000000
000000000000 000O0002-000-6-(H-00000-5-00)00000
000000000000 000O02-000-6-(AH-00000-5-00)00000000
00O00@.87g)0 0000000000 1-{1-[(1-000000000-4-00)0000
0]J0O0000-4-003 0000 (1.62g, 5.0mmol)0 HOBtO H20(0.88g, 6.5mmol)0 O
0000000000000 S50mI)IO0OEDCO HCO (1.25g, 6.5mmol) D0 000 0000 O
000000000000 0000000O00000000O0000O000000000
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00000000000 oDooDOooDOooDOoo/00000000000000000O00O0~O
odooooooooogoo/Z000DO0ODO0OO0OO0O0DDODODOOoOoODDODDOOO@.776g, 3.1mmol, 6
20 000000000 O0DODOO0OOd

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.48 (m, 2 H), 1.58 - 1.77 (m, 3 H), 1.77 - 1.
95 (m, 3 H), 2.09 (s, 3 H), 2.46 - 2.62 (m, 4 H), 2.62 - 2.77 (m, 4 H), 3.01 - 3
.15 (m, 2 H), 3.37 - 3.50 (m, 2 H), 3.74 - 3.92 (m, 3 H), 3.92 - 4.02 (m, 1 H),

4.51 - 4.62 (m, 1 H), 4.61 - 4.71 (m, 1 H), 6.62 - 6.65 (m, 1 H), 7.14 - 7.16 (m
, 1H), 7.25 - 7.28 (m, 1 H), 7.46 (d, J=8.25 Hz, 1 H), 7.65 (s, 1 H), 7.87 (d,

J=8.71 Hz, 1 H), 8.30 - 8.33 (m, 1 H), 8.45 (br. s., 1 H).

MS ESI/APCI Dual (O ) : 577.3[M+H] ™.

00000 tert-0 00 4-({4-[4-Q.6-00000000O0O0DO0DOOHYOOCOODO-1-00

Joooo0o-1-00}y}O0oODoDOoO)H)Doooo-1-00000000

1-(2,6-0 000000000 O0ODODO)4-00000-4-0000000((10.0g, 23.44mmo
DOODO-Otert-0 00 0000D0DO0OO0OO0DO0OOOO-4-00 000 (8-06g, 35.16mmol)0 HOB

tO H,0 (4.76g, 35.16mmo)0 0 0000 O0COOCOOO0OOTY8mI)O OO EDCO HCO (6-74

g, 35.16mmoD)0 0000000000 DDOOODDOOOODDOOODDOOODDODO
ooo0odoooooobooo0oo0oooo b o000 oDooooDob oo ooOoooOobO
0o0o0ooo0ooDoDoDo0oooDoooooDoDoOooonD@3.76g, 21.57mmol, 92%)0 O O
a

TH-NMR (600 MHz, CDCl;) & 0 1.33 - 1.48 (m, 11 H), 1.58 - 1.79 (m, 4 H), 1.81 -
1.94 (m, 2 H), 2.45 - 2.84 (m, 9 H), 2.99 - 3.09 (m, 1 H), 3.41 - 3.50 (m, 2 H)
, 3.80 - 3.89 (m, 2 H), 3.92 - 4.00 (m, 1 H), 4.03 - 4.25 (m, 2 H), 4.62 - 4.70
(m, 1 H), 7.44 - 7.49 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17
(m, 4 H).

MS ESI/APCI Dual (O ) : 638.4[M+H] *, 660.4[M+Na] .

oooooao
000001-{1-[(A-000000000-4-00)00000]00000-4-00 }4-(2,

6-0 000000 O0o0ooDoOoOo)ooooano

1-(2,6-0 000 000000000)4-00000-4-0000000 (2-34g, 5.5mmol)
00o0o0D0O0ooo00O@.55ml, 112.0mmoD)0 0D 00 0ODODOOODDOO@GoOmMDHO OO 1-0
00000000 oD40000000000@49Uoooooo3o0oooooonan
I I e I I A e 6 A O R A W A AR A
0o0o0o0Do0o0o0ooOoODoOO0Oo0ooo0DoDO0o0oo0DbOoOO0o0o0oDoDDoODO0O0oo0DbODoODOoOOoo0DbDDaO(@3-00g,

5. 17mmol, 94%)0 0000 0OO0O0ODDOOODODO

TH-NMR (600 MHz, CDCl3) & 1.33 - 1.47 (m, 2 H), 1.56 - 1.75 (m, 3 H), 1.75 -
1.94 (m, 3 H), 2.08 (s, 3 H), 2.45 - 2.60 (m, 4 H), 2.62 - 2.74 (m, 4 H), 3.01 -
3.13 (m, 2 H), 3.44 (s, 2 H), 3.79 - 3.90 (m, 3 H), 3.95 (dd, J=12.49, 1.03 Hz,
1 H), 4.52 - 4.60 (m, 1 H), 4.65 (d, J=13.07 Hz, 1 H), 7.43 - 7.48 (m, 2 H,) 7.

48 - 7.53 (m, 4 H), 7.64 (s, 2 H), 8.11 - 8.16 (m, 4 H).

MS ESI/APCI Dual (O ) : 580.3[M+H] *.

000004-({4-[4-(2,6-0 000000000000 )IO0000-1-00]00000 -
1-00yyoooo)-2-000000000

1-2,6-0 000 000O0DO0OO0ODDO)4-00000-4-000000030(00mg, 0.234mmo
DOODDOO0 (59mg, 0.351mmol)0 HOBtO H20 (54mg, 0.351mmol)0 000 C0 OO O O O
0000 (2.0mI)0 0 O EDCO HCI(67mg, 0.351mmol)0 0 00000180 00000000
godimMoooooobooooobobobuouooboboboouo oo o boObbobuooooDoooao
00000000 DO0OO00o0DbODoODO0O0o0DDbODDOoOO0O00OD0DOOaO@ieng, 0.201mmol, 86%)
goooooooobooodaoao

MS ESIZAPCI Dual (0 ) : 577.4[M+H] *.

oooooao
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00O00D01-(2,6-0000000000000)4-[1-(3-000000000)I000O
0-4-00]00000
000000O00004-00000000000000000000O000000000
00000000000 O0C(C64mg, quant.) D0 0000000000000

TH-NMR (300 MHz, CDCl3) & O 1.31 - 1.64 (m, 2 H), 1.67 - 2.09(m, 2 H), 2.40 - 3
.20 (m, 7 H), 3.35 - 3.58 (m, 2 H), 3.67 - 3.98 (m, 3 H), 4.62 - 4.85 (m, 1 H),
7.05 - 7.19 (m, 3 H), 7.32 - 7.56 (m, 7 H), 7.62 - 7.68 (m, 2 H), 8.09 - 8.20 (m
, 4 H).

MS ESI/APCI Dual (O ) : 549_2[M+H] *, 571.2[M+Na] *.

MS ESI/APCI Dual (O ) : 547.2[M-H]"
000001-(2,6-0000000000000)4-{1-[(1-000-1H-0000 -2-00)
00O0O0D0]00000-4-00310000
000000O00001-000-2-000000000000000000000000
00000000000 000O0000 (82mg, 0.153mmol, 77%)0 000000000 O
0oo0O

MS ESI/APCI Dual (O ) : 534_.5[M+H] *, 556.4[M+Na] *.

0oo00

001-(2,6-0000000000000)4-{1-[(1-0 0000000 -4-00 )0
0]J00O000-4-0030 0000
000O00001-000-00000-4-0000000000000000000
0000000000000 00O(80mg, 0.145mmol, 73%)0 00000000 O
000

MS ESI/APCI Dual (O ) : 552.5[M+H] *.
000004-{4-[4-(2,6-00000000000C00)I0O000-1-00]00000 -1
-003}00000000-4-000000-1-000

000000000040 0000000000000000000000000000
0000000000000 (83mg, 0.153mmol, 78%)0 0000000000 O0O00OO
MS ESI/APCI Dual (O ) : 540.6[M+H] *.
00O0004-({4-[4-(2,6-0000000000000)I0000-1-00]00000 -
1-003}0000)000000000

000000000040 0000000000000000000000000000
00000000000 000000000O00 (49mg, 0.089mmol, 38%)0 00 0000 O
0Doo0o0ooO

MS ESI/APCI Dual (0 ) : 553.5[M+H] *_

0Dooooo

00000 M@-{4-[4-(2.6-0000000000000)00000-1-00]00000
-1-00yYO0O000)I0O00OO0O0DD]oo0ooo

000000000040 0000000000000000000O000000000
000000000000 00O0000000000O0(90mg, 0.159mmol, 68%)0 0 O O O
DoO00O0O0O0O00o

MS ESI/APCI Dual (O ) : 567.5[M+H] *, 589.5[M+Na]™.

000000 [(IR,2R)-2-({4-[4-(2,6-0 0 0000000000 0)IO0000-1-00 ]
00O000-1-00300000)I000000]1]O000)I000
000000000000 0002000000010000000000000000G00
000000000000 000O000000000000O00O0(81mg, 0.126mmol, 54%)
0000000000 O0O0000

MS ESI/APCI Dual (O ) : 641.5[M+H] *.

000000 4-({4-[4-(2,6-0000000000000)I0000-1-00]0000
0D-1-0030000)I0000

000000000000 0000000O00000000O0000O000000000

O
O
O
O

O o0Ooo0Oo0oogao
OoOoo0oo0ogao
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000000000000 O0O0((34mg, 0.063mmol, 27%)0 00000000 0D0O0DO0ODO
MS ESI/ZAPCI Dual (0 ) : 547.4[M+H] *.

000000 M4-({4-[4-,6-0000000000000)I0000-1-00]10000
0-1-003}0000)I000]J00000

0000000000000 000000000000000000000000000A0
000000000000 000O00d(64mg, 0.114mmol, 49%)0 00000000000
ooano

MS ESI/APCI Dual (O ) : 561.5[M+H] *, 583.4[M+Na] ™.
0000004-({4-[4-R,6-0 000000000000 0000-1-00]10000
0-1-003O0000)-000000000000 10
000000000040 000000000000000000O00D0O0OO0ODODOO0
000000000000 O00O00 @07mg, 0.198mmol, 80%)0 0 0 DD OO OODOOO
oooao

MS ESI/APCI Dual (0 ) : 574.5[M+H] ™.

ooooao
000004-{4-[4-,6-0000000000000)I0000-1-00]10000
-1-003¥O0O000)-N-00D0D000D0

00000000040 000000000000000O0O0D0OOO0ODODODOOODOODO
00000000000 00O00O0(102mg, 0.182mmol, 78%)0 0 0 0000000000
00 20
MS ESI/APCI Dual (O ) : 560.5[M+H] ™.
0o0oo000D01-R,6-0000000000000)-4-{1-[4-@-00000000-1-0
0) 0000100000 -4-003Y 0000

000000000040 @-00000000)I00O00D0D0OO0ODODOOODDOOO
000000000000 O00D0O00O00O00 (130mg, 0.206mmol, 88%)0 0 0000000
ooooooag

MS ESI/APCI Dual (O ) : 629.5[M+H] ™.

000000 1-R,6-0000000000000)4-[1-(3-0000)00000-4-0
oljooooao
000000000D03-00000000000000000000000000000A0 30
000000000000 (A20mg, 0.230mmol, 98%)0 0 0 00 D00 0D OOOOOO

MS ESI/APCI Dual (O ) : 521.4[M+H] ™.
0000001-R,6-0000000000000)-4-A-(AH-00000-4-00000
0O0)00O0DD-4-00]J00000D0
00000000004-0000000000000000O00D00O0OO0ODOOO00O0O
000000000000 00@20mg, quant.)0 0 0000000000000

MS ESI/APCI Dual (0 ) : 521.5[M+H] ™.

000000 1-R,6-0000000000000)4-{1-[(l-0000000000)0
0o000]00000-4-003Y0000
000000000D021-00000000000000000000000000000A0 40
0000000000000 0000O00 (16mg, 0.228mmol, 97%)0 0 00 000 OO
0oooooao

TH-NMR (600 MHz, CDCl3) O & O 0.53 - 0.59 (m, 2 H), 0.84 - 0.95 (m, 2 H), 1.29 (
S, 3 H), 1.35 - 1.47 (m, 2 H), 1.79 - 1.92 (m, 2 H), 2.41 - 2.61 (m, 4 H), 2.62
- 2.96 (m, 3 H), 3.39 - 3.51 (m, 2 H), 3.78 - 3.90 (m, 2 H), 4.41 - 4.57 (m, 2 H
), 7.43 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4

OO0Oo0ood

H) .
MS ESIZAPCI Dual (0 ) : 509.5[M+H] *.
DOooooo

00000D01-(2,6-0000000000000)-4-[1-(00000000-5-0000 50
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00O0)I0O0O00-4-00]100000

000000000000 000O000-5-00000000000000000000
0000000000 00000000 (70mg, 0.113mmol, 57%)0 000000000 O
0oo0O

TH-NMR (600 MHz, CDCl3) & 0 1.49 - 1.72 (m, 2 H), 1.86 - 2.00 (m, 2 H), 2.48 -
2.56 (M, 2 H), 2.59 - 2.66 (m, 1 H), 2.66 - 2.75 (m, 2 H), 2.80 - 2.89 (m, 1 H),
3.11 - 3.21 (m, 1 H), 3.41 - 3.51 (m, 2 H), 3.79 - 3.91 (m, 2 H), 4.18 - 4.26 (
m, 1 H), 4.64 - 4.72 (m, 1 H), 6.75 (d, J=1.37 Hz, 1 H), 7.43 - 7.48 (m, 2 H), 7
.49 - 7.55 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.18 (m, 4 H), 8.31 (d, J=1.83 Hz, 1
H) .

MS ESI/APCI Dual (O ) : 522.5[M+H] *, 544_.4[M+Na] ™.

0000000000 -4-({4-[4-(2,6-0000000000000)I0000-1-00 ]
00O000-1-0030000)000000000

000000000000 00-4-000000000000000000000000
000000000000 00O0000000000O00O0 (91mg, 0.165mmol, 70%)0 O O
DoO00O0OO0O0O0O0oO0d

MS ESI/APCI Dual (O ) : 553.5[M+H] *.
000O0003-{4-[4-(2.6-0000000000000)I0000-1-00]00000
-1-003}-2,2-0000-3-0000000-1-000

000000000000 000000000000000O0000000000000
0000000000000 (7mg, 0.051mmol, 22%)0 0 0000000000000
TH-NMR (600 MHz, CDCl3) & O 1.27 (s, 6 H), 1.38 - 1.48 (m, 2 H), 1.85 - 1.92 (m,
2 H), 2.47 - 2.58 (m, 3 H), 2.65 - 2.72 (m, 2 H), 2.72 - 2.87 (m, 2 H), 3.41 -
3.50 (m, 4 H), 3.65 - 3.71 (m, 1 H), 3.80 - 3.90 (m, 2 H), 4.36 - 4.51 (m, 2 H),
7.44 - 7.49 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4 H)
MS ESI/APCI Dual (O ) : 527.3[M+H] *.

0oo0O
0001-(2,6-0000000000000)4-{1-[(4-0000000000)0
0]J0O0000-4-00300000

0000000000000 00D0000O00000O0000O00NODOoOODOooooaO
00000000000 O0000O000 (123mg, 0.223mmol, 95%)0 0 00 0 O O
0Dooooo

MS ESI/APCI Dual (O ) : 551.3[M+H] *.
000O0001-(2,6-0000000000000)-4-[1-(C00000-24-000 -4-0
000000 )IOODOO-4-00]100000

0000000000000 0O00D00O0O0N0D0OOONONOOONONOoDOoODONooOoOooOooaO
000000000000 000O0000O000O0 (121mg, 0.225mmol, 96%)0 0 O O O
0oO0O0OoDo0O0Oo0OooO

TH-NMR (600 MHz, CDCl3) & 0 1.35 - 1.47 (m, 2 H), 1.53 - 1.68 (m, 2 H), 1.83 - 1
.96 (m, 4 H), 2.46 - 2.60 (m, 4 H), 2.64 - 2.77 (m, 3 H), 3.00 - 3.08 (m, 1 H),
3.40 - 3.49 (m, 4 H), 3.80 - 3.91 (m, 2 H), 3.93 - 4.05 (m, 3 H), 4.64 - 4.72 (m
, L H), 7.44 - 7.49 (m, 2H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.13 - 8.17 (m
, 4 H).

MS ESI/APCI Dual (O ) : 539.3[M+H] *.

000000000 4-({4-[4-(2,6-0000000000000)00000-1-00 10
00O00-1-003}0000)000000

000000000000 0000000O000O0O00O0O0D0O0DOODONOoOOoOoOooooaO
00000000000 O0000O0(413mg, 0.72mmol, quant.)D 0000000000
0oo0dO

OoOoo0oooo
O0Oo0oooog
O Oooo
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TH-NMR (600 MHz, CDCl3) & 0 1.37 - 1.49 (m, 1 H), 1.54 - 1.61 (m, 1 H), 1.74 - 1
.82 (m, 1 H), 1.92 - 2.01 (m, 1 H), 2.49 - 2.61 (m, 3 H), 2.66 - 2.75 (m, 2 H),
2.77 - 2.86 (m, 1 H), 2.97 - 3.07 (m, 1 H), 3.42 - 3.50 (m, 2 H), 3.67 - 3.76 (m
, 1H), 3.80 - 3.90 (m, 2 H), 3.94 (s, 3 H), 4.71 - 4.80 (m, 1 H), 7.43 - 7.49 (m
, 4 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.06 - 8.09 (m, 2 H), 8.13 - 8.17 (
m, 4 H).

MS ESI/APCI Dual (O ) : 588.3[M+H] ™.

Oooooo

Ooo0o0o0o04-(4-4-.6-0 000000 DODO0OOQ0OO0DOIODO0DO-1-00J0O0DOO
O-1-003YYOo0O0ooo)oooao

0o0o0o0DDoDoOD000ooo0 4-(d-[4-Qe,6-000000O0O0DOODODoDODOHYDDOO-1
-0 00 000D0-1-003YY0O0D0DO0o)H)DooOOooOo@@97mg, 0.67mmol)0 0 0O O O O (3.5
mDOODODODOMOOOOODOODODOoODOoD@-3amHooO0DoOoDO0oOoDOooOOoDooDOooDoDOoOo
Oo00o0oo0DoooooMODOOODOOO0DODODODODODOODODODODDODOOODOODODODOO
0Ooo0oo0oo0ooDOooo0Doo0DooDoooDo0oDo0DooDooDoDOooDOoDooODoDooDOooaOo
ooooo0ooo0ooDOooo0DOooU0oooDUoooDO0oDo0DooDUooDDUooDoDooODOooDDOooOaO
0o0o0o0oDD0DDoDOo0D00O0o0ooooDDO@2smg, 0.218mmol, 32%)0 0O O O

MS ESI/APCI Dual (O ) : 575.2[M+H] ™.

OoDo0o0o004-(4-4-.6-0 00 0000DODO0OOQ0OO0DODIODODODO-1-00]J0O0DOO
0-1-00}}Y00oo)-0ooooopooooooooo

4-({4-[4-,6-0 00 00D0DDOO0OO0OOODMIODODOO=-1-00]100000-1-00 30
OOooOo)oooDano8émg, 0.143mmo)0 0 00O OCOOODODOO((23mg, 0.286mmol)0 O O
O0O040u I, 0.286mmol), HOBO O H,0(44mg, 0.286mmo)0 0 0 00 OO0 ODODO
a.omhooooDoDo0ooo0ogoobmg, 0.286mmoD0 0 0 000 O0OCOCODOOO
OiaMO0 0000000000000 ooDOooOOoDOooODOoDOooDOooOOOonTLICO OO
Oo0O00000o0DU0oo0DO0ooO0OooODU0ooDoDOooOaoeeémg, 0.11mmol, 77%)0 O O
OoOoooooooao

MS ESI/APCI Dual (O ) : 602.3[M+H] ™.

Ooooao

O00004-(4-4-(2,6-0 0000000 DODO0OD0OO0OODY)YDODUODDOD-12-00]J000OO
-1-003yYOooOog)-N-ODODODOOOO

00000 oDoDO0ooo0Do0oo0DooDo0ooDo0Do0o0Do0Do0ooDo0DoDUOooDOoDOooODo0DooDoDoODDoDOan
0000000000000 oDoDooOOoEGeng, quant))D0 000 O00OO0DODODODODOOO
MS ESI/APCI Dual (O ) : 588.3[M+H] ™.

O00004-({4-[4-(,6-0 000000000000 DOO0OODO-12-0070O000AO
-1-00yYoooo)oboooooao
oooooDoDoi1-,6-000000000ODODDDODO)4-00000-4-007J000
(153mg, 0. 37mmo)0 0 0O OO O OOCESu I, 0o47mmo) 0 0000 O0DOCODODODOO
oci1omhHhO0O0D04-000000000000O(74mg, 0.45mmol)0 000000 10O
ocoooo0oooU0oooDOooo0DooODU0oDOoooDOooDU0ooDUooDoDooDOoooDooDDODOd
0000000000000 o0ooDU0ooDooo0DO0o0DO0ooDUooDoDooDoDooDooDoOOg
0O (189mg, 0.34mmol, 92%)0 0 00 00O O0O0OOODOOODOODO

MS ESI/APCI Dual (O ) : 556.3[M+H] ™.
Oo0ooDD04-({4-[4-.6-0000000000O0ODODD)YYOO0ODODODO-1-00]100000
O-1-00}YY0ooooH)oooooao

4-({4-[4-C,6-0 00000000 DOO0OO0OODY IOOOO-1-0010000D0 -1-00 30
OoO0oO0O)H)YODOoOoDoDOoODO@89mg, 0.3dmmo)D 00O OO DO OOOOOO @m)O THFE(Am
I0/00000 @GmDHO 0D 00D ODODOOOOODOO30%0 00000 @m0 O0OOO0OAO
OoDo0oo0oo0ooDOoooDoooDooDoooDGMDOoD0DoDoDooDoDooDoDooDooaOo
ooooo0ooo0ooDOooo0DOooU0oooDUoooDO0oDo0DooDUooDDUooDoDooODOooDDOooOaO

o0
00
00
00

O 0Ooo0oooo
Y Y

OooooooooooggaoQg
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000000000000 (@OD00D0O0OD0DOD0OO0O0O0DO0OO0O0O0OOO0O0DGoaO(36mng,

0.063mmol, 18%)0 000000000 O0O0O0ODO

MS ESI/APCI Dual (O ) : 574.3[M+H] *.

ooooo
00D0O004-({4-[4-(2,6-0000000000000)I0000-1-00]10000

-1-0030000)00000000

00000000 04-00000000000000000000000000000
00000000000 O0000O0O0O0 (100mg, 0.182mmol, 78%)0 000000 OO
ooooo

TH-NMR (600 MHz, CDCl5) & 0 1.38 - 1.52 (m, 2 H), 1.85 - 1.98 (m, 2 H), 1.98 - 2
.09 (m, 4 H), 2.31 - 2.40 (m, 2 H), 2.48 - 2.64 (m, 6 H), 2.67 - 2.73 (m, 2 H),
2.91 - 2.97 (m, 1 H), 3.07 - 3.15 (m, 1 H), 3.43 - 3.50 (m, 2 H), 3.81 - 3.91 (m
, 2 H), 3.98 - 4.06 (m, 1 H), 4.65 - 4.72 (m, 1 H), 7.45 - 7.49 (m, 2 H), 7.50 -
7.54 (m, 4 H), 7.66 (s, 2 H), 8.14 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 550.3[M+H] *.

DO0O0O000tert-000 @-{4-[4-(2,6-0000000000000)I0000-1-0
0]J00000-1-0031,1-0000-2-000000)000000C
0000000000 2-tert-0 00000000-2-0000000000000000
000000000000 000000000000O0(99mg, 0.162mmol, 69%)0 0 O O O
0000000000 MS ESIZAPCI Dual (0 ) : 612.3[M+H] *.

0Doo0Oo00oo

000000 1-{4-[4-(R2.6-0000000000000)I0000-1-00]00000
-1-003}-2-000-1-0000000-2-000 0000

tert-0 00 (-{4-[4-(2,6-0000000000000)I0O000-1-00]10000
0-1-003-1,1-0000-2-000000)I00000 (98mg, 0.19mmol)0 0 0 00O (
20 00 000MOOO00OO0O0O0O0C0COO0Q@.om)IOCOOOOOOOOOOOODOOO
00000000000 O00O0 (83mg, 0.143mmol, 71%)0 0 0000000000000
MS ESI/APCI Dual (O ) : 512.3[M+H] *.
00O0O0O0O0N-(2-{4-[4-(2,6-0000000000000)IO0000-1-00]000
00-1-003-1,1-0000-2-000000)000000

0000000000 1-{4-[4-(2,6-0000000000000)I0000-1-00]0
00O00-1-0032-000-1-0000000-2-00000000 (50mg, 0.08mmol)0 T
HF2.omDO O ODODO0DODO0O0O0O0O00 (56 1, 0.4mmol)0 0 O O O (13mg, 0.12mmol)0 O
0000000000000 0O00O0O0O0ODNO0DO0OO0ONONO0DOONONDOODONOoOoOoOooooaO
000000000000 00O0O0O0O0O0O0O0O0OO0O0O0O0OO0O0O0O0O0OO0O0O0O0OOOq@aO
000000000000 000O0000O000 (33mg, 0.06mmol, 75%)0 00 0000
DooooooO

MS ESI/APCI Dual (O ) : 554.3[M+H] *.

000000 1-{1-[(4.4-000000000000)I0000]100000-4-00 }-4-
(2,6-0000000000000)IO0000

0000000000000 0O00O00O0O0O00O0D0O0DO0DO0ODONDODONOoOOoOoOooooaO
000000000000 00O0000000000O0(132mg, 0-23mmol, 98%)0 0 O O O
0D0O00O0D0O0O000

MS ESI/APCI Dual (O ) : 573.2[M+H] *.

ooooo

000000 [B-({4-[4-(2,6-0000000000000)IO0000-1-00]000

0-1-0030000)0000]00000

O

O

O

OOoo0oooaoo

ooooobobooos3-ooooooobooooooooobbbboooooobooboooboboao
OCoOO0O00O00OO0O0DO0O0OO0O@45mg, 0.259mmol, 92%)0 0 00O O00O0ODOODO
O

OoOoo0ooog
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MS ESI/APCI Dual (O ) : 561.4[M+H] ™.

000000 2-[4-{4-[4-(2,6-0 0 00000000000)I0000-1-007000
00-1-003¥I00D00)H)oOOooo]-2-000000 DOOOBO
0o0oooo0o0oooDoD4-(o -O00O00DDODDOODNDODODODODDOOOODODODOODDOOO
0o0o0o0DoOo0o0ooDoDoOooooDooooon@19mg, 0.347mmol, 74%) 0 0 000 00O
ooooDoooan

MS ESI/APCI Dual (O ) : 631.4[M+H] ™.

000000 1-[4-({4-[4-2,6-0 0 00000000000)I0CO00-1-007000
00-1-003YYI0000)H)oooDo]-2-0000000O000

0000000000 2-[4-{4-[4-(2,6-0000000000000)I0000-1-0

0]J0O0O000-1-0030000)I00O0]
7mmol)0 THF/MeOH(1:1, 3.00 0)0 0O OO O

goooooooboboogooboooobDbDao

ooQo0O0OD0O ODooooao?2i9mg, 0.34
000000 img, 0.381lmmol)O MeO

(cobooogoooopoooDouooao

-2-0

oad
HmDOODODODODODDODODOODODODODODODODOOOOoOOOoODODODODODOODOODODODDOO

oo

oad

0o0o0ooo0ooo@0mg, 0.034mmol, 10%)0O O

gogoooooobood

MS ESI/APCI Dual (O ) : 589.4[M+H] ™.
000000 4-({4-[4-(2,6-0000000000000)I0000-1-00]0000
0-1-0030000)N-0000000
00000000000 00000000000000000000000000000
00000000000000000 (119mg, 0.21mmol, 91%)0 000000000 O O

gogao

MS ESI/APCI Dual (O ) : 560.4[M+H] ™.

00
0o
g
omb)Od
Ooao
oo
oogad
Ooao

O Ooo0oooo

0

OoOoo0oo0odgdao

0

O
g
a
u
O
g
u

0oooo
0000ON-[4-({4-[4-(2,6-0 00 0000000000)I0000-1-00]1000
0-1-003}0000)I000]-N-000000000

000004-({4-[4-(2,6-0 000000000000 )I0000-1-00]
-1-003 0000)-N-00000O0O0O 110mg, 0.197mmol)0d THE(2.0mI)O
00 (40mg, 0.393mmol)0 0 0000000 COO0DO0O0000000O0O0 (2.
000000000000 000000ND00O00000(GnNG, 0.01mmol)O
0000000000000 0000000O000000000000000
0000000000000 000000000O0O0TLC (0% 000000
0000000000000 (87mg, 0.145mmol, 73%)0 0 000000000

MS ESI/APCI Dual (O ) : 602.4[M+H] *.

000000 1-[4-({4-[4-(2,6-0000000000000)I0000-1-00]1000
00-1-0030000)I000]00000-2-00

0000000000 4-(2-000-00000-1-00)000000000000000O
000000000000 000O0000O00O0 (104mg, 0.169mmol, 72%)0 0 00 0 O
Doooooooao

MS ESI/APCI Dual (O ) : 614.3[M+H] *.

000000 2-[4-({4-[4-(2,6-0 0 00000000000)I0O000-1-00]000
00-1-0030000)I00O00]00000

00000000 004-(2-00000000000000000000000000O0
00000000000 0000000000000O00O094mg, 0.159mmol, 68%0 O O O
0DoO0O0O0OO0O0O0O0O0O00

MS ESI/APCI Dual (O ) : 591.4[M+H] *

0DoO0o00oo

000000 2-[4-({4-[4-(2,6-0 000000000000 )I0000-1-00]000
00-1-003)0000)I00O0]00000
000000O00004-(2-00000000000000000000000000O0
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0o0o0ooDoo0ooDoDoo0oooDoooo0ooDoDoOooonoDnD78mg, 0.136mmol, 58%0 O O O O
goooooooood

MS ESI/APCI Dual (O ) : 575.4[M+H] *

00O0O000ON-[4-({4-[4-(2,6-0 0 00000000000)I0O000-1-00]1000
0o0-1-003}WooooH)YooooQoooood

I R A A B A W A A W N N R N N R NN
000000000000 00DE@8mg, 0.15mmol, 64%)0 00000000 OODODODOO
MS ESI/APCI Dual (O ) : 588.4[M+H] *
oooooodi1-,6e-000000D0ODOOODO)Y)4-0[1-0@-00000-1-00)H0
0o0o0o0)H) oDoODOoODOooo-4-0071000000

1 I 1 1 I I 0 O A B A 0 e B R B R B R B A N N e e A B N N N AN
0o0o0ooDoOooooODoooaoeimg, 0.099mmol, 42%) 0 0 0000 OCOODODOOOOO
MS ESI/APCI Dual (O ) : 614.4[M+H] *

0000001-[1-(2,2-0000000000)00000-4-007-4-(2,6-00000
DoO0O0O0O0O0O0)DO0O0O00
000000D0001-0(¢,6-0000000000000)4-00000-4-00000
000 (100mg, 0.234mmol)0 000000005 1, 0.47nmoD)0 0 00000000
DoO0O0O02.0m)I0O0O0O00OO0O0O0O0O0OCGING, 0.47mmol)J 00000010000
000000000000 00O0O0000O0000O0000O0000O00O00O0O0OoGoaO
000000000000 000000000000000O0000000000000
0 (65mg, 0.127mmol, 54%)0 00 000000000000

TH-NMR (600 MHz, CDCl3) & 0 1.26 (s, 9 H), 1.36 - 1.45 (m, 2 H), 1.81 - 1.87 (m,

2 H), 2.47 - 2.55 (m, 3 H), 2.65 - 2.70 (m, 2 H), 2.72 - 2.81 (m, 2 H), 3.41 -
3.47 (m, 2 H), 3.80 - 3.87 (m, 2 H), 4.47 (dd, J=12.49, 1.26 Hz, 2 H), 7.43 - 7.
47 (m, 2 H), 7.48 - 7.53 (m, 4 H), 7.64 (s, 2 H), 8.11 - 8.16 (m, 4 H).

MS ESI/APCI Dual (O ) : 511.5[M+H] ™.

OooooQoO
0000001-(1-0000000000-4-00)-4-(2,6-0000000000000)
ooooo

0000000000000 000000000D000000000000000000
0000000000000 0000CMg, quant)l 00 000000000000
TH-NMR (300 MHz, CDCl3) & 0 1.33 - 1.65 (m, 2 H), 1.66 - 2.06 (m, 2 H), 2.42 -
3.13 (m, 7 H), 3.32 - 3.58 (m, 2 H), 3.70 - 3.99 (m, 3 H), 4.62 - 4.89 (m, 1 H),
7.34 - 7.56 (m, 11 H), 7.65 (s, 2 H), 8.10 - 8.19 (m, 4 H).

MS ESI/APCI Dual (O ) : 531.3[M+H] *, 553.2[M+Na] *.

000000 1-[1-(2,5-0000-3-0000)00000-4-007]-4-(2,6-0000001
OoooO00O0O0)DOOOO

00000000000 0002,50000000-3-000000000000000¢0
00000000000 00000000C000000000(69mg, quant)l O O O O
0000000000

MS ESI/APCI Dual (O ) : 549.3[M+H] *, 571.2[M+Na] ™.

000000 1-[1-(000000000000)00000-4-007]1-4-(2,6-00000
00000000 )IO0000

0000000000000 00DO0O0O0O0O0O0O0O0O0000000D0D0O0O0O0O0OO0O0On
0000000000000 00000000000E69mg, quant)0 00000000
000000

TH-NMR (300 MHz, CDClg) & 0 1.12 - 2.03 (m, 13 H), 2.24 - 2.79 (m, 8 H), 2.89 -

3.12 (m, 1 H), 3.36 - 3.55 (m, 2 H), 3.74 - 4.10 (m, 3 H), 4.59 - 4.77 (m, 1 H)
, 7.40 - 7.56 (m, 6 H), 7.65 (s, 2 H), 8.10 - 8.19 (m, 4 H).
MS ESI/APCI Dual (O ) : 537.3[M+H] *, 559.3[M+Na] *.
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0ooo

Ooo0oooDoDooo 4-[4-,6-0000000000O00O0O0ODY)IODODOO-=-1-00170
0-1-000000o0boao

goobooodooob oo ooob oo ooob oo oooobooaa
Oo0ooDoDooooDoDoooboooddG9mg, 0.112mmol, quant.)O0 OO0 O OO
Ooo0ooboobooano

TH-NMR (300 MHz, CDClg) & 0 0.92 (d, J=6.683 Hz, 6 H), 1.33 - 1.53 (m, 2 H), 1.
71 - 2.00 (m, 3 H), 2.40 - 2.58 (m, 3 H), 2.61 - 2.86 (m, 4 H), 3.39 - 3.50 (m,
2 H), 3.76 - 3.92 (m, 4 H), 4.10 - 4.31 (m, 2 H) , 7.42 - 7.55 (m, 6 H), 7.62 -
7.67 (m, 2 H), 8.10 - 8.18 (m, 4 H).

MS ESI/APCI Dual (O ) :527.3[M+H] *, 549_3[M+Na] *.
oodooDoodi1-[i-(o0oooooooooo)ooooo-4-007-4-,6-0000003
00o0o0D0o0O0oOo)H)YoooDoao

gobobodoodoooob o000 b o000 oooDob oo ooooOobo
000000 o0oooDoDOo0oooDoooooDoDoOoo0o@iomg, quant)D D0 oD oooooao
goooaod

TH-NMR (600 MHz, CDCl;) & 0 1.30 - 1.43 (m, 2 H), 1.78 - 1.88 (m, 3 H), 1.90 -
1.99 (m, 1 H), 2.08 - 2.18 (m, 2 H), 2.28 - 2.38 (m, 2 H), 2.45 - 2.60 (m, 4 H),
2.63 - 2.71 (m, 2 H), 2.88 - 2.95 (m, 1 H), 3.19 - 3.29 (m, 1 H), 3.40 - 3.49 (
m, 2 H), 3.71 - 3.79 (m, 1 H), 3.79 - 3.89 (m, 2 H), 4.60 - 4.67 (m, 1 H), 7.43
- 7.48 (m, 2 H), 7.49 - 7.53 (m, 4 H), 7.64 (s, 2 H), 8.12 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 509.5[M+H] ™.

ooo0oo
ooob0o1l1-,6-00000000OO0O0O0O0OOO)4-[1-(2-O00O0DO0DOoDbDODO)YoDOoOoO
-4-0 000000
gooooobobobobobobuUo2-00000DD0D0ODDUODDUODDODUODUODUODUODODGO
0000000000000 0000O0Oao0oemg, 0.208mmol, 89%)0 O D O OO DO O
oooooao

TH-NMR (600 MHz, CDCl3) & 0 0.84 - 0.91 (m, 3 H), 1.05 - 1.12 (m, 3 H), 1.32 -
1.46 (m, 3 H), 1.64 - 1.73 (m, 1 H), 1.81 - 1.93 (m, 2 H), 2.46 - 2.64 (m, 5 H),
2.65 - 2.71 (m, 2 H), 2.96 - 3.07 (m, 1 H), 3.40 - 3.50 (m, 2 H), 3.79 - 3.89 (
m, 2 H), 3.97 - 4.05 (m, 1 H), 4.66 - 4.76 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.48
- 7.54 (m, 4 H), 7.65 (s, 2 H), 8.13 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 511.5[M+H] ™.

ooooooooo s5-{d-[4-,6-00000000DOO0OO0ODO)YY OOOO-1-0070
0o0oo0-1-00}5-0000000000d

o000 ooob o000 ooo0 b0 oo o0oooo0D oo oo0oooDob oo ooOoooObo
0o0dooDoo0ooDoDoooooDoooooo@ismg, 0.202mmol, 86%)0O 0 OO0 OO OO
ooooooad

MS ESI/APCI Dual (O ) : 569.5[M+H] *.

oooooao
00001-R,6-0000000000000)4-{1-[(4-00000000000)
0o0o0]4-00yW 000000 O0DODODOOO0O0ODOOO
0o0o0o0Do0o0oo0oo0oODoOo0o0oo0ooDoD@bobOoOooboboooo0oD@-og, 6.32mmol)0 O O
@GombhHhoooooDooooDoDooo@.oz2mbhoooogodon000o0o0ooooOoaO
0o0oo0ooo0od4-00000000O0O0O0ODODDOOOO0ODODDOOO@.07g, 6.06mmol)0O O
goobobobgob4-0000b00Db00Db0D0DDb0DO0ODbDO0ODDbDO0ODbDUODbDUODbDUODbDOoDbDOD
oodooooooooDil1-0,6e-000000000OO0O00O0)4-00000-4-00)
000 (2.56g, 6.00mo0 00000000 (1.26ml, 9.00omoDO 0 OO0 00000
ooo@omhHhooooOodoooDo30o0oDoDo0o0oooDoDoooboDOoooooDooan

OoOoo0oooo
OO oOooo
O Ooooo

O Ooo0oooo

Oooooogod>doOooa
OoOo0oo0oogooogao
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00o00D0ooD0o0oo0o0o0Do0DooDo0ooDo0DO0o0Do0DooDo0oDoDO0ooDOoDooDoDoOooDOooaO
00oo0D0ooDOooo0ooD0oooDoooDOooDoDooDoooDOooDoDooODOoooDoOooaOo
3.36g, 5.92mmol)0 O O O

oo0Di1-,6-0 000000000 O0OOO)-4-{1-[¢-00 00000 O0CoOOO)
O0jJjooooo0-4-003Y0000O00D0O0ODO0OaO

00000000000 oD0oOoDoDOooOo30Omg 0 ODOOO0ODOODOOTLCO 100 00O
Oo0o0DD0oD00D0o0oo0oooDoDoDoDooo@rsmg) 0000 O0OooDoDOoDOooOo0d

Ooooooogg
O 0O0oOooooog
OOoooooo

TH-NMR (600 MHz, CDCl3) & O 1.15 - 1.25 (m, 2 H), 1.34 - 1.47 (m, 2 H), 1.53 -
1.64 (m, 2 H), 1.76 - 1.82 (m, 2 H), 1.83 - 1.94 (m, 2 H), 2.13 - 2.18 (m, 2 H),
2.45 (tt, J=11.72, 3.41Hz, 1 H), 2.49 - 2.58 (m, 4 H), 2.66 - 2.73 (m, 2 H), 3.
00 - 3.07 (m, 1 H), 3.16 (tt, J=10.72, 4.13, 4.01 Hz, 1 H), 3.36 (s, 3 H), 3.43
- 3.49 (m, 2 H), 3.81 - 3.90 (m, 2 H), 3.94 - 4.00 (m, 1 H), 4.65 - 4.71 (m, 1 H

), 7.45 - 7.49 (m, 2 H), 7.50 - 7.55 (m, 4 H), 7.66 (s, 2 H), 8.14 - 8.18 (m, 4
H) .

MS ESI/APCI Dual (O ) : 567.5[M+H] ™.

0000001-0000 -4-({4-[4-(,6-0000000000000)I0000-1-0
0]J0O0000-1-003}0000)00000

ooO01-00000D0O00001.0g, 7.80mmol) ODOODODOOD@OMDHDODODOODODODO
ooDOoo00O1.30ml, 9.36mmol) 0 0000 DO 4-0000000D01.89g, 9.36é6mmol)I O O
gooboisoogooooooobooobobbooobbooooobobooooboboooooban
ugogooocooobooooboouo4-0000O0DLD 4-DOO0COO0OOOO=-1-000
ooobob02.34g, quant.0 0000 00COODODOO0DO0OO0O0OOCOOODDODODOOOOOGORO
ogooao

cooocooooooboOooi1-.e-000000C0DO0ODOODO)4-0000D0-4-000O
0000 @.50g,0 3.52mmol)0 O O OoDO0oo0O0O0o000o0.735ml, 4.22mmol)0 O O
ooooDDbOO0OO0ooooo@mno goooooobboogob4-0000DD0OO0O

4-0 00000000 -1-0040gao
gooooooobobooooaoan
goobooboboboobooboono
oooDoooooobooooooan
oooooao
TH-NMR (600 MHz, CDCl5) & O 1.44 - 1.53 (m, 2 H), 1.78 - 1.86 (m, 2 H), 2.11 (s,

3 H), 2.44 - 2.57 (m, 3 H), 2.66 - 2.73 (m, 2 H), 2.76 - 2.83 (m, 2 H), 3.18 -
3.23 (m, 2 H), 3.23 - 3.30 (m, 2 H), 3.42 - 3.50 (m, 4 H), 3.58 - 3.63 (m, 2 H),

3.75 - 3.80 (m, 2 H), 3.82 - 3.89 (m, 2 H), 7.44 - 7.49 (m, 2 H), 7.49 - 7.54 (
m, 4 H), 7.65 (s, 2 H), 8.13 - 8.18 (m, 4 H).

MS ESI/APCI Dual (O ) : 581.3[M+H] ™.

oooooao
ooooood1-,e-000000DO0ODODOOODDO)4-[1(C0O0O0O0-1-DODO00O0O0OO
Y Ooooo-4-00]100000

I 1 It e T 1 I 1 I R B A I O 0 A A R R A R AR A
0000000 o0DoDoOO0O0oo0ooODoOO0oo0oo0obDbOO0OOooO@oimg, 0.188mmol, 80%)O O O O O
ooboDOoooooonn

TH-NMR (600 MHz, CDCl5) & 0 1.44 - 1.61 (m, 6 H), 1.77 - 1.83 (m, 2 H), 2.42 - 2

.49 (m, 1 H), 2.50 - 2.55 (m, 2 H), 2.67 - 2.77 (m, 4 H), 3.15 - 3.20 (m, 4 H),
3.42 - 3.48 (m, 2 H), 3.69 - 3.74 (m, 2 H), 3.82 - 3.87 (m, 2 H), 7.44 - 7.48 (m
, 4 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.13 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 538.3[M+H] ™.
ooooon

1.17g, 3.-90mmoDO OO0 O30 O0O0ODOO
uggoboboooobboouooboogoobood
ooocoboOboOoooooooovyobOOOOd
(901mg,O 1.15mmol,0 40%)0 O OO0 O DO ODOO

O 0Ooo0oo0oo0oao
O O0Oo0oooao
O 0Ooo0ooo0oao
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ooooooi1-.6e-000000000O0O0D0O0O)4-[1-@-0000ooooHoooano
0-4-00J00000
goobobgobgobgobgob4-00b000D0bD0DbD0DDbD0ODbDU0ODbDUODbDUODbDUOoDbOoDbOoO
0o0o0ooDo0oooDoDoooooDooooono2.30g, 3.5mmol, 99%)0 0 0 00O 0O0OO
ooooooad
MS ESI/APCI Dual (O ) : 657.1[M+H] *.
0oo0oooo0od1-,6-0 00 0000D00O0O0O0ODO)4-[1-¢-0000-83-00000O00O0O
Yooooo-4-00]Jooood
0o0o0oooOoo0ooDoDoOo0ooDoDoooooDil-,6-0000000000000O)-4-[1-(4
-00o0obooDooo0o)yo0nooDO0D-4-00 100000 (00mg, 0.152mmol)0 0 0 O O -3-0
000 @8smg, 0.23mmoD)0 0000 00DDODDOOODODDOOODODODOOONOoOOOOaO
0 2mg, O.003mmolO O IMO OO DO OOODODOO(0.46mO , O.4d6mmo)0 0 0 0 O0DODOOO
000000201, amMlD00O00OD0DDOOODODOOODODOAOOD O 2000000000
gobobodoodoooob o000 b o000 oooDob oo ooooOobo
I 1 I e T I e I I 6 A A A R A A AR A
0o0oooooooDoD(@ooOoOoobOoODOoOOo0OoooD)YoDoDOoDOoooboOoOOooo?3mg, 0.12mmo
1, 7900)H)0 00000 0OOODODOOO0ODO
MS ESI/APCI Dual (O ) : 608.3[M+H] ™.
odoooood1-,e-000000DO0DODOO0OODO)4-[1-@-0000-4-0D00000O000
Y OoOOoOGOooO-4-0071000003
oooo0-3-0000b0o0o0o0dboboo0d0d0-4-000000D0O00O0DO0ODODOO0OODOOO0O0aO
0o0o0oooOo0ooDoDoDOoooboooooneémg, 0.109mmol, 71%)0 O O O
MS ESI/APCI Dual (O ) : 608.3[M+H] *.
oooooao
ooooood1-.e-000000oDoDo0oooDoO)4-[1-(coo0o0b0-4-0000000
Yooooo-4-00]100000
000000000 ¢tert-000 4-({4-[4-,6-000000DDO0O00O0ODODODYODO0OO
0-1-00jooooo-1-0c0y00o0oO)0D0OoDOO-1-00000000 (13.76g, 21.
S5qrmoDO 00000 OO@mMHDOIODOMIODDOOODDDO@3mDHDOOOODODOOL0
I A 0 B A B R W A W A W A W R W N R N IR N
gobobodoodoooob o000 b o000 oooDob oo ooooOobo
Oo0o0DONOODODDODDODODGOooooobbooooob oo ooooboooooobd
0000000 (10.78g, 20.07mmol, 93%)0O O O O
TH-NMR (600 MHz, CDClg) & 0 1.33 - 1.47 (m, 2 H), 1.61 - 1.75 (m, 4 H), 1.80 -
1.93 (m, 2 H), 2.45 - 2.73 (m, 9 H), 2.97 - 3.07 (m, 1 H), 3.10 - 3.17 (m, 2 H),
3.41 - 3.49 (m, 2 H), 3.78 - 3.90 (m, 2 H), 3.93 - 4.02 (m, 1 H), 4.62 - 4.72 (
m, 1 H), 7.43 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17
(m, 4 H).
MS ESIZAPCI Dual (O ) : 538.3[M+H] *.
ooooon
000000 1-{1-[(1-0 000000000 -4-00)00000]100000-4-00 }-4
-(,6-0 0000000000 OO)DYO0O0D0ODOADO
1-,6-0 000 000DODOOOOD)4-[1-(b0DO0O00-4-0D0000O0DO0D>YO0DDOOO-
4-0 0100000 (100mg, 0.186mmol)J 0000 O O O O (0.032ml, 0.279mmol)0 O O
0odoooooooDooo2nHho000o0ooDoDoOoooDao0.032ml, 0.279mmol)d O O
goodilooooooooooooooMObobgoboDgoboboDobDUobuobobobao
goobobotbgobobobobobob0o bbb bD0o b bUobUobobao
goboboooooob oo b oo oo ooDobLDboDUoooOooon
0000 @11dg, 0.173mmol, 93%)0 0 OO 0O OODOOOODODOAO
TH-NMR (600 MHz, CDCl) & 0 1.35 - 1.49 (m, 2 H), 1.57 - 1.67 (m, 1 H), 1.75 -

O
O
O
O
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1.97 (m, 5 H), 2.46 - 2.62 (m, 4 H), 2.65 - 2.73 (m, 2 H), 2.73 - 2.82 (m, 1 H),
2.83 - 3.12 (m, 3 H), 3.40 - 3.50 (m, 2 H), 3.76 - 3.92 (m, 3 H), 3.93 - 4.01 (
m, 1 H), 4.62 - 4.76 (m, 2 H), 7.37 - 7.42 (n, 5H), 7.44 - 7.49 (m, 2 H), 7.49
- 7.55 (m, 4 H), 7.65 (s, 2 H), 8.13 - 8.18 (m, 4 H).

MS ESI/APCI Dual (O ) : 642_3[M+H] *, 664.4[M+Na] .
ooooood1-,6-000000DO0DO0OOO0O0ODO))4-{1-[1-ODO0O0O0ODODDODOOODO-4
-00)H)oooooD]oo0o000-4-003Y000O0

I I e e 1 I I 1 1 I 0 B A B A I O 0 A A R R R R AR A
0000000 o0DoDoDOo0o0oooOD0oOOoOoo0oonEomg, 0.152mmol, 82%)0 0 00O OO OO0OADO
Oo0o0oOoao

TH-NMR (600 MHz, CDClg) & O 1.14 (t, J=7.57 Hz, 3 H), 1.33 - 1.49 (m, 2 H), 1.5
5-1.99 (m, 6 H), 2.26 - 2.42 (m, 2 H), 2.45 - 2.62 (m, 4 H), 2.62 - 2.76 (m, 4
H) ,2.98 - 3.13 (m, 2 H), 3.39 - 3.51 (m, 2 H), 3.78 - 4.03 (m, 4 H), 4.54 - 4.
70 (m, 2 H), 7.43 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H),7.65 (s, 2 H), 8.10 - 8.
19 (m, 4 H).

MS ESI/APCI Dual (O ) : 594.2[M+H] *.
00000D01-(2,6-0000000000000)-4-(A-{[1-(00000000)J00
00-4-00QJ000003YyYyWOooOoOoO-4-00)>H0000a0

I A 0 A N R A A B A W A B A W A N N N R NN
000000000000 O0DD0OD0OO0OO00D0OD0@oimg, 0.166mmol, 89%)0 0 0 O DO O OO
ooooooad

TH-NMR (600 MHz, CDCl3) & O 1.34 - 1.48 (m, 2 H), 1.62 - 1.98 (m, 6 H), 2.45 -

2.63 (M, 4 H), 2.64 - 2.79 (m, 4 H), 3.00 - 3.12 (m, 2 H), 3.42 (s, 3 H), 3.43 -
3.48 (m, 2 H), 3.80 - 3.89 (m, 2 H), 3.91 - 4.00 (m, 2 H), 4.04 - 4.16 (m, 2 H)
, 4.48 - 4.58 (m, 1 H), 4.60 - 4.70 (m, 1 H), 7.43 - 7.48 (m, 2 H), 7.49 - 7.55
(m, 4 H), 7.62 - 7.67 (m, 2 H), 8.11 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 610.4[M+H] *, 632.3[M+Na] *.

0oooao

0000000 4-({4-[4-2,6-0000000000000)I0O000-1-007]0

00-1-003¥y00D00)H)oOoOoDoODoD-1-00000000

goboooooob oo ooob oo oooDo b Do oooooDboooOooao

0o0oooooooooooo@ssmg, 0.260mmol, 93%) 0D D O OO0 ODOCOOODODO

OoOoo0oooo
OO oOooo

o

1H-NMR (600 MHz, CDCl;) & 0 1.33 - 1.48 (m, 2 H), 1.62 - 1.80 (m, 4 H), 1.81 -
1.95 (m, 2 H), 2.45 - 2.73 (m, 7 H), 2.75 - 2.91 (m, 2 H), 2.99 - 3.10 (m, 1 H),
3.41 - 3.49 (m, 2 H), 3.69 (s, 3 H), 3.78 - 3.90 (m, 2 H), 3.91 - 3.99 (m, 1 H)
, 4.04 - 4.31 (m, 2 H), 4.60 - 4.71 (m, 1 H), 7.43 - 7.48 (m, 2 H), 7.49 - 7.54
(m, 4 H), 7.65 (s, 2 H), 8.12 - 8.16 (m, 4 H).

MS ESI/APCI Dual (O ) : 596.2[M+H] *, 618.3[M+Na] *.
0000004-{4-[4-,6-0000000000000)I0000-1-007]0000
0-1-00yyoooo)-0ooooooooobooU0o-1-00o0oboooao

I I e e 1 I I 1 1 I 0 B A B A I O 0 A A R R R R AR A
00000000 DOD0oO00o0DDbODoODO0oO0oo0DDbODoDOoOO0O0D0ODOOaOaeomng, 0.263mmol, 94%)
oooooooooboooooao

TH-NMR (600 MHz, CDCl;) & 0 1.33 - 1.49 (m, 2 H), 1.65 - 1.73 (m, 2 H), 1.74 -
1.96 (m, 4 H), 2.46 - 2.79 (m, 9 H), 2.82 (s, 6 H), 3.00 - 3.09 (m, 1 H), 3.40 -
3.50 (m, 2 H), 3.61 - 3.73 (m, 2 H), 3.78 - 3.91 (m, 2 H), 3.92 - 4.02 (m, 1 H)
, 4.62 - 4.72 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H

), 8.13 - 8.16 (m, 4 H).

MS ESI/APCI Dual (O ) : 609.3[M+H] *, 631.1[M+Na] *.
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0000
00001-(2,6-0 000000000000 )-4-(A-{[1-(00000000C)YI 00
-4-00]000003}0000-4-00)00000
0000000000000 0000000000000000000000O0O0n
00000000000 0000000 (169mg, 0.274mmol, 98%)0 0 0000 O O
0ooooO0oO0
TH-NMR (600 MHz, CDCl)d O 1.34 - 1.48 (m, 2 H), 1.75 - 1.97 (m, 6 H), 2.45 - 2.
73 (m, 7 H), 2.79 (s, 3 H), 2.83 - 2.92 (m, 2 H), 3.01 - 3.11 (m, 1 H), 3.40 - 3
.50 (m, 2 H), 3.71 - 3.79 (m, 2 H), 3.80 - 3.97 (m, 3 H), 4.60 - 4.70 (m, 1 H),
7.44 - 7.49 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.63 - 7.66 (m, 2 H), 8.12 - 8.17 (m
, 4 H).
MS ESI/APCI Dual (O ) : 616.3[M+H] ™.
000000000000 4-({4-[4-(2,6-0000000000000)00000-1-
00]J00000-1-003}O0000)0000-1-00000000
00000000000 0000000000O0000000000000000000
00000000000 00000000OCOO (165mg, 0.265mmol, 95%)0 0 0 O O O
Oooo00O0O0O0O00
TH-NMR (600 MHz, CDCl5) & 0 1.23 (d, J=6.41 Hz, 6 H), 1.34 - 1.48 (m, 2 H), 1.5
6 - 1.78 (m, 4 H), 1.80 - 1.95 (m, 2 H), 2.46 - 2.72 (m, 7 H), 2.73 - 2.85 (m, 2
H), 2.99 - 3.10 (m, 1 H), 3.40 - 3.49 (m, 2 H), 3.79 - 3.90 (m, 2 H), 3.92 - 4.
0L (m, 1 H), 4.08 - 4.29 (m, 2 H), 4.62 - 4.70 (m, 1 H), 4.86 - 4.95 (m, 1 H), 7
44 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4 H).
MS ESIZAPCI Dual (O ) : 624_3[M+H] *, 646.3[M+Na] *.
000000000 4-{4-[4-(2,6-0000000000000)I0000-1-00 710
0000-1-003)0000)0000-1-00000000
0000000000000 0000000OC0OO0O0000000000000000000
000000000000 00000O0O0 (253mg, 0.251mmol, 90%)0 000 OO O O O
Dooo0QoO
TH-NMR (600 MHz, CDCl3) & 0 1.25 (t, J=7.10 Hz, 3 H), 1.34 - 1.47 (m, 2 H), 1.5
4 -1.80 (m, 4 H), 1.81 - 1.96 (m, 2 H), 2.46 - 2.60 (m, 4 H), 2.60 - 2.73 (m, 3
H), 2.74 - 2.90 (m, 2 H), 3.00 - 3.10 (m, 1 H), 3.39 - 3.51 (m, 2 H), 3.80 - 3.
90 (m, 2 H), 3.92 - 4.01 (m, 1 H), 4.08 - 4.29 (m, 4 H), 4.62 - 4.71L (m, 1 H), 7
44 - 7.49 (m, 2 H), 7.49 - 7.55 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4 H).
MS ESI/APCI Dual (O ) : 610.3[M+H] *, 632.3[M+Na] ™.
afalals
0000 4-{[4-{4-[4-(2,6-0 0 00000000000)I0000-1-007]00
0-1-003¥0000)I0DOD0DD-1-00]000003Y 0000
O
O

OoOoo0oooo
OO oOooo

0000000000040 0000000000 0000000000000
00000000000 O0000O0000O000 (@72mg, 0.264mmol, 95%)0 O O
00000000000

TH-NMR (600 MHz, CDCl;) & 0 1.34 - 1.48 (m, 2 H), 1.65 - 1.95 (m, 6 H), 2.46 -
2.72 (m, 7 H), 2.75 - 2.85 (m, 2 H), 2.99 - 3.10 (m, 1 H), 3.21 - 3.29 (m, 4 H),
3.40 - 3.49 (m, 2 H), 3.63 - 3.69 (m, 4 H), 3.69 - 3.75 (m, 2 H), 3.79 - 3.90 (
m, 2 H), 3.91 - 4.00 (m, 1 H), 4.61 - 4.70 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.49
- 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 651.3[M+H] *, 673.2[M+Na] *.

000000000 [@-{4-[4-,6-0000000000000)10000-1-00 ]
00O000-1-003}0000)I0000-1-00]1000)I0000
000000000000 00O0O00 00000 0000000000000 0000
000000000000 000O0000O00 (162mg, 0.254mmol, 91%)0 00 00 O O

OoOoo0ooodg
OO oO0ooog
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oooooodoao

TH-NMR (600 MHz, CDCl5) & 0 1.32 - 1.49 (m, 5 H), 1.71 - 1.82 (m, 3 H), 1.83 -
1.96 (m, 3 H), 2.45 - 2.62 (m, 4 H), 2.64 - 2.73 (m, 2 H), 2.74 - 2.82 (m, 1 H),
2.85 - 2.94 (m, 1 H), 3.02 - 3.11 (m, 1 H), 3.12 - 3.21 (m, 1 H), 3.39 - 3.50 (
m, 2 H), 3.71 - 3.79 (m, 1 H), 3.80 - 3.89 (m, 2 H), 3.90 - 3.98 (m, 1 H), 4.28
- 4.37 (m, 2 H), 4.38 - 4.46 (m, 1 H), 4.61 - 4.69 (m, 1 H), 7.44 - 7.48 (m, 2 H
), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 638.3[M+H] *, 660.3[M+Na] *.

ooooon

00000D01-(2,6-0 000000000000 )-4-(A-{[1-(0000-2-000000
OH)OOoDoooD-4-00J000003¥XWODODOO-4-00)HO00000DO
godoooooodobooooo2-0000b0DbO000D ODOboOoUoboboOoooooooao
000000000000 0D0ODD0OO0OO00DOD0OO0OO0OaO58ng, 0.246mmol, 88%)0O O O O O
ooboDoooooonb

MS ESI/APCI Dual (O ) : 643.4[M+H] *, 665.2[M+Na] .
O0O0OO0OO0OONN-[@G{[4-(1-0 000000000 -4-00)00000-1-007000
0oy ooo-2,6e-000)H)0-4,1-00000]1000000O0O0
oooooooooDoooooDoooooDi1--cooooooooo-4-00)-4-(2,6-
000000 O0o0DoODoDOoOo)oooDoDDOD @5mg, 0O.100mmoD)O4-0 000000 OOO0ODO
00 (54mg0 0.300mmo)0 000000 CODO0DOCOODOCOOOODOOO0)D 12mg, 0.0
IommolD DO ODODOOOO(Omg, O.66mmoD0 0 D00 O0DO0DO0DDODDOOOODDOOO302
01, 1.5mi0 00000000 ODODOO0OOOODO00D20 00000 D0ODOODOORO
I T 0 O I R B A A B A W e A W N N R N R NN
ooooo0oo0ooooooooooooooooTLC(b Do O0oDbDoDOoUOoobDoDooooOoao

I OOOODOODODOOD(4mg, quant.) 0 0 0000000000000

TH-NMR (300 MHz, CDCl3;) & 0 1.36 - 1.66 (m, 2 H), 1.70 - 2.06 (m, 2 H), 2.11 -

2.30 (m, 6 H), 2.43 - 3.13 (m, 7 H), 3.35 - 3.52 (m, 2 H), 3.72 - 3.95 (m, 3 H),
4.58 - 4.92 (m, 1 H), 7.35 - 7.43 (m, 5 H), 7.49 - 7.54 (m, 2 H), 7.55 - 7.65 (

m, 4 H), 7.73 - 7.82 (m, 2 H), 7.99 - 8.09 (m, 4 H).

MS ESI/APCI Dual (O ) : 645.4[M+H] *.

oooooao

I I e I I A e 6 A O R A W A AR A
go0obo0obuobobuoboboboboboooao
0000000004,4"-U-{[4-(1-0000000000-4-00)00000-1-00 ]
0oooooyooo-2,6-000)0000000

MS ESI/APCI Dual (O ) : 563.4[M+H] *.
0o0o0o0oo0o0o0oooDi1--00000000o00b-4-00)-4-[2,6-00@-0000000
OH)YOooooDooojooooooooooao

TH-NMR (300 MHz, CDCl3) & 1.35 - 2.06 (m, 4 H), 2.45 - 2.63 (m, 3 H), 2.64 - 3.1
1 (m, 4 H), 3.38 - 3.52 (m, 2 H), 3.75 - 3.96 (m, 9 H), 4.61 - 4.90 (m, 1 H), 6.

98 - 7.06 (m, 4 H), 7.35 - 7.43 (m, 5 H), 7.51 (s, 2 H), 8.05 - 8.13 (m, 4 H)

MS ESI/APCI Dual (O ) : 591.4[M+H] ™.
0ooooooooDil1--0c00oooo0o0oob-4-00)-4-[2,6-00 @G-0000000
O0H)YOODOD0ODDODODO0)ooobooooobooao

TH-NMR (300 MHz, CDCl3) & 1.36 - 1.69 (m, 2 H), 1.69 - 2.03 (m, 2 H), 2.45 - 2.

63 (m, 3 H), 2.64 - 3.10 (m, 4 H), 3.37 - 3.51 (m, 2 H), 3.78 - 3.88 (m, 3 H), 3
.91 (s, 6 H), 4.65 - 4.89 (m, 1 H), 6.98 - 7.03 (m, 2 H), 7.35 - 7.46 (m, 7 H),

7.63 (s, 2 H), 7.66 - 7.76 (m, 4 H)

MS ESI/APCI Dual (O ) : 591.5[M+H] ™.

ooooon
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00000000011 [@{[4-(A-0000000000-4-00)00000 -1-00 ]
000003 O000-2,6-000)0-3,1-00000]000000000

TH-NMR (300 MHz, CDCl;) & 1.36 - 1.68 (m, 2 H), 1.69 - 2.08 (m, 2 H), 2.48 - 2.

65 (m, 3 H), 2.66 - 3.15 (m, 10 H), 3.38 - 3.56 (m, 2 H), 3.73 - 3.99 (m, 3 H),

4.58 - 4.91 (m, 1 H), 7.33 - 7.45 (m, 5 H), 7.58 - 7.68 (m, 2 H), 7.76 (s, 2 H),
8.01 - 8.10 (m, 2 H), 8.35 - 8.45 (m, 2 H), 8.66 - 8.74 (m, 2 H)

MS ESI/APCI Dual (O ) : 615.4[M+H] *.

0000000001, [@{[4-(A-0000000000-4-00)00000 -1-00 ]
000003} O000-2,6-000)01-4,1-00000]000000000

TH-NMR (300 MHz, CDCl3) & 0 1.36 - 1.68 (m, 2 H), 1.70 - 2.07 (m, 2 H), 2.43 - 3
.13 (m, 13 H), 3.36 - 3.60 (m, 2 H), 3.72 - 3.99 (m, 3 H), 4.63 - 4.88 (m, 1 H),
7.35 - 7.44 (m, 5 H), 7.76 (s, 2 H), 8.07 - 8.15 (m, 4 H), 8.21 - 8.28 (m, 4 H)
MS ESI/APCI Dual (O ) : 615.4[M+H] ™.

00000000 ONN-[@A{[4-QA-0000000000-4-00)00000 -1-00 ]
ODoo00}O0O00-2,6-000)0-3,1-00000]000000000

TH-NMR (300 MHz, CDCl3) & 1.35 - 2.03 (m, 4 H), 2.11 - 2.30 (m, 6 H), 2.43 - 3.
11 (m, 7 H), 3.34 - 3.52 (m, 2 H), 3.65 - 3.96 (m, 3 H), 4.59 - 4.91 (m, 1 H), 7
.33 - 7.46 (m, 7 H), 7.59 (s, 2 H), 7.63 - 7.83 (m, 6 H), 8.16 - 8.25 (m, 2 H)
MS ESI/APCI Dual (O ) : 645_5[M+H] ™.

00000000 05,5"-@{[4-(1-0000000000-4-00)I0000-1-00 ]
00000} O0OO0O0-2,6-000)I0000000

TH-NMR (300 MHz, CDCl3) & 1.36 - 1.68 (m, 2 H), 1.71 - 2.17 (m, 2 H), 2.51 - 2.
67 (m, 3 H), 2.67 - 3.14 (m, 4 H), 3.37 - 3.55 (m, 2 H), 3.74 - 3.97 (m, 3 H), 4
.60 - 4.92 (m, 1 H), 7.34 - 7.45 (m, 5 H), 7.79 (s, 2 H), 9.34 (s, 2 H), 9.44 (s
, 4 H).

MS ESI/APCI Dual (O ) : 535.5[M+H] ™.

OooooQoO

000000000 1-(-0000000000-4-00)-4-{2,6-00[4-(C 00000
0000)000]00000000¥W 000000

TH-NMR (300 MHz, CDCl3) & 1.44 - 1.67 (m, 2 H), 1.68 - 2.03 (m, 2 H), 2.47 - 2.
65 (m, 3 H), 2.65 - 3.12 (m, 4 H), 3.39 - 3.53 (m, 2 H), 3.76 - 3.95 (m, 3 H), 4
.64 - 4.89 (m, 1 H), 7.31 - 7.43 (m, 9 H), 7.64 (s, 2 H), 8.12 - 8.20 (m, 4 H)
MS ESI/APCI Dual (O ) : 699_4[M+H] ™.

0000000 003,3-UA{[4-(A-0000000000-4-00)00000 -1-00 ]
00000} O0O0O0-2,6-000)I0000000

1TH-NMR (600 MHz, DMSO-dg) & 1.18 - 1.93 (m, 4 H), 2.40 - 2.67 (m, 5 H), 2.69 -
3.13 (m, 2 H), 3.22 - 3.38 (m, 2 H), 3.47 - 3.80 (m, 3 H), 4.31 - 4.64 (m, 1 H),
6.83 - 6.92 (m, 2 H), 7.26 - 7.46 (m, 7 H), 7.56 - 7.71 (m, 4 H), 7.77 (s, 2 H)
, 9.63 (s, 2 H).

MS ESI/APCI Dual (O ) : 563.5[M+H] ™.

00000000 04,4"-U{[4-(A-0000000000-4-00)00000 -1-00 ]
ODoo0oO00YO0O0O0-2,6-000)I00000000

TH-NMR (600 MHz, DMSO-dg) & 1.30 - 1.47 (m, 2 H), 1.63 - 1.78 (m, 1 H), 1.78 -
1.93 (m, 1 H), 2.44 - 2.68 (m, 5 H), 2.70 - 2.83 (m, 1 H), 2.94 - 3.09 (m, 1 H),
3.30 - 3.38 (m, 2 H), 3.52 - 3.76 (m, 3 H), 4.39 - 4.57 (m, 1 H), 7.33 - 7.51 (
m, 7 H), 8.02 - 8.06 (m, 6 H), 8.10 (s, 2 H), 8.33 - 8.38 (m, 4 H).

MS ESI/APCI Dual (O ) : 617.5[M+H] ™.

0000000 003,3-U{[4-(A-0000000000-4-00)00000 -1-00 ]
ODoo0003YO0O00-2,6-000)I00000000

TH-NMR (600 MHz, DMSO-dg) & 1.29 - 1.47 (m, 2 H), 1.62 - 1.77 (m, 1 H), 1.78 -
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1.93 (m, 1 H), 2.43 - 2.68 (m, 5 H), 2.70 - 2.84 (m, 1 H), 2.92 - 3.12 (m, 1 H),
3.29 - 3.39 (m, 2 H), 3.52 - 3.81 (m, 3 H), 4.39 - 4.57 (m, 1 H), 7.34 - 7.38 (

m, 2 H), 7.39 - 7.46 (m, 3 H), 7.48 - 7.56 (m, 2 H), 7.62 - 7.69 (m, 2 H), 7.97

- 8.02 (m, 2 H), 8.05 (s, 2 H), 8.14 - 8.24 (m, 2 H), 8.43 - 8.51 (m, 2 H), 8.64
- 8.69 (m, 2 H).

MS ESI/APCI Dual (O ) : 615.5[M-H] .

Ooooooao

oooooooooDil--co0ooooooon0-4-00)-4-[2,6-00 @-0000000O

OH)YOooooDoooQooooboooobooao

TH-NMR (600 MHz, CDCI3) & 1.39 - 1.51 (m, 1 H), 1.52 - 1.65 (m, 1 H), 1.73 - 1.

86 (m, 1 H), 1.90 - 2.02 (m, 1 H), 2.53 - 2.62 (m, 3 H), 2.66 - 2.73 (m, 2 H), 2
.75 - 2.87 (m, 1 H), 2.94 - 3.10 (m, 1 H), 3.46 - 3.56 (m, 2 H), 3.77 - 3.91 (m,
3 H), 4.71 - 4.83 (m, 1 H), 7.16 - 7.21 (m, 2 H), 7.28 - 7.32 (m, 2 H), 7.37 -

7.45 (m, 7 H), 7.77 - 7.80 (m, 2 H), 8.11 - 8.19 (m, 2 H).

MS ESI/APCI Dual (O ) : 567.4[M+H] ™.

0ooooooooDl1--0c00o0ooo0o0o0oob-4-00)-4-[2,6-00 -0000000

Y D ODDODDoDODOoooD]jJoooooooDooooaon

TH-NMR (600 MHz, CDCl3) & 0 1.35 - 1.64 (m, 2 H), 1.70 - 1.83 (m, 1 H), 1.86 - 2
.01 (m, 1 H), 2.44 (s, 6 H), 2.50 - 2.61 (m, 3 H), 2.62 - 2.70 (m, 2 H), 2.72 -

2.88 (m, 1 H), 2.93 - 3.10 (m, 1 H), 3.43 - 3.55 (m, 2 H), 3.72 - 3.93 (m, 3 H),
4.65 - 4.84 (m, 1 H) 7.26 - 7.33 (m, 6 H), 7.35 (s, 2 H), 7.36 - 7.43 (m, 5 H),
7.44 - 7.47 (m, 2 H).

MS ESI/APCI Dual (O ) : 559.5[M+H] *.
000000D0004,4"-U-{[4-(1-0000000000-4-00)00000-1-00 ]
0dooooyooo-2,6e-000H)00@OOO0O0O0ODOOOOO)YODDOO

TH-NMR (600 MHz, CDCl3;) & 1.36 - 1.66 (m, 2 H), 1.70 - 1.84 (m, 1 H), 1.86 - 2.

02 (m, 1 H), 2.46 - 2.60 (m, 3 H), 2.63 - 2.73 (m, 2 H), 2.73 - 2.85 (m, 1 H), 2
.94 - 3.09 (m, 13 H), 3.41 - 3.49 (m, 2 H), 3.73 - 3.89 (m, 3 H), 4.65 - 4.86 (m
, 1 H), 6.77 - 6.84 (m, 4 H), 7.34 - 7.44 (m, 7 H), 8.02 - 8.09 (m, 4 H).

MS ESI/APCI Dual (O ) : 617.5[M+H] *.

oooooao

000000000 2,2-U-{[4-(1-0000000000-4-00)00000-1-007
0o0oooDoyooo-2,6-000)H)000000

TH-NMR (600 MHz, CDCI3)d 1.35 - 1.70 (m, 2 H), 1.71 - 2.00 (m, 2 H), 2.48 - 2.65
(m, 3 H), 2.66 - 2.87 (m, 3 H), 2.89 - 3.11 (m, 1 H), 3.42 - 3.53 (m, 2 H), 3.7

7 - 3.92 (m, 3 H), 4.67 - 4.86 (m, 1 H), 6.97 - 7.07 (m, 4 H), 7.33 - 7.44 (m, 7
H), 7.67 - 7.71 (m, 4 H).

MS ESI/APCI Dual (O ) : 563.4[M+H] *.
oooooooooDil1l--c0ooooooob-4-00)-4-[2,6-00@-00000O00O

Y OoODOoOooooDoD]loooooooooooao

MS ESI/APCI Dual (O ) : 559_4[M+H] ™.
oooooooooDil--co0ooooooon0-4-00)-4-[2,6-00 @G-0000000

Y OoOOoOooooDoD]loooooooooooao

1TH-NMR (600 MHz, CDCI3)d 1.37 - 1.65 (m, 2 H), 1.69 - 1.85 (m, 1 H), 1.86 - 2.03
(m, 1 H), 2.47 (s, 6 H), 2.49 - 2.62 (m, 3 H), 2.65 - 2.73 (m, 2 H), 2.74 - 2.8
7 (m, 1 H), 2.92 - 3.08 (m, 1 H), 3.39 - 3.51 (m, 2 H), 3.75 - 3.94 (m, 3 H), 4.
68 - 4.85 (m, 1 H), 7.26 - 7.29 (m, 2 H), 7.36 - 7.44 (m, 7 H), 7.62 (s, 2 H), 7
.90 - 7.93 (m, 2 H), 7.94 - 7.98 (m, 2 H).

MS ESI/APCI Dual (O ) : 559.4[M+H] ™.

ooooon
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00000000 01-(-0000000000-4-00)-4-{2,6-00[4-(000000O0
000000010 00000003}00000000

TH-NMR (600 MHz, CDCI3)d 1.37 - 1.64 (m, 2 H), 1.70 - 1.85 (m, 1 H), 1.87 - 2.03
(m, 1 H), 2.50 - 2.63 (m, 3 H), 2.67 - 2.87 (m, 3 H), 2.94 - 3.11 (m, 1 H), 3.4

3 -3.51(m, 2 H), 3.77 - 3.93 (m, 3 H), 4.70 - 4.86 (m, 1 H), 7.36 - 7.45 (m, 5
H), 7.75 (s, 2 H), 7.76 - 7.82 (m, 4 H), 8.23 - 8.27 (m, 4 H).

MS ESI/APCI Dual (O ) : 667.4[M+H] *.

00000000 01-(1-0000000000-4-00)-4-{2,6-00[(3-(0 000000
0000000100000 000300000000

TH-NMR (600 MHz, CDCI3)d 1.37 - 1.65 (m, 2 H), 1.71 - 1.86 (m, 1 H), 1.87 - 2.02
(m, 1 H), 2.48 - 2.65 (m, 3 H), 2.68 - 2.87 (m, 3 H), 2.93 - 3.11 (m, 1 H), 3.4
1 - 3.51 (m, 2 H), 3.76 - 3.96 (m, 3 H), 4.66 - 4.87 (m, 1 H), 7.36 - 7.44 (m, 5
H), 7.65 - 7.69 (m, 2 H), 7.72 - 7.76 (m, 4 H), 8.32 - 8.39 (m, 4 H).

MS ESI/APCI Dual (O ) : 667.4[M+H] *.

0000000004 -{[4-(1-0000000000-4-00)I0000-1-00]1000
00 3}-4,27:6",4""-0 00000000

MS ESI/APCI Dual (O ) : 533.4[M+H] *.

000000 O0O0ONN-({4-[@-{1-[(A-000000000-4-00)J0000]00
000-4-003}0000-1-00)00000]0000-2,6-00030-4,1-000001

YIOoOooooooao

TH-NMR (600 MHz, CDCl3)d 1.35 - 1.48 (m, 2 H), 1.55 - 1.76 (m, 3 H), 1.77 - 1.97
(m, 3 H), 2.07 - 2.12 (m, 3 H), 2.19 - 2.26 (m, 6 H), 2.47 - 2.62 (m, 4 H), 2.6

3-2.78 (m, 4 H), 3.02 - 3.14 (m, 2 H), 3.38 - 3.49 (m, 2 H), 3.74 - 3.92 (m, 3
H), 3.93 - 4.01 (m, 1 H), 4.53 - 4.71 (m, 2 H), 7.52 (s, 2 H), 7.57 - 7.64 (m,

4 H), 7.69 - 7.80 (m, 2 H), 8.00 - 8.09 (m, 4 H).

MS ESI/APCI Dual (O ) : 694.5[M+H] *.

0Oooooo

000000 O0O0ONN-({4-[@-{1-[(A-0 00000000 -4-00)J0000]00
000-4-003}0000-1-00)00000]0000-2,6-00031-3,1-00000

YIoOOoOooooooao

TH-NMR (600 MHz, CDCl3)d 1.31 - 1.47 (m, 2 H), 1.56 - 1.75 (m, 3 H), 1.76 - 1.96
(m, 3 H), 2.06 - 2.12 (m, 3 H), 2.16 - 2.27 (m, 6 H), 2.44 - 2.61 (m, 4 H), 2.6

2 -2.77 (m, 4 H), 2.99 - 3.16 (m, 2 H), 3.36 - 3.47 (m, 2 H), 3.76 - 3.90 (m, 3
H), 3.91 - 4.01 (m, 1 H), 4.52 - 4.60 (m, 1 H), 4.61 - 4.70 (m, 1 H), 7.35 - 7.

44 (m, 2 H), 7.57 (s, 2 H), 7.65 - 7.71 (m, 2 H), 7.71 - 7.79 (m, 2 H), 7.82 - 7
.94 (m, 2 H), 8.16 - 8.28 (m, 2 H).

MS ESI/APCI Dual (O ) : 716.6[M+Na] *.

000000 O0O0ONN-({4-[@-{1-[(4-00000000000)I0000]J0000
0-4-0030000-1-00)00000]0000-2,6-000731-4,1-00000)0
0Doo0o00oo

MS ESI/APCI Dual (O ) : 681.8[M+H] *.

000000 O0O0ONN-({4-[@-{1-[(4-00000000000)0000]J0000
0-4-0030000-1-00)00000]0000-2,6-000730-3,1-00000)0
0Oooooo

MS ESI/APCI Dual (O ) : 681.5[M+H] *.
000O000O0004,4-{4-[@-{1-[(4-00000000000)0000]0000
0-4-003}00000-1-00)00000]0000-2,6-00000000

MS ESI/APCI Dual (O ) : 599.5[M+H] *.
000O000O0004,4-{4-[@-{1-[(1-000000000-4-00)J0000]000
00-4-003)0000-1-00)J0000]0000-2,6-00000010
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MS ESI/APCI Dual (O ) : 612.6[M+H] *.

ooooon

00000000044 -{4-[@-{1-[(A-0 00000000 -4-00)I00007]1000O
0o0-4-003WODODO0O0O0-1-00)Hoooojoooo-2,6-0003Y000000
TH-NMR (600 MHz, CDCl3)3d 1.13 - 1.39 (m, 3 H), 1.42 - 1.54 (m, 1 H), 1.55 - 1.65
(m, 2 H), 1.72 - 1.85 (m, 2 H), 1.97 (s, 3 H), 2.44 - 2.67 (m, 8 H), 2.83 - 2.9

2 (m, 1 H), 2.95 - 3.12 (m, 2 H), 3.30 - 3.41 (m, 1 H), 3.62 - 3.83 (m, 3 H), 3.

97 - 4.06 (m, 1 H), 4.29 - 4.43 (m, 2 H), 7.45 - 7.52 (m, 2 H), 8.01 - 8.06 (m,

6 H), 8.09 - 8.14 (m, 2 H), 8.33 - 8.38 (m, 4 H).

MS ESIZAPCI Dual (O ) : 666.6[M+H] *.
00000003,3-{4-[(@-{1-[(l-000000000-4-00)00000]00000
-4-00yo0o0Oo0O0-1-00)H)oo0oooOoDjooo0o-2,6-0003Y000000A0

TH-NMR (600 MHz, CDCI3)d 1.13 - 1.38 (m, 3 H), 1.41 - 1.52 (m, 1 H), 1.54 - 1.64
(m, 2 H), 1.71 - 1.85 (m, 2 H), 1.97 (s, 3 H), 2.42 - 2.68 (m, 8 H), 2.82 - 2.9
1 (m, 1 H), 2.94 - 3.11 (m, 2 H), 3.26 - 3.46 (m, 1 H), 3.62 - 3.82 (m, 3 H), 3.

96 - 4.06 (m, 1 H), 4.29 - 4.43 (m, 2 H), 7.49 - 7.56 (m, 2 H), 7.62 - 7.69 (m,

2 H), 7.97 - 8.02 (m, 2 H), 8.05 (s, 2 H), 8.16 - 8.24 (m, 2 H), 8.44 - 8.50 (m,
2 H), 8.64 - 8.70 (m, 2 H).

MS ESI/APCI Dual (O ) : 666.3[M+H] *.

000000 0S5,5°-{4-[(4-{1-[(Al-000000000-4-00)00000]00000O

-4-0 0¥ 0000-1-00)00000]J0000-2,6-0003¥ O0@H-00000)

MS ESIZ/APCI Dual (O ) : 658.3[M+H] *.

0000000000 ({4-[@-{1-[QA-000000000-4-00)000007J0000
0-4-00 3y 0000-1-00)H)0000ODO]J0DO0O0O-=-2,6-00073%1-4,1-00000)H0O
ooooao

TH-NMR (600 MHz, CDCl3;) & 1.34 - 1.48 (m, 2 H), 1.59 - 1.75 (m, 3 H), 1.77 - 1.

96 (m, 5 H), 2.09 (s, 3 H), 2.45 - 2.62 (m, 4 H), 2.63 - 2.76 (m, 4 H), 3.00 - 3
.15 (m, 2 H), 3.40 - 3.50 (m, 2 H), 3.78 - 4.00 (m, 4 H), 4.51 - 4.61 (m, 1 H),

4.61 - 4.69 (m, 1 H), 4.74 - 4.82 (m, 4 H), 7.48 - 7.53 (m, 4 H), 7.61 - 7.64 (m
, 2 H), 8.11 - 8.15 (m, 4 H).

MS ESI/APCI Dual(O ) : 640.4[M+H] *.

oooooao
gooooooooo1-{1-[1-0o0o0o00o0bbo0-4-00)H)00O0OO]J0oD0O0O0OO -4-
003}-4-[2,6-00(@-00000000)I0000000]10000000

MS ESI/APCI Dual (0 ) : 616.2[M+H] *.
goooooooooi1-{i-[-0o0o0o00o0bbo0-4-00)H)00O0OO]J0oD0O0OO -4-
003}-4-[2,6-00 @-00000000)I0000000]10000000

MS ESI/APCI Dual (O ) : 616.2[M+H] *.

ooooooo4*"{[4-(1-00O0O0O0O0DDODDO0OO0-4-00)H)OODDO-1-00]J0O0O0O

}-2,27:6"7,2°"-0 00000

oooooooooooooooooo0bD1-A-cooobboooo0-4-00)-4-(2,6-

0O00000O00000O0)O00O00(67mg, 0.15mmo)0 0 0000 (2-0000)00(

138mg, O.375mmo)0 0000 00ODODOOOODODDOOOODDOOOO OO 12mg, 0.01mmol

OoooooOoi1.omiD000O0O0OO0OOO0OOO0OOOOOO1I60005000 0000000

0oodoooo0ooDoDoooooDoooooDoDooooDoDooo@oooooooooad

O)OODOOOODOOOO (80mg, 0.15mmol, quant.) 0 00 000 CO0O00OO0

MS ESI/APCI Dual (O ) : 533.5[M+H] *.

ooooooo4"{[4-(1-0000O00O0DD000-4-00)H)00O0D0OO0O-1-00JoO0O0a0n

}-3,2%:6"°,3""-0 00000

0o0ooDoe-o00o0o0)H)Yyooooooo3-(0Ob-n-DOO0O0O0ODDOHYODODODOODDODOO
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000000000000 00000000000O0000O000O0 (69mg, 0.13mmol, 8
600000000000

MS ESI/ZAPCI Dual (O ) : 533.4[M+H] *.

0Doo0o0oo

000000 O04-{4-[1-(3-000000000)I0000-4-00]00000-1-00
¥JJO00O00)-2-00000000
000000D00002-0000-4-[(4-00000-4-0000000-1-00)00001
0]O0 000 (50mg, 0.125mmol)0 3-0 000000 O (18mg, 0.125mmol)0 00 00 O O
OO0 (@7u 1, 0.125mmol)J 0000000 O0O00C0OO0O01.0mI)I0O O EDCO HCI(24mg, O
A2smmoD0 0000006200 0000000000000000000000000O
000000000000 000O0O00O0O0O0O0OO0TLC0O0O0O0O0D0DODO0ODOO0OOaOo
0000000000 (47mg, 0.090mmol, 72%)0 0 0000000000000

TH-NMR (300 MHz, CDCl3) & 1.35 - 1.65 (m, 2 H), 1.68 - 2.03 (m, 2 H), 2.33 - 2.
64 (m, 3 H), 2.68 - 3.11 (m, 4 H), 3.18 - 3.29 (m, 2 H), 3.67 - 4.15 (m, 3 H), 4
.60 - 4.84 (m, 1 H), 7.05 - 7.19 (m, 3 H), 7.32 - 7.42 (m, 1 H), 7.45 - 7.61 (m,
4 H), 7.72 - 7.84 (m, 3 H), 8.12 - 8.24 (m, 3 H).

MS ESI/APCI Dual (O ) :523.3[M+H] *, 545.2[M+Na] ™.

0000000 4{[4-(1-0000000000-4-00)00000-1-00]100000%
-2-0 0000000
000000O00002-0000-4-[(4-00000-4-0000000-1-00)0000
0]JO0 000 (50mg, 0.125mmol)0 00000000 (0-017ml, 0.125mmol)0 0 00 0 O O
000000 O0O01mDIOOO0O0O0O00O0O00O0 (0.015ml, 0.125mmol)J 000000 1
000000000000 0000000O00000000O0000O000000000
0000000000 OTLCOOO0O0DCOODO0OOODO0ODOOODODOO0O0O0O0OOO0 (640
g, quant.)0 0 0000000000000

TH-NMR (300 MHz, CDCl3) & 1.30 - 2.04 (m, 4 H), 2.33 - 2.65 (m, 3 H), 2.66 - 3.
11 (m, 4 H), 3.13 - 3.34 (m, 2 H), 3.69 - 4.14 (m, 3 H), 4.61 - 4.88 (m, 1 H), 7
.34 - 7.43 (m, 5 H), 7.45 - 7.61 (m, 4 H), 7.73 - 7.84 (m, 3 H), 8.12 - 8.24 (m,
3 H).

MS ESI/APCI Dual (O ) : 505.3[M+H] *, 527.5[M+Na] ™.

ooooo

000000 4-{4-[1-(2.5-0000-3-0000)00000-4-00]00000 -1-
0D}y O0000)-2-00000000

000000000000 02,5-0000-3-000000000000000000
00000000000 O0000O0000O00000(67ng, quant)D 0000000
oooooo

MS ESI/APCI Dual (O ) : 523.3[M+H] *, 545.2[M+Na] *.

0000000 4-{4-[1(000000000000)I0000-4-00]100000 -1-
003} O0O0O0OO0)-2-00000000

000000000000 0000000000000000000000000000
000000000000 00000000000O00C(65mg, quant)D 0000000
0Doooooo

TH-NMR (300 MHz, CDCl3) & 1.10 - 2.02 (m, 13 H), 2.25 - 2.61 (m, 6 H), 2.66 - 2
.83 (m, 2 H), 2.91 - 3.07 (m, 1 H), 3.18 - 3.29 (m, 2 H), 3.84 - 4.12 (m, 3 H),
4.59 - 4.74 (m, 1 H), 7.43 - 7.61 (m, 4 H), 7.72 - 7.84 (m, 3 H), 8.11 - 8.25 (m
, 3 H).

MS ESI/APCI Dual (O ) : 511.3[M+H] *, 533.3[M+Na] ™*.

000000000000 4-{4-[(2-00000000-4-00)00000]00000 -
1-003}0000-1-00000000

000000000000 0000000O00000000O0000O000000000

O0Ooo0oooao
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0000000000000 000000000064ng, quant)D 000000000
ooooo
TH-NMR (300 MHz,CDCl3) & 0.92 (d, J=6.68 Hz, 6 H), 1.32 - 1.51 (m, 2 H), 1.71 -
1.83 (m, 2 H), 1.84 - 1.99 (m, 1 H), 2.32 - 2.54 (m, 3 H), 2.64 - 2.85 (m, 4 H)
, 3.16 - 3.28 (m, 2 H), 3.84 (d, J=6.68 Hz, 2 H), 3.86 - 4.08 (m, 2 H), 4.09 - 4
.29 (m, 2 H), 7.44 - 7.61 (m, 4 H), 7.71 - 7.84 (m, 3 H), 8.12 - 8.24 (m, 3 H).
MS ESI/APCI Dual (O ) : 501.2[M+H] *, 523.3[M+Na] *.
Oooo0QooO
000000 04-({4-[1-(00000-4-0000000)I0000-4-007]00000
-1-00¥Y0000)2-00000000
0000000000000 00000000O0O0O00000000000000000
0000000000000 000000000O0000@2mg, 610)00000000
Ooo0o0O0O00
TH-NMR (300 MHz, CDCl;) & 1.39 - 1.55 (m, 2 H), 1.76 - 1.86 (m, 2 H), 2.44 (s,
3 H), 2.70 - 2.84 (m, 4 H), 3.25 (t, J=4.82 Hz, 4 H), 3.68 (dd, J=4.97, 4.35 Hz,
4 H), 3.71 - 3.81 (m, 2 H), 3.86 - 4.08 (m, 2 H), 7.46 - 7.62 (m, 6 H), 7.74 -
7.84 (m, 3 H), 8.14 - 8.25 (m, 3 H).
MS ESI/APCI Dual (O ) : 514.3[M+H] *, 536[M+Na] *.
00000004 {[4-(1-0000000000-4-00)00000-1-00]100000%
-2-(4-00000000)0000
0000000000000 000004-{[4-(1-0000000000-4-00)000
00-1-00]0000032-0000000 (46mg, 0.100mmol)0 4-0 000 0 00 OO
000 (2imgD 0.150mmol)0 00000000 COO0O0O0O00000000O0 (0D 12mg, O
.0lommol0 00O DO ODODO (35mg, 0.33mmoN0 00000 /00000000 /00302
01, 1.5mMI0 0000000000000 COO015000200000000000000
0000000000000 0000000OC0OO0O0000000000000000000
0000000000000 0O0OONOCOCOOOOODOOODDDDODOOOOO(@OO0O
00O0000)IODO0OCOOO0O0C0OO0O0 (49mg, 0.094mmol, 94%)0 00 00000000
0000
TH-NMR (600 MHz, CDCl3) & 1.37 - 1.49 (m, 1 H), 1.49 - 1.66 (m, 1 H), 1.70 - 1.
83 (m, 1 H), 1.86 - 1.98 (m, 1 H), 2.37 - 2.50 (m, 2 H), 2.51 - 2.62 (m, 1 H), 2
.69 - 2.84 (m, 3 H), 2.93 - 3.06 (m, 1 H), 3.18 - 3.29 (m, 2 H), 3.77 - 3.86 (m,
1 H), 3.87 - 3.96 (m, 1 H), 3.98 - 4.08 (m, 1 H), 4.69 - 4.82 (m, 1 H), 7.22 (t
, J=8.48 Hz, 2 H), 7.36 - 7.44 (m, 5 H), 7.58 (t, J=7.34 Hz, 1 H), 7.73 - 7.82 (
m, 3 H), 8.13 - 8.21 (m, 3 H).
MS ESI/APCI Dual (O ) : 523.4[M+H] *.
OooooQooO0
000000 03-@{[4-(A-0000000000-4-00)00000-1-007]0000
Dy O0O0OO0-2-00)]J0000000
000000000000 0000004-{[4-(1-0000000000-4-00)000
00-1-00]0000032-0000000(46mg, 0.100mmol)0 3-0 00000000
00 (2mgd 0.150mmol)0 00000000 CCO0O0O0O0000000O0O(0)I9mg, O.
010mmol0 0O O -tert-0 000 0 O O O (4mg, 0.020mmol)0 O O O O O O (107mg, 0-33m
mDOTHFO O 2mDO0OO00C0CO0O0O0O0O000015000200000000000000
0000000000000 000000000O0O000000000000o0O0O0Ooo
0000000000000 0000000OC0OC0O0000000NHOODOOOCOOOODO
00000000 (@O0O000/0000)0000000000(28mg, 0.0529mmol, 55
O)0O0DO0OOOO0OO0O0O0O0O00000
TH-NMR (600 MHz, CDCl3) & 1.36 - 1.48 (m, 1 H), 1.49 - 1.66 (m, 1 H), 1.71 - 1.
85 (m, 1 H), 1.86 - 1.99 (m, 1 H), 2.38 - 2.50 (m, 2 H), 2.52 - 2.62 (m, 1 H), 2
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.71 - 2.82 (m, 3 H), 2.93 - 3.06 (m, 1 H), 3.18 - 3.27 (m, 2 H), 3.77 - 3.87 (m,
1 H), 3.89 - 3.97 (m, 1 H), 3.98 - 4.07 (m, 1 H), 4.69 - 4.81 (m, 1 H), 7.34 -
7.43 (m, 5 H), 7.60 - 7.67 (m, 2 H), 7.74 - 7.79 (m, 2 H), 7.79 - 7.85 (m, 2 H),
8.19 - 8.24 (m, 1 H), 8.37 - 8.42 (m, 1 H), 8.51 - 8.54 (m, 1 H).

MS ESI/APCI Dual (O ) : 530.5[M+H] *.

ooooon

goboboodoooob oo b0 ooDoD oo oooDob oo oOoooOobO
goboboooooob oo oo oooboooooan

000000 04{[4-(1-0000000000-4-00)00000-1-00]100000°%
-2-4-0000000O0)HYOoO0DODOoODOOoOD0DOaO

TH-NMR (300 MHz, CDCl3) & 1.34 - 1.65 (m, 2 H), 1.67 - 2.04 (m, 2 H), 2.32 - 2.
64 (m, 3 H), 2.66 - 3.11 (m, 4 H), 3.15 - 3.31 (m, 2 H), 3.71 - 4.10 (m, 6 H), 4
.62 - 4.88 (m, 1 H), 7.01 - 7.09 (m, 2 H), 7.33 - 7.43 (m, 5 H), 7.49 - 7.57 (m,
1 H), 7.69 - 7.81 (m, 3 H), 8.08 - 8.22 (m, 3 H).

MS ESI/APCI Dual (O ) : 535.5[M+H] *.
oooooooooo4{[4-(1-00D0O0O0O0DDOOO0O-4-00)H)O0ODODODO-1-007003
0003}2-GB-00000000)H0O0ODDOOO

TH-NMR (300 MHz, CDCI5)d 1.34 - 1.66 (m, 2 H) 1.68 - 2.03 (m, 2 H) 2.31 - 2.65
(m, 3 H) 2.67 - 3.11 (m, 4 H) 3.16 - 3.28 (m, 2 H) 3.70 - 4.10 (m, 6 H) 4.61 - 4
.87 (m, 1 H) 7.00 - 7.07 (m, 1 H) 7.33 - 7.49 (m, 6 H) 7.53 - 7.62 (m, 1 H) 7.65
- 7.84 (m, 5 H) 8.17 - 8.25 (m, 1 H)

MS ESI/APCI Dual (0 ) : 535.4 [M+H] ™.
oooooooooo4{[4-(1-00D0O0O0O0DDOOO0O-4-00)H)OODODODO-1-007003
0o003}2-4-0000DO0D0O0O0O0OHYOODDOOO

1H-NMR (300 MHz, CDCI3) & 1.18 - 2.06 (m, 4 H), 2.32 - 2.66 (m, 3 H), 2.68 - 3.
10 (m, 4 H), 3.12 - 3.35 (m, 2 H), 3.68 - 4.09 (m, 3 H), 4.60 - 4.88 (m, 1 H), 6
.84 - 6.95 (m, 2 H), 7.32 - 7.44 (m, 5 H), 7.48 - 7.57 (m, 1 H), 7.63 - 7.80 (m,
3 H), 7.92 - 8.03 (m, 2 H), 8.11 - 8.20 (m, 1 H).

MS ESIZ/APCI Dual (O ) : 521.4[M+H] *.

ooooon
oodoooooooo4{[4-(1-00000O0DDODOO0O-4-00)H)0O000O0O-1-007003
0003}2-@B-000000000)I0O0000

TH-NMR (300 MHz, CDCl;) & 1.34 - 1.68 (m, 2 H), 1.69 - 2.01 (m, 2 H), 2.31 - 2
.64 (m, 3 H), 2.68 - 3.09 (m, 4 H), 3.15 - 3.27 (m, 2 H), 3.72 - 4.11 (m, 3 H),

4.59 - 4.89 (m, 1 H), 6.88 - 6.95 (m, 1 H), 7.30 - 7.43 (m, 6 H), 7.51 - 7.66 (m
, 3H), 7.70 (s, 1 H), 7.72 - 7.82 (m, 2 H), 8.16 - 8.23 (m, 1 H).

MS ESIZAPCI Dual (0 ) : 521.4[M+H] *.

000000000 0ON-[4-@{[4-(A-0000000000-4-00)00000-1-00

00000 O0O0-2-00)I000]J000O000

TH-NMR (600 MHz, CDCI5)5 1.36 - 1.64 (m, 2 H), 1.69 - 2.01 (m, 2 H), 2.20 (s, 3
H), 2.37 - 2.49 (m, 2 H), 2.51 - 2.61 (m, 1 H), 2.69 - 2.85 (m, 3 H), 2.92 - 3.

06 (m, 1 H), 3.17 - 3.28 (m, 2 H), 3.75 - 3.87 (m, 1 H), 3.88 - 4.07 (m, 2 H), 4
.67 - 4.82 (m, 1 H), 7.35 - 7.42 (m, 5 H), 7.45 - 7.49 (m, 1 H), 7.53 - 7.57 (m,
1 H), 7.63 - 7.70 (m, 2 H), 7.72 - 7.81 (m, 3 H), 8.10 - 8.15 (m, 2 H), 8.15 -

8.19 (m, 1 H).

MS ESI/APCI Dual (O ) : 562.4[M+H] *.

0000000 O000N-[3-U-{[4-(1-0 000000000 -4-00)J0000-1-00

00000 OO00-2-00)I000]J000000

TH-NMR (600 MHz, CDCI3)5 1.36 - 1.64 (m, 2 H), 1.69 - 2.01 (m, 2 H), 2.20 (s, 3
H), 2.37 - 2.49 (m, 2 H), 2.51 - 2.61 (m, 1 H), 2.69 - 2.85 (m, 3 H), 2.92 - 3.
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06 (m, 1 H), 3.17 - 3.28 (m, 2 H), 3.75 - 3.87 (m, 1 H), 3.88 - 4.07 (m, 2 H), 4
.67 - 4.82 (m, 1 H), 7.35 - 7.42 (m, 5 H), 7.45 - 7.49 (m, 1 H), 7.53 - 7.57 (m,
1 H), 7.63 - 7.70 (m, 2 H), 7.72 - 7.81 (m, 3 H), 8.10 - 8.15 (m, 2 H), 8.15 -

8.19 (m, 1 H).

MS ESI/APCI Dual (0 ) : 562.4[M+H] *.

ooooon

000000 D04-U-{[4-(1-0000000000-4-00)10000-1-007]0000
0y ooo-2-00) 0000 o0oooOoOooan

TH-NMR (600 MHz, CDCI;)5 1.34 - 1.64 (m, 2 H), 1.69 - 1.98 (m, 2 H), 2.37 - 2.5

O (m, 2H), 2.52 - 2.61 (m, 1 H), 2.68 - 2.85 (m, 3 H), 2.93 - 3.08 (m, 1 H), 3.
18 - 3.29 (m, 2 H), 3.76 - 3.86 (m, 1 H), 3.87 - 3.96 (m, 1 H), 3.99 - 4.08 (m,
1 H), 4.65 - 4.85 (m, 1 H), 5.56 - 5.75 (m, 1 H), 6.12 - 6.28 (m, 1 H), 7.35 - 7
.44 (m, 5 H), 7.58 - 7.63 (m, 1 H), 7.77 - 7.84 (m, 3 H), 7.95 - 8.00 (m, 2 H),

8.20 - 8.24 (m, 1 H), 8.24 - 8.29 (m, 2 H).

MS ESI/APCI Dual (0 ) : 548.5[M+H] *.

000000 03-U{[4-(A-0 000000000 -4-00)10000-1-0070000O
0y oooo-2-00)0D0D0DO0O00OD0DODO0O0O00O0O0O

TH-NMR (600 MHz, CDCI3)& 1.34 - 1.64 (m, 2 H), 1.69 - 1.98 (m, 2 H), 2.37 - 2.50
(m, 2 H), 2.52 - 2.61 (m, 1 H), 2.68 - 2.85 (m, 3 H), 2.93 - 3.08 (m, 1 H), 3.1

8 - 3.29 (m, 2 H), 3.76 - 3.86 (m, 1 H), 3.87 - 3.96 (m, 1 H), 3.99 - 4.08 (m, 1
H), 4.65 - 4.85 (m, 1 H), 5.56 - 5.75 (m, 1 H), 6.12 - 6.28 (m, 1 H), 7.35 - 7.

44 (m, 5 H), 7.58 - 7.63 (m, 1 H), 7.77 - 7.84 (m, 3 H), 7.95 - 8.00 (m, 2 H), 8
.20 - 8.24 (m, 1 H), 8.24 - 8.29 (m, 2 H).

MS ESIZAPCI Dual (0 ) : 548.4[M+H] *.
0D0000001-[3-U{[4-(1-0000000000-4-00)00000-1-00700
0ooyyWooDo-2-00)H)o0O0O0]ooboooOoad

MS ESIZAPCI Dual (0 ) : 547.4[M+H] *.

00000004 {[4-(1-0000000000-4-00)00000-1-007J]00000C0%

2-4-(000000000)I0OOD0]JO00O0O00

MS ESI/APCI Dual (O ) : 583.4[M+H] *.
DO00000ON-[4-G{[4-(1-0000000000-4-00)00000-1-00700
0oo0o¥yWooODo-2-00)o00O0)oboOoDOoOo0o0oooDoooooDoOodd

MS ESI/APCI Dual (O ) : 598.4[M+H] *.

Ooooooao

000000 04-@-{[4-A-0 000000000 -4-00)10000-1-00710000
0y ooo-2-00) 00000000000

TH-NMR (600 MHz, CDCl3) o6 1.33 - 1.64 (m, 2 H), 1.69 - 1.84 (m, 1 H), 1.84 - 2
.01 (m, 1 H), 2.36 - 2.50 (m, 2 H), 2.52 - 2.62 (m, 1 H), 2.68 - 2.86 (m, 3 H),

2.90 - 3.09 (m, 1 H), 3.15 - 3.27 (m, 2 H), 3.75 - 3.95 (m, 2 H), 4.00 - 4.09 (m
, 1 H), 4.67 - 4.82 (m, 1 H), 7.35 - 7.43 (m, 5 H), 7.60 - 7.65 (m, 1 H), 7.78 -
7.85 (m, 5 H), 8.20 - 8.24 (m, 1 H), 8.27 - 8.31 (m, 2 H).

MS ESIZAPCI Dual (O ) : 530.3[M+H] *.

000000 04-U-{[4-(A-0 000000000 -4-00)10000-1-0070000

0y oooo-2-00)-0000000O0OO0OO00ODODOAO

TH-NMR (600 MHz, CDCl3)5 1.34 - 1.66 (m, 2 H), 1.69 - 1.85 (m, 1 H), 1.86 - 2.0

0 (m, 1 H), 2.37 - 2.50 (m, 2 H), 2.51 - 2.61 (m, 1 H), 2.68 - 2.85 (m, 3 H), 2.

94 - 3.08 (m, 4 H), 3.15 (s, 3 H), 3.19 - 3.28 (m, 2 H), 3.75 - 3.86 (m, 1 H), 3
.88 - 3.97 (m, 1 H), 3.97 - 4.08 (m, 1 H), 4.65 - 4.86 (m, 1 H), 7.35 - 7.44 (m,
5 H), 7.56 - 7.63 (m, 3 H), 7.75 - 7.84 (m, 3 H), 8.17 - 8.24 (m, 3 H).

MS ESI/APCI Dual (O ) : 576.4[M+H] *.
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000000 ON-[3-@{[4-(1-0000000000-4-00)I0000-1-00]100
000y ooDo-2-00)I00O0)o0bODoODO0oOO0O0O0oDoDOoDOoOOoooDOoOOoad

TH-NMR (600 MHz, CDCl;) & 1.33 - 1.65 (m, 2 H), 1.69 - 1.84 (m, 1 H), 1.85 - 2.

00 (m, 1 H, 2.35 - 2.50 (m, 2 H), 2.52 - 2.62 (m, 1 H), 2.68 - 2.87 (m, 3 H), 2
.91 - 3.09 (m, 4 H), 3.16 - 3.28 (m, 2 H), 3.74 - 3.87 (m, 1 H), 3.88 - 3.97 (m,
1 H), 3.97 - 4.08 (m, 1 H), 4.64 - 4.84 (m, 1 H), 6.85 - 6.91 (m, 1 H), 7.34 -

7.44 (m, 6 H), 7.48 - 7.54 (m, 1 H), 7.56 - 7.61 (m, 1 H), 7.74 - 7.84 (m, 3 H),
7.91 - 7.96 (m, 1 H), 7.99 - 8.02 (m, 1 H), 8.16 - 8.21 (m, 1 H).

MS ESI/APCI Dual (O ) : 620.4[M+H] *.

Ooo0oo0o0oOooao

0000000 1-[4-G@{[4-(1-0000000000-4-00)00000-1-00700
0oo¥yWooDo-2-00)o00o0]ooooooad

MS ESI/APCI Dual (O ) : 547.5[M+H] *.
ooocooDoOo4-4-[@-{1-[Q-0oponou0oUo00o0U0-4-00H)0000O0JODO0O0OO0-4-
ooy oooo-1-0O0)H)oooooQooboo-2-003yYWOoooooooao

TH-NMR (600 MHz, CDCl3) & 1.33 - 1.47 (m, 2 H), 1.48 - 1.77 (m, 3 H), 1.78 - 1.

97 (m, 3 H), 2.10 (s, 3 H), 2.36 - 2.47 (m, 2 H), 2.51 - 2.62 (m, 2 H), 2.65 - 2
.79 (m, 4 H), 3.01 - 3.15 (m, 2 H), 3.16 - 3.29 (m, 2 H), 3.84 - 4.02 (m, 4 H),

4.54 - 4.69 (m, 2 H), 6.93 - 6.99 (m, 2 H), 7.51 - 7.56 (m, 1 H), 7.68 - 7.79 (m
, 3H), 7.99 - 8.07 (m, 2 H), 8.13 - 8.19 (m, 1 H).

MS ESI/APCI Dual (O ) : 570.5[M+H] *.

000000 04-{4-[@-{1-[4-00000000000)0O0000]00000-4-0
0y ooooD-1-0D00)H)0O0OODODO0D]J0O0ODODO-2-003®O0O00DO

MS ESIZAPCI Dual (0 ) : 557.5[M+H] *.

000000 04-@{[4-A-0 000000000 -4-00)10000-1-00710000
0y hooo-2-00)-N~OO0DODOOOODDOO

TH-NMR (600 MHz, CDCI3)d 1.35 - 1.64 (m, 2 H), 1.67 - 2.01 (m, 2 H), 2.36 - 2.5
oO(m, 2H, 2.52 - 2.61 (m, 1 H), 2.69 - 2.86 (mn, 3 H), 2.91 - 3.10 (m, 4 H), 3.
17 - 3.28 (m, 2 H), 3.75 - 3.87 (m, 1 H), 3.87 - 3.97 (m, 1 H), 3.98 - 4.07 (m,
1 H), 4.63 - 4.83 (m, 1 H), 6.20 - 6.28 (m, 1 H), 7.34 - 7.43 (m, 5 H), 7.57 - 7
.62 (m, 1 H), 7.76 - 7.84 (m, 3 H), 7.89 - 7.94(m, 2 H), 8.18 - 8.26 (n, 3 H).
MS ESI/APCI Dual (0 ) : 562.5[M+H] *.
oooooooooo4{[4-(1-00DD0O0O0O0DDOOO0-4-00)H)OODODODO-1-007003
0003}2-4-0000D00O0OHYODODOODDOOO

TH-NMR (600 MHz, CDCI3)& 1.34 - 1.67 (m, 2 H), 1.69 - 2.00 (m, 2 H), 2.34 - 2.4
9 (m, 5H), 2.51 - 2.62 (m, 1 H), 2.67 - 2.88 (m, 3 H), 2.89 - 3.09 (m, 1 H), 3.
15 - 3.30 (m, 2 H), 3.74 - 3.96 (m, 2 H), 3.97 - 4.07 (m, 1 H), 4.65 - 4.85 (m,
1 H), 7.31 - 7.43 (m, 7 H), 7.52 - 7.58 (m, 1 H), 7.72 - 7.81 (m, 3 H), 8.03 - 8
.09 (m, 2 H), 8.16 - 8.21 (m, 1 H).

MS ESI/APCI Dual (O ) : 519.5[M+H] *.

oooooao
oodoooooooo4{[4-(1-00D0DO0O0O0DDODDODOO0-4-00)>)OO0DODO-1-007003
0o003}2-@B-0000000H)DOO0O0ODDOOO

TH-NMR (600 MHz, CDCl3) & 1.34 - 2.01 (m, 4 H), 2.30 - 2.64 (m, 6 H), 2.69 - 2.
90 (m, 3 H), 2.92 - 3.09 (m, 1 H), 3.16 - 3.33 (m, 2 H), 3.71 - 3.97 (m, 2 H), 3
.98 - 4.08 (m, 1 H), 4.65 - 4.87 (m, 1 H), 7.28 - 7.33 (m, 2 H), 7.35 - 7.48 (m,
5H), 7.53 - 7.61 (m, 1 H), 7.72 - 7.85 (m, 3 H), 7.89 - 7.96 (m, 1 H), 7.98 -
8.05 (m, 1 H), 8.17 - 8.27 (m, 1 H).

519.5[M+H] *.
oooooooooo4{[4-(1-00D0O0O0O0DDOOO0D-4-00)H)OODODODO-1-007003
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oo} 2-d-0000D0DDOOOdDIOOOOOT
1H-NMR (600 MHz, CDCI3) & 1.34 - 1.99 (m, 4 H), 2.36 - 2.51 (m, 2 H), 2.52 - 2.
62 (m, 1 H, 2.67 - 2.88 (m, 3 H), 2.91 - 3.10 (m, 1 H), 3.15 - 3.32 (m, 2 H), 3
.74 - 3.97 (m, 2 H), 3.98 - 4.07 (m, 1 H), 4.66 - 4.84 (m, 1 H), 7.15 - 7.21 (m,
1H), 7.34 - 7.44 (m, 5H), 7.46 - 7.54 (m, 1 H), 7.56 - 7.62 (m, 1 H), 7.74 -
7.83 (m, 3 H), 7.89 - 7.95 (m, 2 H), 8.18 - 8.23 (m, 1 H).
MS ESI/APCI Dual (O ) : 523.5[M+H] ™.
ooooooo4{[4-1-0000UdUQ0U0DD0DD0D-4-00)dU0O0DOQ0O0-1-00QUOUoUOoO3
-2-(4-000D0DOOOHYDODDOODOOOOO
TH-NMR (600 MHz, CDCI3)d 1.35 - 1.60 (m, 2 H), 1.67 - 1.81 (m, 1 H), 1.85 - 1.9
8 (m, 1 H, 2.35 - 2.49 (m, 2 H), 2.51 - 2.60 (m, 1 H), 2.68 - 2.85 (m, 3 H), 2.
92 - 3.06 (m, 1 H), 3.17 - 3.27 (m, 2 H), 3.75 - 3.86 (m, 1 H), 3.86 - 3.94 (m,
1 H), 3.98 - 4.07 (m, 1 H), 4.67 - 4.81 (m, 1 H), 7.34 - 7.43 (m, 5H), 7.56 - 7
.60 (m, 1 H), 7.640- 7.68 (m, 2 H), 7.74 - 7.82 (m, 3 H), 8.03 - 8.07 (m, 2 H),
8.17 - 8.21 (m, 1 H).
MS ESI/APCI Dual (O ) : 583.3[M+H] ™.
Oooooao
ooooD0o04-({4-[4-.6-000000000O0OODDODOHYDODODODO-1-007]O00OO
O-1-00Yy oooo)ooood
oooDoDDoDo0o0o0o4-[@A-0CO0000-1-0000000-1-00DH00000]JO00O0OO0
(38mg, 0.134mmo)d 0 2,6-0 0 00000 O00DO00OCOO37mg, 0.134mmol0 O O O OO
0004 1, 0O.13mmoDHO0 0D 0D 0D O0DO0OOOOOOODDO@.ombO O 0O O EDCO HCO (2
6émg, 0.134mmo)0 0 0 00003 OO0OO0OO0ODODDODDODODODODOMODOOODOGOOOODODODGO
Joooo0ooO0oO0O0oUoUdUoooooDoDO0oDU0U0DU0UdUO0oOo0oDoDoDoODUoDUODOoUOoUoUooDooDoDOao
ooooDoOO0U0U0oo0oUdUoo0DoOoDoDDODO0DU0U0DO0OUd0O0OOoOOTCO 10O DUOUUODUOUOoDoOoooDOOo
oooooDoDoDooooooo(dsng, quant )0 D0 O0OO0ODODODODODOOOOOOO
TH-NMR (300 MHz, CDCl3) & 1.41 - 1.65 (m, 4 H), 1.77 - 1.87 (m, 2 H), 2.42 - 2.
57 (m, 3 H, 2.65 - 2.84 (m, 4 H), 3.25 (t, J=4.66 Hz, 2 H), 3.41 - 3.50 (m, 2 H
), 3.68 (dd, J=5.13, 4.51 Hz, 4 H), 3.72 - 3.81 (m, 2 H), 3.82 - 3.89 (m, 2 H),
7.43 - 7.57 (m, 6 H),7.66 (s, 2 H), 8.13 - 8.19 (m, 4 H).
MS ESI/APCI Dual (0 ) : 540.3[M+H] *, 562.3[M+Na] ™.
ooooooOo4a4-[@-{4-12,6-00@-00O0ODDODOOHYODDODDOOOO]DOOOO-1-
ooy oooo-1-0oo0)H)ooooojooood
2,6-0 000 000D0DDDO0OD0000OO0OOR2,6-00-0000000DHY00OOOO0OGO
Journal of Medicinal chemistry, 1972, 15, 809.0 0 O D OO0 O0DODODOOODOOOAO
I o A Y 11T A B 1) Y
JoooooDoO0oO0oo0ooooao
MS ESI/APCI Dual (0 ) : 608.2[M+H] *.
oooooao
oooooDDoDOo1-,.6-000 0000 O0ODDDODO)4-{1-[@¢-00 000 OCOODOOO
YD OOoOoOoJoooUoo-4-003YY0O0DO0ODODOOOOaOo
Jooo0o0oDO0ODO0U0U0O0oU0UoOooOoODoDDOoODOOoO2O0mMmg 0000 OoOO0ODOaoOTLICO 10000
oooooDoDooooooooooDoDoDoooOo0@mMLoOoODoDoDoooooDooDoDoOaon
MS ESI/APCI Dual (O ) : 567.4[M+H] *
goooooo 1-.e-00O0O0OoDoDOoOUOU0O0dOO)-4-[1-{i-[¢-0o0oD0Do0oooog-
l-00)doooQuoUooo4-00yyooooH)Yooooo-4-00]Joooodad
ooooDoDDoDOo0o0o0o0o0oooooDDoDo0DU00Do00o0oooDoDoDoDOoDo0DoooooDooDoDOao
O
O

O Ooo0oooao

0000000000000 0000000000000000000O0O0 (74mg, 0.112
mmol, 400)0 0 0000000 CCOOODO
MS ESIZAPCI Dual (0 ) : 664.4 [M+H] *.
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0000000 3-[4-({4-[4-(2.6-0000000000000)I0O000-1-007]0

00O00-1-003}0000)0000-1-007]1-3-0000000-1-000

1-(2,6-0 00 0000000000)4-[1-(00000-4-0000000)00000 -

4-00]100000 (150mg, 0.279mmol)0 0 000000000000 (3.6mol/l in H,0)
(120p 1, 0.419mmol)0 HOBtO H20 (57mg, 0.419mmol)J 00O D0 OO OO0 OO OO (3.

omi)O O O EDCO HCI(80mg, 0.419mmol)J 0 00000180 00000000 00 IMO O

0000000000000 0O00000D00D0O0ONO0DO0DODNONDOoODONOoDOoOoOooooaO

000000000000 000O0000O0000 (100mg,59%)0 0000000000

0oo0o

MS ESI/APCI Dual (O ) : 610.4 [M+H] *.

0Doo0o00oo

000000 O04-({4-[4-(9-0000000000)IO00O00-1-00]100000-1-0

0D} O0000)IOO0O0O

0000000000 1-(-0000000000)4-00000-4-00000 00 (200

mg, 0.535mmol)0 0 0000000 (75 1, 0.54mmo)0 000000000 O000O (3.

omDOODD4000000000000O0000 (120mg, 0.80mmol)J 000 OO0 0O 10 O
0000000000000 0OO00D00OO0ODN0DO0OO0ONONO0DOONONODOODONOoOoOoNOooooaO
000000000000 00O00O00O0O000O0O0O0O0O0O0O0DDOODONOOoOoOoOoGooaO
DOD0O(e5mg)0 000000000000 O00O0

TH-NMR (300 MHz, CDCl3) & 1.36 - 1.53 (m, 2 H), 1.74 - 1.85 (m, 2 H), 2.28 - 2.

36 (m, 2 H), 2.38 - 2.51 (m, 1 H), 2.70 - 2.84 (m, 4 H), 3.04 - 3.09 (m, 2 H), 3
.21 - 3.27 (m, 4 H), 3.64 - 3.79 (m, 6 H), 4.10 - 4.17 (m, 2 H), 7.46 - 7.56 (m,
4 H), 7.88 - 7.95 (m, 2 H), 8.00 - 8.07 (m, 2 H), 8.48 (s, 1 H).

MS ESI(+) : 487_2[M+H] *.
000000D01-(-0000000000)4-(1-0000000000-4-00)000
00

A0 000000000000 00000000000000D0OO00O0DoO0OoNoooOOoan
000000000000 0000000000000(64mg, quant.)J 0000000
0Doo0oooo

MS ESI(+) : 478.2 [M+H] ™.
000000D01-(-0000000000)4-[1-(2,5-0000-3-0000)0000
0D-4-00]00000

40 00000000000000000002,5000000300000000000
000000000000 00000000000000000000O000(67mg, quant
HIODODOO0DOODOO0DOODOoOOn

TH-NMR (300 MHz, CDClg) & 1.33 - 1.51 (m, 2 H), 1.77 - 1.91 (m, 2 H), 2.19 - 2.

26 (m, 4 H), 2.27 - 2.36 (m, 5 H), 2.45 - 2.60 (m, 2 H), 2.66 - 2.96 (m, 4 H), 3
.02 - 3.10 (m, 2 H), 4.10 - 4.18 (m, 2 H), 5.88 (s, 1 H), 7.45 - 7.55 (m, 4 H),

7.87 - 7.95 (m, 2 H), 7.99 - 8.06 (m, 2 H), 8.48 (s, 1 H).

MS ESI(+) : 496.2 [M+H] ™.

0Ooo0o0o0oo
000000O01-(-0000000000)4-[1-(3-00000000)00000-4-
0o0jJoo0ooao

0000000000 1-(-0000000000)4-00000-4-0000000 (50m

g, 0.134mmo)0 0 0000 OO (A9mg, 0.134mmol)0 0000000000 OO0 (2.0ml

YO OOEDCO HCI(D O mg, 0.134mmol)0 000000160 000000000000 00
000000000000 00O0TLCO10000000000000000000000
00000 (51mg, 0.104mmol, 78%)0 00 000000000000

MS ESI(+) : 492.2[M+H] ™.

000000000000 0000000O00000000O0000O000000000
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gooooooobooooooooooan

ooocooao

ocooooooO01-(e-0oooooo0ooDbO0)-4-1-(2-00O0O0DODOoO0O>YODODO -4

-0O0]0o0o0o0oooao
MS ESI(+) : 492.2[M+H]

+

JP 2008-179621 A 2008.8.7

ocoooooo01-(e-0cooooooDOooDboD)-4-I1-2-00DO0ooOOOoO)HYDODDO-4-

00]Joo00oo0o0o0ooaO
MS ESI(+) : 512.1[M+H]

+

00000001-(9-0000000000)-4-{1-[(2-0000000)00C007]00

000-4-0030 0000
MS ESI(+) : 528.1[M+H]
0Oo0o0o00o

4+

000000D01-(9-0000000000)-4-{1-[(2-0000000)I00007]00

O00-4-003Y 0000
MS ESI(+) 548 _O[M+H]
ooDooao
ooooao
MS ESI(+)
ooDooao
-4-0 0 10O
MS ESI(+)
ooooao
-0o0]1o0o
MS ESI(+)
Ooooao
ooooao
MS ESI(+) : 501.3[M+H]
ooooo0ooi1-e-00
oojJjooooooooao
MS ESI(+) : 556.1[M+H]
ooooDo0ooi1-e-00
oojJjooooooooao
MS ESI(+) : 512.2[M+H]
ooooDo0ooi1-(e-00
OojJjooooooooao
MS ESI(+) : 492_2[M+H]
Oooooao
ooooo0ooi1-e-00
0Oo0D0-4-0071000000
MS ESI(+) : 485.2[M+H]
Oo0Do0oO0oDooooooo
O-1-0000000ooao
MS ESI(+) : 474_2[M+H]
ooooD0o0ooi1-(o-00
-0 00 o0o0ooDooao
MS ESI(+) : 508.2[M+H]

|:| D [

569.2[M+H]

D D [

00000
496 . 2[M+H]

D D [N

00000
508.2[M+H]

D D [

+

+

+

+

+
gooooao

+

gooooao

+

goooogao

ooooOoo
.

4-[4-(9-0
.
000000

+

ooDoo0oo0oDoo0o0ooD0DO0 4-4-(9-00

-1-0000000000
MS ESI(+) : 494.2[M+H]
0000000 1-(9-00

+

oooooao

O

O

O

O

O

OD4-[4-(-0000C0D0O0OCOODODHYODODOO
-1-00000000b0obobao

001-(-0000000000)-4-[1-(2-0

01-(9-0 000000000 )-4-[1-(2-0

04-[4-(9-0 00000000 O0)IO0O0DO
0DD0-1-0000000000000

0 )-4-[1-(2-0

0 )-4-[1-(4-0

0 )-4-[1-(4-O

0 )-4-[1-(0 O

gooooogao

0 )-4-[1-(4-O

-1-00 -
00O0O0O0O0O0O0)oO
000000 O0O0)0O00
0-1-00 -
Ooo)oooo
00

O)Yoooo

ooo)H)ooonono

0)00O0OO0O-1-00 10

ooooDooo)oDaDo

oobooooo) OoOoDOo-1-00100

0 )-4-[1-(0 O

Ooooooooo)oao

ooooOobooOoo0od

ooao

ugdg-4

oooooogao

0 -4-

0 -4-

0 -4-

-1-00000oo)od

oggao

ogd-4

ogoao

ooao
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-4-00]0 O
MS ESI(+)

gogooano

- 480.2[M+H] *.
00000001-(9-0000000000)-4-[1-(2-0 0

ocojooooooooao

MS ESI(+)
0Doo0Oo0oo

ooooDDbOO04-4-(-00O0DDboOoOoOoOoH)onoOooo

- 523.3[M+H] .

(79)

ooDoooo)H)ooooo-4-

-1-0 0 ]-N-O0 00 -N-O 0O O

unooboboodo-1-o0oo0obOoooboboooagdo

MS ESI(+)

: 507.2[M+H] *.
00000001-(-0000000000)-4-[1-(4-0000

ocojooooooooao

MS ESI(+)

-4-00]0 0
MS ESI(+)

- 512 2[M+H] *.
00000001-(9-0000000000)-4-[1-(2,4-0

goooao

: 546.1[M+H] .
0000000 1-{4-[4-(-0000000000)I00

oooo)H)ooooo -4-
oad

ooDoooo)H)ooooao

ob-1-00100000 -1-0O

oyooooo)ooooooo-2-0ooooDoD

MS ESI(+)

: 486.2[M+H] *.
0000000 1-(-0000000000)-4-[1-(2-00

ODoDOoo0o0oDOoo0OO0o0oDOo)o

ocooo0-4-001000000D00DODOO

MS ESI(+)
0Doo0ooo

0]J00000-4-00 30
- 513.2[M+H] *.

MS ESI(+)
oooooo
0 -4-0 0 10
MS ESI(+)
OooooOoo

- 546.1[M+H] *.
000O00000)4-{1-[(2-0000000-3-00)0000
D0O0O0O0DO0O0O000

0 1-(9-0 O

0 1-(9-0 O
Doooo

gooooaad

- 503.2[M+H] *.

Oi1-(e-00o0oooogoao

ocojooooooooao

MS ESI(+)
Ooo0oQ0oO
000000
0 -4-0 0 10
MS ESI(+)
Oooo0QooO
0 -1-0 0 }0
MS ESI(+)
Dooo0QoO
O

MS ESI(+)
Ooo0oQ0oO

- 498.2[M+H] *.

O1-(e-000oooogoao
oooooao

: 534.2[M+H] *.

0000 2-({4-[4-(9-0
00O0O0)0O0O0O000

: 536.2[M+H] *.

01-a-0ocooooogoao

- 416.3[M+H] *.

ol1-(e-0oooooono

ocojooooooooao

MS ESI(+)
0Oooooo
0 -4-0 0 10
MS ESI(+)
0DoO0o00oo
0 -4-0 0 ]0
MS ESI(+)
0Doo0Oo0oo

- 458.3[M+H] *.

0 1-(9-0 O
ooooao

goooogao

- 458.3[M+H] *.

O1-(e-000000ogao

goooano

- 484.3[M+H] *.

O1-¢o-0000o0ogao

O

O

O

O

0)-4-[1-(3-00000000000)I000

0)-4-[1-2-coo0oOoooOo)H)oooOoo-4-

0)-4-[1-(@-tert-0 000 00O00)00O00

oooooooo)ooobDoob-1-0010000

oad

-4-00)-4-(9-0000000000)I000

0)-4-[1-(3-00000000)I000O0

0)-4-[1-(2,2-0000000000)0000

0)-4-[1-(000000000000)00

0)-4-[1-(000000000000)00
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0-4-00]000000
MS ESI(+) : 470.3[M+H] ™.

ooooooo0O0oD0 4-4-(-00DO0O0DODO0OODOOO)MOODDOD-1-0O0]J00DOD0 -1

-000O0o0O0o0o0ooao
MS ESI(+) : 446.2[M+H] ™.

(80) JP 2008-179621 A 2008.8.7

ocooocoooo0ooDO0 4-4-(-000DOODODODMIODDOOD-1-0O010DODOO

-1-0000000000
MS ESI(+) : 508.3[M+H] ™.

ocooocooo04-4-(-0O0O0D0O0O0DDOODOHY  ODODOO-1-DO]J-0O0O00O0O0ODO
oooobD-1-00o0bObbOoO0oOoooooaob

MS ESI(+) : 445.3[M+H] ™.
OooooQooO

ocoooo0oo04-4-(-0O0O0O0O0O0ODODODODHYY  ODODOO-1-DO]J-00O0000O0DO
oooobD-1-00o0bObbO0oO0o0oooooao

MS ESI(+) : 529.3[M+H] ™.
000000 D01-(e-00000
Oooo00O0O0O0O00

MS ESI(+) : 468.2[M+H] .
000000 D01-(e-00000
0O)00O0OO0OO0]00000-4-0
MS ESI(+) : 496.3[M+H] ™.
0000000 1-(-00000
0Ooo0o0O0O0O0O000

MS ESI(+) : 528.3[M+H] ™.
000000 O01-(e-00000
0DoDjoo0o0O0O0O000

MS ESI(+) : 482.3[M+H] ™.
000000 01-(e-00000
000]o0000-4-0030
MS ESI(+) : 481.3[M+H] ™.
000000 01-(e-00000
Djooo0o0O0O0O000

MS ESI(+) : 492.3[M+H] ™.
OoooQoO

000000 O01-(e-00000
00-4-00]000000

MS ESI(+) : 479.3[M+H] ™.
000000 01-(e-00000
00-4-00]000000

MS ESI(+) : 479.3[M+H] ™.

00000 )4-[1-(2-0000)0000

00000 )-4-{1-[(1,3-0 0 0 O -1H-O
0¥YOoOOO0OOOO

0O0O0O00)4-[1-(2-00000)000

O O

0-4-00]0 O

ooono-5-0

00 -4-00 10

0)-4-[1-(3-000-2-0000)I 0000 -4-

0)-4-{1-[(1-0 0 O -1H-0 O O
000

0)-4-[1-(CO0O00C0CO0O00)0

0)-4-[1-(CO0O00-2-0000

0)-4-[1-(CO000-3-0000

00000001-(9-0000000000)-4-{1-[4-(0 0000000
00000-4-003} 0000000000

MS ESI(+) : 546.2[M+H] ™.

0-2-00)00

oogoob-4-0

ooo)Ioo

Doo0)IOoo

O)ooooao]

oooobDDbOO01-e-0b0bO0O0O0o0oo0oooo)-4-I1-@B.4,5-00oboooobooooogoH)oao

000-4-007]00000
MS ESI(+) : 532.2[M+H] ™.

ocooooooi1-(e-0cooooooDOooOoO)4-1-(co0obooboboooOo)YbODDO-4-

0o0jo0o00O0O0000
MS ESI(+) : 514.3[M+H] ™.

ocooocooo04-4-(-0O0O0DO0DO0DDODOOHMIODOOD-1-DO0]J1-(0O0DODO-4-0O
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0o0oooo)oooooao
1-(-00ooDoo0ooobo)4-00000~4-000000000000O4-[4-(9-00 0O
0o0o0ooDooo)H)DoobooD-1-000000D00OO0O00DDDOO0OO0O0ODDODODOO0ODbDDOOO
00000000000 O0oo0ooD0oOOdaonbsamg, 0.108mmol, 780 0 0 0 000 O0OO0OO
0oooao
TH-NMR (300 MHz, CDCl3) & 1.35 - 1.51 (m, 2 H), 1.63 - 1.98 (m, 4 H), 2.23 - 2.
34 (m, 2 H), 2.47 - 2.57 (m, 1 H), 2.72 - 2.84 (m, 2 H), 3.00 - 3.08 (m, 2 H), 3
.08 - 3.31 (m, 6 H), 3.42 - 3.57 (m, 2 H), 3.62 - 3.74 (m, 4 H), 4.06 - 4.16 (m,
2 H), 7.45 - 7.56 (m, 4 H), 7.87 - 7.95 (m, 2 H), 7.99 - 8.06 (m, 2 H), 8.48 (s
, 1 H).
MS ESI(+) : 501.3[M+H] ™.
oooooao
0o0o0o0Do0o0Od4-4-(-0 00000 O0DDDODOH)Y OoOoGOD-1-00]1-1-00000O0O000
0
1-(-00oooooooo)H)4-00000~4-000000000000O0A4-[4-(9-00 0O
0oooooo)H)ooobooDO-1-00]0000DOD0OO0OO0O0DDDOO0OO0ODODDODODOODODOOO
ooo0odoooooobooo0oo0oooo b o000 oDooooDob oo ooOoooOobO
00o0ooDoooooos3mg, 0.108mmol, 82%0 D 0D OO O0OO0DODODOOODODOO
MS ESI(+) : 492.3[M+H] ™.
0o0ooooo0d4-4-(-0 00000 oboOo)YOOoooDb-1-00]-1-(C0O0DbDbOOO0d
oo)H)oooooooao
1-(o-00oooooooobo)4-00000~4-00000000O00O000OOA4-[4-(9-00
0oooooo)H)ooobOoO-1-00]0000D4000000DDO0OOODDOOOOO
gobobooooooboooo0oooo b oo oooDo oo oooDobLDboDUoooOoooan
000000 o0oo0Do0O0OO0Odaobs4amg, 0.102mmol, 760 O OO0 OO OO OODODOOOOO
TH-NMR (300 MHz, CDCl3) & 1.42 - 1.74 (m, 3 H), 1.81 - 2.02 (m, 3 H), 2.20
30 (m, 2 H), 2.52 - 2.66 (m, 1 H), 2.66 - 2.81 (m, 2 H), 2.99 - 3.06 (m, 2 H), 3
.08 - 3.23 (m, 2 H), 3.30 - 3.45 (m, 2 H), 4.06 - 4.14 (m, 2 H), 7.46 - 7.57 (m,
7 H), 7.75 - 7.81 (m, 2 H), 7.86 - 7.95 (m, 2 H), 8.00 - 8.07 (m, 2 H), 8.48 (s
, 1 H.
MS ESI(+) : 528.3[M+H] ™.
oooooooi1-(-oooo0o0oooooo-4-00)-4-(-0DO0O0O0-6-000000O00OO
Ooo0oo)oooaoad
2-0000-6-000000D0000O00OC00mng, 0436mmo)0 OO0 OO0 O1.0omIDDO OO0
0o0oooooood.19ml, 2. 18mmoDH)O0 D O OO0 O30 D O0OOOOODOOODODODOO
gobdz2-0000-6e-0000000000O0O0O0DO0DODODODOAO
goboboooooobo2-00o0bo0-e-00000b0bb0D0DO0oO0ooboObobbooooobonOon
ooooooo3omiD D0 00D01-(A-00 00000000 -4-00)0000000O0119m
g, 0.436mmol0 0 OO OO OOODO .072ml, 0.523mmoD) 0 0 0000 OCOODODOOOO
CcomhhoooboooobbDoooboODOoOOoOooDoDoDOooo0DoDoODOoOooDbDDOoOooODaO
goboboooooobooooooboooooobooooTLCcOob b Do OooOoooOoao
0odoooo0ooDoDooooooooo@aremg, 0.367mmol, 84%) D O OO OO DODOOO
goooaod
TH-NMR (300 MHz, CDCl3) & 1.37 - 1.67 (m, 2 H), 1.68 - 2.05 (m, 2 H), 2.41 - 3.
15 (m, 7 H), 3.33 - 3.52 (m, 2 H), 3.70 - 3.92 (m, 3 H), 4.06 (s, 3 H), 4.61 - 4
.91 (m, 1 H), 6.64 (d, J=0.93 Hz, 1 H), 7.31 (d, J=1.09Hz, 1 H), 7.35 - 7.52 (m,
8 H), 7.99 - 8.08 (m, 2 H).
MS ESI(+) : 485_.4[M+H] *, 507.4[M+Na]*.
oooooao
000000 04-U-{[4-(A-0 000000000 -4-00)10000-1-007]0000O
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Oy6-000000D00O0-2-00)H)000000

ooooo0ooo0oooDOooo0Dooo0DooDo01l-A-00o00o0oDoooOg-4-00)-4-
OD0-6-0000000DO0O0O0OODN)IDODODODODOOO(73mg, O0.-15mmol)0 OO
0o0o0oDDoDDODO000ogd?2img, 0O.22mmol0 0 000 O0OODDDODODODOOODOODODO
0 (17mg, 0.015mmo)O0 00 0 OO OO (YOmg, O.66mmoDO0 0D 0 0 OO /000 00O
/0030201, 1.5mMiIC 000000 O0OODOOODOOOOIS0002000 00000
0000000000 oo0Do0ooDo0DooDo0ooo0DO0o0Do0Do0oDo0oooDooDOoDOooooOan
0OoDo0oo0ooo0oooDOooDoDoooDooDoooDOooDoDooDooTICOOOOOnDn

00o))00000000000038mg,

0

MS ESI(+) : 547.5 [M+H] *
00O000003-U-{[4-(1-00 00
0}6-00000000-2-00)00
000000000000 O0O0O0O00
00000000000 O0O0O0O0O00
wOOOOOODOOODODDOOOO0OOdO
MS ESI(+) : 547.5[M+H] ™.
0000000 3-U-{[4-(1-00 00

0}6-00000000-2-00)00
0003-@-{[4-(1-0 0000000

O 0Ooooo
O 0Ooo0ooao
O 0Ooooo

O

O
O

0.

O
O
O

DDDDDD/‘\
O Ooo0oooao
O 0Ooo0oo0ooao

O7/mmol, 58% 0 0000 O00COODOOODODO

Oo0o0o-4-00)H00C0OO0O0-1-001000C0

g-0cooobbooooboboooobboao
OooooooO0ooO@7img, 0.086mmol, 72
oo

0000-4-00)00000-1-00]10000
1-0000000000
4-00)00000-1-00]100000 }-6-0

0000000 -2-00)J00-2-00-1-000

00000000000 000000001-(1-0000000000-4-00 )-4-(2-0
00-6-000000000000)I00000000(73mg, 00.15mmo)0 0 00 OO
0000000000000 00011I0 000000 10mg, 0.015mmol0 00 O O O (1)(
3mg, 0.015mmo)0 000 O0CCOOOO0OO0S8mg, 0.030mmol0 00000000000
0 (13mg, 0.223mmol)0 000000 O O O 104p 1, 0.075mmol0d O THF(L.5mI)O O O O
000000000 000150002000000000000000000000000¢0
0000000000000 00000000O0O0O00000000000000000
00000000000 00000000C0000000000000C@O00000
00000)ID000003-UA{[4-(1-0000000000-4-00)00000 -1-00
00000 ¥6-00000000-2-00)000-2-00-1-00 00 17mg, 0.033mmol,

25w o0ooboboboooooad

oooooooO0ooDOooo0OOob0O0O0DbD17mg, 0.03B3mmolO 0 OO0 OO0 (-Om)O OO 10
goobooooooboboogogobzomg0ODD0O0O0O0ODOO0OO0O0ODDOO0OO0ODbDDODOOOOO
goobobooooobooooobooobobobooobbooooboboooobobooooonan
ocooooooOoO0ooDOOooboOobobOoooOoO0oo0DbDO0oDbOOoOb0O0OO0ODOd4mg, 0.008mmol, 24%

goooboooooboboooobboo

TH-NMR (300 MHz, CDCl3) & 1.35 - 1.56 (m, 2 H), 1.69 - 1.99 (m, 2 H), 2.00 - 2.
15 (m, 2 H), 2.46 - 2.72 (m, 4 H), 2.73 - 3.13 (m, 5 H), 3.33 - 3.69 (m, 4 H), 3
1 H), 7.08 - 7.14 (m, 1 H), 7.35 - 7.55 (m,

.69 - 3.93 (m, 4 H), 4.66 - 4.85 (m,

9 H),7.91 - 7.99 (m, 2 H).
MS ESI(+) : 513.5 [M+H] ™
oooooo

0000000 @-{@-[@E-{-[Q-000000000-4-00)00000]100000 -4
.00 0000-1-00)I0000]-6-00000000-2-003000)00
0000000000 0000000001-{1-[(1-000000000-4-00)000
00]J00000-4-003}4-(2-000-6-000000000000)000000000O
0 (200mg, O 0.25mmol)0 4-0 4,4,5,5-000000-1,3,2-0 000000000000
00 (92mg, 1.12mmol)0 0 0 0000000000000 000000NO 00000
(26mg, 0.037mmol)0 OMI 0000000000 (1.49m1, 1.49mmol)0 00000 00DO
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O0201, 3aml0 0000000000000 OO001500020000000000000
0000000000000 0000000O0C0O000000000000000000
0000000000000 000000000D000000000000000000
O0o0(@O0O0O00000000)I0000000000084mg, 0.13mmol, 52%0 O
0D0O0DO0O00O00000000

MS ESI(+) : 638.3[M+H] *., 660.3[M+Na]™"-

0000000000000 0000000000O0000000D0D0O0o0o0o0OO0O0On
000000000000 000000000O0

0000000 4-{A-[@-{1-[(A-000000000-4-00)00000]00000 -4-
0oy OOOO-1-00)I00007]-6-00000000-2-003} 0000

TH-NMR (600 MHz, CDCl3) & 1.32 - 1.47 (m, 2 H), 1.59 - 1.95 (m, 7 H), 2.10 (s,
3 H), 2.46 - 2.62 (m, 4 H), 2.64 - 2.78 (m, 4 H), 3.00 - 3.15 (m, 2 H), 3.40 - 3
.49 (m, 2 H), 3.78 - 3.99 (m, 4 H), 4.53 - 4.69 (m, 2 H), 6.90 - 6.99 (m, 2 H),
7.39 - 7.58 (m, 5 H), 7.97 - 8.03 (m, 2 H), 8.07 - 8.19 (m, 2 H).

MS ESI/APCI Dual (0 ) : 596.3[M+H] *.

000000

0000000 4-{4-[@-{1-[A-000000000-4-00)00000]00000 -4-
Do}y OoOOO0-1-00)00000]-6-00000000-2-003} 00000

TH-NMR (600 MHz, CDCl5) & 1.34 - 1.49 (m, 2 H), 1.58 - 1.97 (m, 6 H), 2.09 (s,
3 H), 2.47 - 2.62 (m, 4 H), 2.63 - 2.78 (m, 4 H), 2.97 - 3.17 (m, 2 H), 3.39 - 3
.52 (m, 2 H), 3.79 - 4.00 (m, 4 H), 4.51 - 4.70 (m, 2 H), 5.80 - 5.97 (m, 1 H),
6.30 - 6.48 (m, 1 H), 7.43 - 7.56 (m, 3 H), 7.64 - 7.72 (m, 2 H), 7.96 (m, 2 H),
8.09 - 8.16 (m, 2 H), 8.22 (O , 2 H).

MS ESI/APCI Dual (0 ) : 645.4[M+Na] *.

0000000 4-{4-[@-{1-[(A-000000000-4-00)00000]00000 -4-
00Dy OoOOO0OD0-1-00)I00007]-6-00000000-2-003¥N-00000000
O

TH-NMR (600 MHz, CDCl;) & 1.35 - 1.48 (m, 2 H), 1.60 - 1.95 (m, 6 H), 2.09 (s,

3 H), 2.49 - 2.61 (m, 4 H), 2.65 - 2.77 (m, 4 H), 3.01 - 3.16 (m, 5 H), 3.43 - 3
.50 (m, 2 H), 3.81 - 4.01 (m, 4 H), 4.53 - 4.70 (m, 2 H), 6.19 - 6.25 (m, 1 H),

7.45 - 7.56 (m, 3 H), 7.66 - 7.71 (m, 2 H), 7.88 - 7.94 (m, 2 H), 8.10 - 8.16 (m
, 2 H), 8.19 - 8.25 (m, 2 H).

MS ESIZAPCI Dual (O ) : 637.3[M+H] *, 659.4[M+Na] *.

000000 05-{4-[@-{1-[(A-000000000-4-00)00000]J00000 -4-
0o}y OOO0OO0-1-00)I0000]1-6-00000000-2-0031H-00000
TH-NMR (600 MHz, CDCl;) & 1.34 - 1.48 (m, 2 H), 1.63 - 1.95 (m, 6 H), 2.09 (s,

3 H), 2.47 - 2.62 (m, 4 H), 2.64 - 2.77 (m, 4 H), 3.02 - 3.15 (m, 2 H), 3.44 - 3
.52 (m, 2 H), 3.80 - 4.01 (m, 4 H), 4.53 - 4.70 (m, 2 H), 6.66 - 6.68 (m, 1 H),

7.26 - 7.28 (m, 1 H), 7.44 - 7.54 (m, 4 H), 7.59 (s, 1 H), 7.69 (s, 1 H), 8.03 -
8.07 (m, 1 H), 8.16 - 8.20 (m, 2 H), 8.34 - 8.39 (m, 1 H), 8.40 - 8.49 (m, 1 H)
MS ESIZAPCI Dual (0 ) : 619.3[M+H] *, 641.3[M+Na] *.

0000000 @-{-[@-{-[Q-000000000-4-00)00000]100000 -4

.00 O0O0O0O0-1-00)I00007]-6-00000000-2-003¥000)IOODO
0 MS MS ESIZAPCI Dual (O ) : 610.3[M+H] *, 632.2[M+Na] *.

000000

0000000 @U-[@-{I-[Q-000000000-4-00)00000]100000 -4

.00} O0O0O0O0-1-00)I00007]-6-00000000-2-003¥000)J0O00O
O

MS ESIZAPCI Dual (O ) : 610.4[M+H] +.
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000000 06-{4-[@-{1-[(1-0 00000000 -4-00)I0000]100000 -4-
ooy oooo-1-00)H)ooooo]-e-0000O0O00D0O-2-003F1H-00 00O
TH-NMR (600 MHz, CDCl5) & 1.34 - 1.48 (m, 2 H), 1.63 - 1.96 (m, 6 H), 2.09 (s,
3 H), 2.48 - 2.61 (m, 4 H), 2.63 - 2.76 (m, 4 H), 3.02 - 3.14 (m, 2 H), 3.45 - 3
.51 (m, 2 H), 3.81 - 4.00 (m, 4 H), 4.52 - 4.70 (m, 2 H), 6.57 - 6.63 (m, 1 H),
7.29 - 7.33 (m, 1 H), 7.44 - 7.54 (m, 3 H), 7.60 (s, 1 H), 7.69 (s, 1 H), 7.72 -
7.76 (m, 1 H), 7.84 - 7.91 (m, 1 H), 8.14 - 8.20 (m, 2 H), 8.30 (s, 1 H), 8.47
(br. s., 1 H).
MS ESI/APCI Dual (O ) : 619.4[M+H] *.0 O
000000 05-{A-[@-{1-[(Al-000000000-4-00)00000]00000 -4-
ooy oooo-1-00)H)ooooo]-6e-00000000O0-2-003F1H-000000O0
TH-NMR (600 MHz, CDCl3) & 1.36 - 1.49 (m, 2 H), 1.54 - 1.77 (m, 3 H), 1.78 - 1.
97 (m, 3 H), 2.10 (s, 3 H), 2.48 - 2.62 (m, 4 H), 2.66 - 2.77 (m, 4 H), 3.04 - 3
.15 (m, 2 H), 3.46 - 3.52 (m, 2 H), 3.81 - 3.92 (m, 3 H), 3.94 - 4.01 (m, 1 H),
4.54 - 4.62 (m, 1 H), 4.63 - 4.70 (m, 1 H), 7.45 - 7.57 (m, 3 H), 7.61 - 7.67 (m
, 2 H), 7.72 (s, 1 H), 8.14 - 8.23 (m, 3 H), 8.25 - 8.29 (m, 1 H), 8.57 (s, 1 H)
, 10.23 (br. s., 1 H).
MS ESI/APCI Dual (O ) : 620.5[M+H] ™.
ooooon
0000000 2-U-{4-[(4-{1-[(Al-000000000-4-00)00000]00000
-4-0 0y O0000-1-00)H)00ooo]-e-00000000-2-003Y0000)30O
0o
oooooooooboooy8s0bbobbo0b0bO0bODU0DbODU0ODbDU0ODbDUODbDUODbDUOoDbDODOOO
O0001.0g, 4.6mmol0 00000000 0OOODOCOMDHOODOZ2.66MONn-00 0000
0o0o0o0oDo0o0oDoOodoD4.33ml, 11 5mmoll0 00000000 O0OO0OODODODODODOO10000
Oo0oooDoooobDoO@.2g, 11.5mmoDH)0 000 00ODDOOOODDDOOOODDODOOO
MOOODODOoODOoO@GomDHDOOODO0D1000D00000OD0OO0DO0D0ODDODO0ODO0OO0O0DoODOoODOoOOooDoODOO
Oo0odoDoDooo0oDoDoOo0o0ooDoDoo0o0ooDoo00@éd-kR-0o0o0oooooo)danao
JooooooODoDOoOoooD@-oUbOoOoo0o0ooDoo0ooDDODoDo0Oo0oDoDDOoOooODnDan
oooooooo1-{1-[-0c00b0b0o0000-4-00)H)0D00O00J0O00O0DODO-4-0O
1-4-(2-000-6-000000000000)J00000000 (200mg, O 0.25mmol)
[4-(2-000000000)I0OO00]0000(202mg, 1.11mmo)0 00000 CO0ODO
0o0o0ooDoooooDoOono 0obo0od2émg, 0.037mmo) 0 OMODDOOODODO
O @.1iml, 1. 12mmoD00 00 0DD0OOOODODOO201, 4.5mIDO000DODOOOODODO
goooisoo0ozo000000Dbo000bo0DboODoOoo0ooDoODbOboo0ooDoDoooooOoaoao
0 0 R I R A W A W A W A W N N N N N NN
0o0o0oDo0oo0oooOoo0o0oo0ooODoDo(@UuoOoooODoooooDoOo)Y OOoooboDbooao
0 097mg, O.15mmol, 60%0 0 0 0O OO0 OODOOOOOOO
TH-NMR (600 MHz, CDCl3) & 1.36 - 1.48 (m, 2 H), 1.61 - 1.77 (m, 3 H), 1.79 - 1.
96 (m, 3 H), 2.03 - 2.13 (m, 4 H), 2.47 - 2.62 (m, 4 H), 2.64 - 2.77 (m, 4 H), 3
.03 - 3.15 (m, 2 H), 3.43 - 3.49 (m, 2 H), 3.78 - 3.92 (m, 3 H), 3.93 - 4.05 (m,
3 H), 4.16 - 4.20 (m, 2 H), 4.54 - 4.62 (m, 1 H), 4.63 - 4.70 (m, 1 H), 7.04 -
7.08 (m, 2 H), 7.45 - 7.49 (m, 1 H), 7.49 - 7.54 (m, 2 H), 7.58 - 7.61 (m, 2 H),
8.11 - 8.16 (m, 4 H).
MS ESI/APCI Dual (O ) : 640.4 [M+H] ™.
ooooon
0000000 2-U-{4-[(4-{1-[(Al-000000000-4-00)00000]J00000
-4-0 0y O0000-1-00)H)00ooo]-e-00000000-2-003Y000)H000
0o
[4-(2-000000000)I000]J0000000004-(-00000000)000

Oooooooo0ooooogogogoooao
O O oQgogog

10

20

30

40

50



(85) JP 2008-179621 A 2008.8.7

OO0o0oooOgwoo3s/0870610 D DD DD ODODODDODODOODODDODOOODODODOODODOOO
0oooDoDDODO0D0DO0O0oO0o0ooooDoODOoDo0DO0oO0oO0o0oOoOOD@22mg, 0.195mmol, 79%)0 O
ooooDoDoDooooooao

TH-NMR (600 MHz, CDCl3) & 1.35 - 1.52 (m, 3 H), 1.60 - 1.95 (m, 6 H), 2.09 (s,

3 H), 2.47 - 2.61 (m, 4 H), 2.63 - 2.76 (m, 4 H), 2.96 (t, J=6.65 Hz, 2 H), 3.03
- 3.14 (m, 2 H), 3.43 - 3.51 (m, 2 H), 3.81 - 4.00 (m, 6 H), 4.54 - 4.69 (m, 2
H), 7.38 (d, J=8.25 Hz, 2 H), 7.44 - 7.53 (m, 3 H), 7.61 - 7.65 (m, 2 H), 8.10 (

m, 2 H), 8.12 - 8.17 (m, 2 H).

MS ESI/APCI Dual (O ) : 624.5[M+H] *, 646.6[M+Na] *.0 O O
Oo0ooDDoDDON{L2-4-({d-[4-,6-0 000 0000O0DDODDODDODOD>YO0DODDO-1-007]

00000-1-0030000)I0000-1-00]-2-0000003¥ 00000
000000000 01-(2,6-0000000000000)4-[1-(C0000 -4-000
0000)IO0D0O00-4-00]100000 (100mg, 0.186mmol)IN-0 000 OO O O (33mg
, 0.279mmol)0 HOBtO H20(38mg, 0.279mmol)0 0 0 0000000 OOO OO 2.0mI)0 O
0 EDCO HCO (53mg, 0.279mmo)0 0 00O OO O OO0O0O0O0O0D0O0ODOOOOMOCOOODO
0000000000000 0000000OO0O0D000000000000000000
0000000000000 00DO0O0O0O0O0O0O0O0O0000000D0D0O0O0O0O0OO0O0On
00000000000 0000000O0 (1040 g, 0.170mmol, 88%)0 000 O O O O O
000000

1H-NMR (600 MHz, CDClZ) & 1.35 - 1.48 (m, 2 H), 1.66 - 1.83 (m, 4 H), 1.83 - 1.
96 (m, 2 H), 2.05 (s, 3 H), 2.48 - 2.62 (m, 4 H), 2.65 - 2.72 (m, 2 H), 2.73 - 2
.86 (m, 2 H), 3.03 - 3.13 (m, 2 H), 3.42 - 3.49 (m, 2 H), 3.75 - 3.89 (m, 3 H),
3.92 - 3.98 (m, 1 H), 3.98 - 4.12 (m, 2 H), 4.48 - 4.55 (m, 1 H), 4.61 - 4.69 (m
, 1 H), 6.58 - 6.63 (m, 1 H), 7.44 - 7.49 (m, 2 H), 7.49 - 7.55 (m, 4 H), 7.65 (
s, 2 H), 8.12 - 8.18 (m, 4 H).O O O
MS ESIZAPCI Dual (O ) : 637.3[M+H] *, 659.2[M+Na] *.
Ooooooao
00000000000 tert-000 {@S)-2-[4-({4-[4-(2,6-0 0000000000
goHh)yooooo-1-0O0Oo00o0b-1-00Y)OOoGOoOoOH)oooOODOO-1-007-1-000 -
2-0000003YWDOOOO0OD
N-OODODOODDDOOO0ODO0OON-(eert-0 000000 O0O0)-L-000000O00O0DO0OO
0o0o0oDoo0o0ooDoODoo0oooDoDoo0oo0ooDoDoOooo0D0OoOgan9mg, 0.275mmol, 98%)
godoooboooobbobooobooooobooao
TH-NMR (600 MHz, CDCl3) & 1.23 - 1.33 (m, 3 H), 1.33 - 1.51 (m, 11 H), 1.56 - 2
.03 (m, 6 H), 2.46 - 2.63 (m, 4 H), 2.64 - 2.84 (m, 4 H), 3.00 - 3.21 (m, 2 H),
3.41 - 3.49 (m, 2 H), 3.79 - 4.02 (m, 4 H), 4.43 - 4.72 (m, 3 H), 5.48 - 5.59 (m
, 1H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (
m, 4 H).
MS ESI/APCI Dual (O ) : 709.5[M+H] *, 731.5[M+Na] *.
0000000 (@S)-1-[4-({4-[4-(2,6-0 000 000000000)I0000-1-00
jcoooo-1-go0yyoooo)Yooooo-1-0O0]J-1-00O0DO0ODO0DO0OD0O-2-0000
tert-0 00 -4-,6-00000HY00000-1-000000000000O0 tert-00 0
{(19)-2-[4-{4-[4-(2,6-0000000000000)I0000-1-00]100000 -
1-00yoooo)H)Yooooo-1-00]-1-000-2-0D000003YYO0OO0O0OO0DDOOO
0dodoooo0oooDooo0oooDoooooDoDooooDooooonoo@a37rmg, 0.225mmol, 8
2000 0O0O00DoODOoOOoO0oDoODOoOOoad
1H-NMR (600 MHz, CDCl5) & 1.24 (dd, J=21.5, 6.87 Hz, 3 H), 1.34 - 1.48 (m, 2 H)
, 1.60 - 1.96 (m, 6 H), 2.45 - 2.63 (m, 4 H), 2.65 - 2.81 (m, 4 H), 3.00 - 3.16
(m, 2 H), 3.40 - 3.51 (m, 2 H), 3.74 - 3.99 (m, 5 H), 4.52 - 4.62 (m, 1 H), 4.62
- 4.71 (m, 1L H), 7.44 - 7.49 (m, 2 H), 7.49 - 7.56 (m, 4 H), 7.65 (s, 2 H), 8.1
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1-8.18 (m, 4 H).0O0O0O0O0OCO

MS ESI/APCI Dual (O ) : 609.3[M+H] *.

0DoO0o00oo

000000 O0N-{(18)-2-[4-({4-[4-(2,6-0 0 00000000000)I0000-1-

00]J00000-1-003}0000)00000-1-007-1-000-2-000000 30

Doooo

00000000000 E@S)-1-[4-{4-[4-(2,6-0000000000000)I000

0D-1-00]00000-1-0030000)I0000-1-00]-1-0000000-2-0

00 (130mg, 0.225mmol)0 00000000 C47p 1, 0.338mmol)00 000000000

D0O0@.omDIDODODODODODODODOD (4 1, 0.338mmo)D 000 CO001000000

000000 OMIOOOODOOOOOOODOOOOOOOOOODOOODOOOOOOO

000000000000 00O0000O0O000O0O000O0O000O0O0O0O0OO0OO0O0OoGoaO

000000 O0TLCOO0DO000O0O0000O0000O000000000O00 (116mg, 0.178

mmol, 79%)0 0 0 000000000 O0O0OOOODOODO

TH-NMR (600 MHz, CDCl3) & 1.27 - 1.34 (m, 3 H), 1.35 - 1.49 (m, 2 H), 1.64 - 1.

95 (m, 6 H), 2.00 (d, J=5.96 Hz, 3 H), 2.46 - 2.62 (m, 4 H), 2.64 - 2.72 (m, 2 H

), 2.72 - 2.86 (m, 2 H), 3.01 - 3.21 (m, 2 H), 3.40 - 3.51 (m, 2 H), 3.79 - 3.90
(m, 2 H), 3.90 - 4.01 (m, 2 H), 4.43 - 4.59 (m, 1 H), 4.60 - 4.71 (m, 1 H), 4.8
1-4.92 (m, 1 H), 6.58 - 6.68 (m, 1 H), 7.44 - 7.49 (m, 2 H), 7.49 - 7.54 (m, 4
H), 7.65 (s, 2 H), 8.11 - 8.18 (m, 4 H).0 O OO

MS ESI/APCI Dual (O ) : 651.4[M+H] *, 673.3[M+Na] ™.

D0O0O0000O0tert-000 {2-[4-{4-[4-(2.6-0000000000000)I000
0D-1-00]00000-1-0030000)I0000-1-007-1,1-0000-2-000
Doo0¥MOoOOOO0OO

N-DOODOODOOOOOOOON-(tert-0100000000)-000000000000O
000000000000 0000000000000000O000 (150mg, 0.207mmol, 7

S0 00 0000000000000 000O0

TH-NMR (600 MHz, CDCl3) & 1.31 - 1.58 (m, 17 H), 1.64 - 2.00 (m, 6 H), 2.45 - 2
.62 (m, 4 H), 2.64 - 2.77 (m, 3 H), 2.81 - 3.12 (m, 3 H), 3.40 - 3.53 (m, 2 H),

3.79 - 3.91 (m, 2 H), 3.92 - 4.03 (m, 1 H), 4.48 - 4.72 (m, 3 H), 4.88 - 5.14 (m
, 1 H), 7.43 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.62 - 7.67 (m, 2 H), 8.11 -
8.18 (m, 4 H).

MS ESI/ZAPCI Dual (O ) : 723.5[M+H] *.

Do0o0o00oo

0000000 1-[4-{4-[4-(2,6-0000000000000)00000-1-007]00
00O0-1-003}0000)I0000-1-007-2-000-1-0000000-2-000

tert-0 00 -4-(2,6-0 00 00)00000-1-0000000000000tert-000
{2-[4-({4-[4-(2,6-0 000000000000 )I00O00-1-00]100000-1-0
0D}y O0000)IOO0O0O0-1-00]-1,1-0000-2-0000003 00000000
000000000000 0000000000000000O000 (83mg, 0.133mmol, 69

wOOOOODODOOODODODOOOO

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.47 (m, 8 H), 1.58 - 1.96 (m, 6 H), 2.46 - 2.

62 (m, 4 H), 2.64 - 2.79 (m, 3 H), 2.81 - 2.96 (m, 2 H), 3.01 - 3.11 (m, 1 H), 3
.42 - 3.50 (m, 2 H), 3.79 - 3.90 (m, 2 H), 3.93 - 4.02 (m, 1 H), 4.62 - 4.78 (m,
3 H), 7.43 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m
, 4 H).

MS ESI/APCI Dual (O ) : 623.3[M+H] *.

000000 ON-{2-[4-({4-[4-(2,6-0 0 00000000000)I0000-1-00 ]
0000D0-1-0030000)I0000-1-007-1,1-0000-2-000000300
0oo0dO
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00000000000 1-[4-{4-[4-(2,6-0000000000000)I0000-1-
00]J00000-1-003}0000)I0000-1-007-2-000-1-0000000 -2
-000(83mg, 0.133mmol) 00 OO O D000 (37u 1, 0.266mmol)IJ 0000000 DO
0000000 @GnDOIODODDDO 0.025ml, 0.266mmol)0 00 0000300000000
000000 OMIOOOODOOOOOOOOOOOOOOOOOOOOOOOOOO0O
000000000000 0000000O00000000O0000O000000000
000000000000 000O0000000000000O000O0(70mg, 0.105mmol
,80w)0O0D0O0D0OODODONDODDOODODDOOODONDOOOD
TH-NMR (600 MHz, CDCl3) & 1.34 - 1.48 (m, 2 H), 1.64 (s, 6 H), 1.69 - 1.80 (m, 4
H), 1.82 - 1.95 (m, 2 H), 1.97 (s, 3 H), 2.46 - 2.62 (m, 4 H), 2.64 - 2.80 (m,
3 H), 2.90 - 3.11 (m, 3 H), 3.40 - 3.50 (m, 2 H), 3.80 - 3.90 (m, 2 H), 3.90 - 4
.00 (m, 1 H), 4.32 - 4.48 (m, 2 H), 4.60 - 4.69 (m, 1 H), 6.78 (s, 1 H), 7.44 -
7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.11 - 8.18 (m, 4 H).
MS ESIZAPCI Dual (O ) : 665.3[M+H] *, 687.3[M+Na] *.
0Dooooo
0000000 tert-000 [AS)-2-[4-({4-[4-(2,.6-0000000000000)Y00O
000-1-00]00000-1-00¥ 0000)0O000-1-007-1-(0000000
0D)-2-000000]000000
N-OODOODOOOOOOOON-(tert-000000000)-L-00000000000
000000000000 00000000000O000O0 (115mg, 0.159mmol, 57%)0
0000000000 D0O00O0
TH-NMR (600 MHz, CDCl3) & 1.29 - 1.51 (m, 11 H), 1.64 - 1.97 (m, 6 H), 2.46 - 2.
63 (m, 4 H), 2.64 - 2.88 (m, 4 H), 3.00 - 3.30 (m, 2 H), 3.38 - 3.49 (m, 2 H), 3
.66 - 3.76 (m, 1 H), 3.76 - 3.89 (m, 3 H), 3.90 - 3.99 (m, 1 H), 4.02 - 4.18 (m,
1 H), 4.40 - 4.70 (m, 3 H), 5.60 - 5.71 (m, 1 H), 7.43 - 7.48 (m, 2 H), 7.49 -
7.55 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4 H).
MS ESI/APCI Dual (O ) : 747.6[M+Na] *.
0000000 (S)-2-000 -3-[4-({4-[4-(2,6-0000000000000)I000O
0D-1-00]00000-1-0030000)I0000-1-00]1-3-0000000-1-0

000000000 tert-000 [(AS)-2-[4-({4-[4-(2,6-0 0000000000
IO0DOOOD-1-00]00000-1-003}0000)I0000-1-007-1-(000
000)-2-000000]1000000 (115mg, 0.159mmol)0 0 000 O O O (6mi)O
NOOOOODODODOOODDODO@GmMDOOOOO0O0D010000000000000000
00DAMOO0OO00000000000000C0C0O0O00000000000000
0000000000000 000000C0OO0O0O0000ONOODODOOOOOOOO
0000000000000 00000000000000000(77mg, 0.123mmol,
78%)0 0 O O

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.48 (m, 2 H), 1.57 - 2.07 (m, 7 H), 2.46 - 2.
62 (m, 4 H), 2.64 - 2.71 (m, 2 H), 2.72 - 2.82 (m, 2 H), 3.01 - 3.20 (m, 2 H), 3
.37 - 3.51 (m, 3 H), 3.58 - 3.66 (m, 1 H), 3.72 - 3.78 (m, 1 H), 3.80 - 3.90 (m,
2 H), 3.91 - 4.08 (m, 2 H), 4.48 - 4.60 (m, 1 H), 4.60 - 4.71 (m, 1 H), 7.44 -
7.48 (m, 2 H), 7.49 - 7.55 (m, 4 H), 7.65 (s, 2 H), 8.09 - 8.21 (m, 4 H).

MS ESI/APCI Dual (O ) : 625.3[M+H] *.

00000

000000 N-[@AS)-2-[4-({4-[4-(2,6-0000000000000)I0000 -1-
0]J00000-1-0030000)I0000-1-00]1-1-(00000000)-2-00
Doojoo0o0o0O0n

0000000000 (2S)-2-000-3-[4-{4-[4-(2,6-0000000000000)
0000-1-00]00000-1-003}0000)00000-1-00]1-3-000000

O oo oooogodg
OO0 o0oooogd

OoOoo0ooog
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0-1-000 (77mg, 0.123mmo)0 0 0000000000 OCO0O0O0@GmI)DODOOO0 (0.02
3ml, 0.246mmo)0 0 00000300 000000000000 0OMIOOOOOOOOO
000000000000 000000000000000O0000000000000
0000000000000 0O00000O0O00O0O0O0DO0DO0DNONDOoODONOoOoOoooooaO
0000000000 O0000 (5309, 0.0795mmol, 65%)0 0 000000000000
oooooood
TH-NMR (600 MHz, CDCl3) & 1.34 - 1.48 (m, 2 H), 1.68 - 1.96 (m, 6 H), 2.05 (d, J
=10.54 Hz, 3 H), 2.47 - 2.62 (m, 4 H), 2.65 - 2.72 (m, 2 H), 2.73 - 2.88 (m, 2 H
), 3.02 - 3.21 (m, 2 H), 3.42 - 3.49 (m, 2 H), 3.67 - 3.89 (m, 5 H), 3.91 - 3.99
(m, 1 H), 4.04 - 4.13 (m, 1 H), 4.43 - 4.57 (m, 1 H), 4.60 - 4.68 (m, 1 H), 4.8
8 - 4.96 (m, 1 H), 6.77 (d, J=7.33 Hz, 1 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.54 (
m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m, 4 H).
MS ESI/APCI Dual (0 ) : 667.3[M+H] *, 689.2[M+Na] ™*.

0Ooo0o0o0oo
0000000 tert-000 {2-[4-{4-[4-(2,6-0000000000000)I00O0
0D-1-00]00000-1-0030000)I0000-1-00]-2-0000003000
0Doo0o0oDoo0OoooOo
N-DOODOODOOOOOOOON-(tert-0100000000)-000000000000O
000000000000 000000000000000O0(98mg, quant)d 00 0 O
000000000000

TH-NMR (600 MHz, CDCl3) & 1.32 - 1.51 (m, 11 H), 1.55 - 1.98 (m, 6 H), 2.45 - 2.

62 (m, 4 H), 2.62 - 2.82 (m, 4 H), 2.91 (s, 3 H), 2.99 - 3.13 (m, 2 H), 3.38 - 3
.52 (m, 2 H), 3.76 - 4.06 (m, 5 H), 4.09 - 4.21 (m, 1 H), 4.45 - 4.58 (m, 1 H),

4.59 - 4.71 (m, 1 H), 7.43 - 7.48 (m, 2 H), 7.49 - 7.55 (m, 4 H), 7.65 (s, 2 H),
8.11 - 8.17 (m, 4 H).O OO O

MS ESI/APCI Dual (O ) : 709.3[M+H] *, 731.1[M+Na] ™*.

0000000 2-[4-{4-[4-(2,6-0000000000000)00000-1-00700
00D0-1-003}0000)I0000-1-00]-N-000-2-000000000

tert-0 00 [(S)-2-[4-({4-[4-(2.6-0 000000000000 )I0O000-1-00]7
00O000-1-0030000)I0000-1-00]-1-(C0000000)-2-0000
00]J0000O0000000¢tert-000 {2-[4-({4-[4-(2,6-0 0000000000
0D0)IODOO0DO0O0-1-00]00000-1-003}0000)00000-1-007-2-000
0003} OOODO0DO0DO0OO0O00D0O0000000000000000000000000
00000000 (234mg, 0.220mmol, 82%)0 00 D000 OO0O0O0OOODO0OO

TH-NMR (600 MHz, CDCl5) & 1.34 - 1.48 (m, 2 H), 1.60 - 1.96 (m, 6 H), 2.45 (s, 3
H), 2.47 - 2.63 (m, 4 H), 2.64 - 2.79 (m, 4 H), 2.99 - 3.12 (m, 2 H), 3.38 (s,

2 H), 3.41 - 3.50 (m, 2 H), 3.77 - 3.91 (m, 3 H), 3.91 - 4.01 (m, 1 H), 4.52 - 4
.61 (m, 1 H), 4.62 - 4.71 (m, 1 H), 7.44 - 7.49 (m, 2 H), 7.50 - 7.55 (m, 4 H),

7.65 (s, 2 H), 8.11 - 8.18 (m, 4 H).O0 OO O

MS ESI/APCI Dual (0 ) : 609.3[M+H] *.

0Ooo0o0o0oo

000000 ON-{2-[4-{4-[4-(2,6-0 00 0000000000)I0000-1-00 ]
00000-1-00300000)I0000-1-00]-2-0000003N-0000000
DoooooOoQO

(28)-2-0 0 0 -3-[4-({4-[4-(2,6-0 0 00000000000 )I0O0O00-1-00]00
00O0-1-003}0000)I0000-1-00]-3-0000000-1-000000002
-[4-({4-[4-(2,6-0 00 0000000000)O0000-1-00]00000-1-007%
00O000)I0O00OO0-1-00]-N-000-2-00000000000000000000
000000000000 000O0000O0000O0 (116mg, 0.178mmol, 85%)0 O O
0000000000 O0O000

10

20

30

40

50



(89) JP 2008-179621 A 2008.8.7

TH-NMR (600 MHz, CDCl3) & 1.33 - 1.48 (m, 2 H), 1.58 - 1.96 (m, 6 H), 2.14 (s,
3 H), 2.46 - 2.63 (m, 4 H), 2.64 - 2.82 (m, 4 H), 3.00 - 3.16 (m, 5 H), 3.39 - 3
.50 (m, 2 H), 3.76 - 3.91 (m, 3 H), 3.91 - 4.09 (m, 2 H), 4.36 - 4.45 (m, 1 H),
4.46 - 4.56 (m, 1 H), 4.60 - 4.69 (m, 1 H), 7.44 - 7.49 (m, 2 H), 7.49 - 7.55 (m
, 4 H), 7.63 - 7.67 (m, 2 H), 8.12 - 8.17 (m, 4 H).0 O OO

MS ESIZAPCI Dual (O ) : 651.3[M+H] *, 673.3[M+Na] *.

Ooo00Q0O0

0000000 2-[4-{4-[4-(2,6-0000000000000)I0000-1-00 700
000-1-0030000)I0000-1-00]-00000000-2-00000000
O
N-OOD0D0O0O0000000000C0O0O0O000000000000000000000
00000000000 00000000O0O (76mg, 0.119mmol, 44%)0 000 0 0 O O
0000000000

TH-NMR (600 MHz, CDCl3) & 1.33 - 1.49 (m, 2 H), 1.59 - 1.97 (m, 6 H), 2.29 (s,
6 H), 2.47 - 2.62 (m, 4 H), 2.63 - 2.77 (m, 4 H), 3.00 - 3.19 (m, 4 H), 3.41 - 3
.50 (m, 2 H), 3.78 - 3.90 (m, 2 H), 3.91 - 4.01 (m, 1 H), 4.11 - 4.20 (m, 1 H),

4.51 - 4.61 (m, 1 H), 4.62 - 4.70 (m, 1 H), 7.44 - 7.49 (m, 2 H), 7.49 - 7.54 (m
, 4 H), 7.63 - 7.66 (m, 2 H), 8.13 - 8.17 (m, 4 H).0 O OO

MS ESIZAPCI Dual (O ) : 623.3[M+H] *, 645.3[M+Na] *.

0000000 tert-000 {2-[4-({4-[4-(2,6-0000000000000)J000O
0-1-00]00000-1-00}0000)I0000-1-00]-2-000000300
Oooo0O00O000
N-OODOODDO0OO0D0DO0OOOOON-(tert-000000000)-000000000000
0000000000000 00000000000000 (187mg, 0.269mmol, 96%)0
Do0O0O0O0O0O0O0000000

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.50 (m, 11 H), 1.55 - 1.96 (m, 6 H), 2.47 - 2
.62 (m, 4 H), 2.65 - 2.84 (m, 4 H), 3.00 - 3.13 (m, 2 H), 3.41 - 3.50 (m, 2 H),
3.71 - 3.79 (m, 1 H), 3.81 - 3.89 (m, 2 H), 3.90 - 4.02 (m, 3 H), 4.45 - 4.56 (m
, 1 H), 4.60 - 4.69 (m, 1 H), 5.47 - 5.55 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.49 -
7.55 (m, 4 H), 7.62 - 7.67 (m, 2 H), 8.11 - 8.18 (m, 4 H).

MS ESIZAPCI Dual (0 ) : 695.3[M+H] *, 717.3[M+Na] *.

000000

0000000 2-[4-{4-[4-(2,6-0000000000000)I0000-1-00 7100
000-1-003¥0000)I0000-1-00]-2-00000000000

tert-0 0 0 [(1S)-2-[4-({4-[4-(2,6-0 00000000000 0)IO0000-1-00]7
00000-1-003}0000)I0000-1-00]7-1-(00000000)-2-0000
00]J00000000000 tert-000 {2-[4-({4-[4-(2,6-0 0000000000
OO0o)0O0O0O0D0-1-00]00000-1-003¥)0000)00000-1-00]-2-000
0003}y OO0O0O000000000000000000000000000000000
00000 (142mg, 0.239mmol, 89%)0 0 0000000000000 O0OOO

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.48 (m, 2 H), 1.55 - 1.96 (m, 6 H), 2.46 - 2.

61 (m, 4 H), 2.64 - 2.80 (m, 4 H), 2.98 - 3.11 (m, 2 H), 3.38 - 3.51 (m, 4 H), 3
.73 - 3.80 (m, 1 H), 3.80 - 3.90 (m, 2 H), 3.91 - 4.00 (m, 1 H), 4.51 - 4.60 (m,
1 H), 4.61 - 4.69 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.63 -

7.67 (m, 2 H), 8.11 - 8.17 (m, 4 H).

MS ESIZAPCI Dual (O ) : 595.3[M+H] *, 617.3[M+Na] *.

0000000 4-({4-[4-(2,6-0000000000000)00000-1-007]000
00-1-003}0000)I0000-1-00000000000000

00000000 001-(2,6-0000000000000)4-[1-(C0000 -4-000
0000)IO0D000-4-00]100000 (100mg, 0.186mmol)0 00 /0 /000 0 0 OO
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00 @O101D0O0 @.omDHODOD0O00O0DOOO @21img, 1.86mmmol)d O O O 3.0mi0 O
0000001000 0o00oi1o000200000000000000000000O0OD0OAO
000000000000 00000U00o0o00o0Do0oDo0o0o0oD0O0o0Do0DoDoooDoooao
goooboboooobooooooooTLCcCb bbb oo bo o bbb boooUobobooao
Oo00o00o@@oog, 0.034mmol, 19%) 0000 O0D0O0OOOODODOOOO0ORDO

TH-NMR (600 MHz, CDCl3) & 1.35 - 1.47 (m, 2 H), 1.67 - 1.96 (m, 6 H), 2.47 - 2.
61 (m, 4 H), 2.62 - 2.72 (m, 3 H), 2.87 - 2.94 (m, 2 H), 3.02 - 3.10 (m, 1 H), 3
.42 - 3.48 (m, 2 H), 3.81 - 3.88 (m, 2 H), 3.91 - 4.00 (m, 3 H), 4.39 - 4.44 (m,
2 H), 4.62 - 4.69 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.53 (m, 4 H), 7.63 -
7.66 (m, 2 H), 8.12 - 8.17 (m, 4 H).

MS ESI/APCI Dual (O ) : 581.3[M+H] *, 603.4[M+Na] ™.

gooobono

O00D0D0002-4-({4-[4-C,6-0 000000000000 IDOOOO-1-00100
ooo0-1-00yyo0gogoo)yooduoo-1-00d]-2-000000000D0GO
N-OO0Oooboooobboooboobboooobobuoooobboooobbooobbooao
000000000000 000@o8mg, 0.181mmol, 65%)0 0 0 000 0O0O0OOO0OO
0 ad

TH-NMR (600 MHz, CDCl3) & 1.33 - 1.48 (m, 2 H), 1.57 - 1.97 (m, 6 H), 2.45 - 2.
62 (m, 4 H), 2.64 - 2.72 (m, 2 H), 2.72 - 2.81 (m, 1 H), 2.83 - 2.91 (m, 1 H), 2
.97 - 3.12 (m, 2 H), 3.40 - 3.50 (m, 2 H), 3.52 - 3.68 (m, 2 H), 3.79 - 3.89 (m,
2 H), 3.89 - 3.98 (m, 1 H), 4.15 (dd, 2 H), 4.45 - 4.55 (m, 1 H), 4.60 - 4.69 (
m, 1 H), 7.44 - 7.48 (m, 2 H), 7.48 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.11 - 8.17
(m, 4 H).

MS ESI/APCI Dual (O ) : 596.3[M+H] *, 618.3[M+Na] ™.

000000 4-({4-[4-(2,6-0 000000000000 I0O00O0-1-007]000
-1-0 0¥ 0000)-N-O00000O00D0-1-00000000000
ooobooo1-,6-0 00000000 O0OODO)4-[1-(CO0O0O0DO-4-000
O)OOOODO-4-007]100000 @50mg, 0.279mmol)0 00000000000
amDO0D0DO0OO0OOO0O0ODOOOO0OQ@8mg, 0.83rmmo)D 0 0 00O O30OOO0OADO
0000000000000 0000D0D0D0DO0D0D0DO0D0DO000Do0D0DoDOoOooDoO0OoaOo
I I I T I 0 O A O N O B R B B B R O O W W A
OO000O0D0O0O0O@sedg, 0.167mmol, 96%)0 0 0 0000 O0OODODOOOODODOO

OoooooQgooao
OO0O0o0oooogod
OOoo0oooao

1H-NMR (600 MHz, CDCl3) & 1.33 - 1.47 (m, 2 H), 1.65 - 1.81 (m, 4 H), 1.81 - 1.
95 (m, 2 H), 2.46 - 2.59 (m, 4 H), 2.60 - 2.72 (m, 3 H), 2.76 - 2.88 (m, 5 H), 2
.99 - 3.11 (m, 1 H), 3.40 - 3.50 (m, 2 H), 3.79 - 3.90 (m, 2 H), 3.90 - 4.00 (m,
3 H), 4.39 - 4.46 (m, 1 H), 4.60 - 4.71 (m, 1 H), 7.43 - 7.48 (m, 2 H), 7.49 -
7.55 (m, 4 H), 7.65 (s, 2 H), 8.10 - 8.20 (m, 4 H).0 O OO

MS ESI/APCI Dual (O ) : 595.4[M+H] *, 617.3[M+Na] ™.

oooooao

0000000 tert-000 {3-[4-({4-[4-(2,6-0000000000000)0000
0-1-00jooooo-1-0O0yo00o0oO)dDOoDOoOOo-1-00]-3-000000073O
Oooon
N-ODODOO0ODDDOOODODOON-(eert-00000000O0DO0)-0000000O00O0DDOGO
000000 o0ooDoDoDo0oo0ooDoo0oo0ooDoDoOoo0oo0DOoagda8d8mg, 0.265mmol, 95%)0
oodooboboooooooon

1H-NMR (600 MHz, CDCIZ) & 1.33 - 1.50 (m, 11 H), 1.56 - 1.98 (m, 6 H), 2.45 - 2
.62 (m, 6 H), 2.64 - 2.77 (m, 4 H), 2.99 - 3.11 (m, 2 H), 3.36 - 3.50 (m, 4 H),
3.80 - 3.91 (m, 3 H), 3.91 - 4.01 (m, 1 H), 4.50 - 4.60 (m, 1 H), 4.61 - 4.71 (m
, 1H), 5.25 - 5.34 (m, 1 H), 7.43 - 7.49 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (
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s, 2 H), 8.12 - 8.17 (m, 4 H).

MS ESIZAPCI Dual (O ) : 709.4[M+H] *.

O0oo0O0O0O

0000000 3-[4-{4-[4-(2,6-0000000000000)I0000-1-00700
000-1-0030000)I0000-1-0071-3-0000000-1-000

tert-0 0 0 [(1S)-2-[4-({4-[4-(2,6-0 000000000000 )IO0000-1-00]
00000-1-003}0000)I0000-1-007-1-(00000000)-2-0000
00]J00C0O0O0O000000tert-000 {3-[4-{4-[4-(2,6-0 0000000000
00)0O0OO0OO0D0-1-00]00000-1-003)0000)00000-1-007-3-000
0000} OOODODO0O0O0D0DDOOO0O0O0O0OO0O0000000000000000000
000000 (131mg, 0.215mmol, 81%)0 0 0000 O0O00C0O0O0O0OCOO0O0O

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.47 (m, 2 H), 1.51 - 2.03 (m, 6 H), 2.42 - 2.

62 (m, 6 H), 2.64 - 2.77 (m, 4 H), 2.94 - 3.11 (m, 4 H), 3.40 - 3.50 (m, 2 H), 3
.80 - 3.88 (m, 2 H), 3.89 - 4.00 (m, 2 H), 4.54 - 4.62 (m, 1 H), 4.62 - 4.70 (m,
1 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.12 - 8.17 (m
, 4 H).

MS ESI/APCI Dual (O ) : 609.3[M+H] *.

0000000000000 000000000O0000000000000000000
000000 O00000000
00000OD0D01-(2,6-0000000000000)-4-{1-[(A1-000000C0CO0000
-4-00)00000]100000-4-003 0000

MS APCI (+) : 608.4[M+H] ™.

0000000 1-(A-{[1-(2,2-0000000000)I0000-4-00]0000 03}
0000-4-00)-4-(2,6-0000000000C000)IO0000

TH-NMR (600 MHz, CDCl;) & 1.28 (s, 9 H), 1.35 - 1.48 (m, 2 H), 1.66 - 1.80 (m,

4 H), 1.82 - 1.95 (m, 2 H), 2.47 - 2.62 (m, 4 H), 2.64 - 2.78 (m, 3 H), 2.82 - 2
.93 (m, 2 H), 3.02 - 3.10 (m, 1 H), 3.40 - 3.50 (m, 2 H), 3.80 - 3.90 (m, 2 H),

3.93 - 4.01 (m, 1 H), 4.38 - 4.47 (m, 2 H), 4.62 - 4.71 (m, 1 H), 7.45 - 7.48 (m
, 2 H), 7.50 - 7.53 (m, 4 H), 7.65 (s, 2 H), 8.13 - 8.16 (m, 4 H).0 0 O O

MS APCI (O ) : 622.4[M+H] *, 644.3[M+Na] *.

Ooo0oQ0oO

0000000 1-A-{[1-(000000000000)I0000-4-0070000073%
0000-4-00)-4-(2,6-0000000000000)IO0000

TH-NMR (600 MHz, CDCl;) & 0.72 - 0.77 (m, 2 H), 0.92 - 1.02 (m, 2 H), 1.23 - 1.

78 (m, 6 H), 1.83 - 1.95 (m, 3 H), 2.48 - 2.62 (m, 4 H), 2.65 - 2.78 (m, 4 H), 3
.03 - 3.21 (m, 2 H), 3.44 - 3.48 (m, 2 H), 3.81 - 3.89 (m, 2 H), 3.95 - 4.01 (m,
1 H), 4.23 - 4.30 (m, 1 H), 4.53 - 4.61 (m, 1 H), 4.63 - 4.70 (m, 1 H), 7.45 -

7.53 (m, 6 H), 7.65 (s, 2 H), 8.13 - 8.16 (m, 4 H).

MS APCI (O ) : 606.4[M+H] ™.

0000000 1-A-{[1-(00000000000)I0000-4-00]00000300
000-4-00)-4-(2,6-0000000000000)I00000000

TH-NMR (600 MHz, CDCl3) & 1.34 - 1.47 (m, 2 H), 1.56 - 1.99 (m, 8 H), 2.08 - 2.
19 (m, 2 H), 2.30 - 2.38 (m, 2 H), 2.47 - 2.60 (m, 4 H), 2.63 - 2.73 (m, 4 H), 2
.93 - 3.09 (m, 2 H),03.21 - 3.28 (m, 1 H), 3.42 - 3.48 (m, 2 H), 3.73 - 3.80 (m
, 1 H), 3.81 - 3.89 (m, 2 H), 3.92 - 3.99 (m, 1 H), 4.53 - 4.60 (m, 1 H), 4.62 -
4.69 (m, 1 H), 7.44 - 7.53 (m, 6 H), 7.65 (s, 2 H), 8.13 - 8.16 (m, 4 H).

MS APCI (O ) : 620.4[M+H] ™.

0000000 1-QA-{[1-(000000000000)I0000-4-0070000 073
0000-4-00)-4-(2,6-0000000000000)IO0000

TH-NMR (600 MHz, CDCl3) & 1.19 - 1.95 (m, 19 H), 2.42 - 2.75 (m, 8 H), 3.01 - 3.
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10 (m, 2 H), 3.41 - 3.49 (m, 2 H), 3.80 - 3.90 (m, 2 H), 3.93 - 4.01 (m, 2 H), 4
.57 - 4.69 (m, 2 H), 7.44 - 7.54 (m, 6 H), 7.65 (s, 2 H), 8.13 - 8.16 (m, 4 H).

MS APCI (O ) : 648.5[M+H] ™.

OoooQoO

000000 04-{4-[4-(2,6-0000000000000)I0000-1-007]000

00-1-003 0000)N-000000O00OD0-1-0000000

TH-NMR (600 MHz, CDCl3) & 1.35 - 1.49 (m, 2 H), 1.72 - 1.96 (m, 6 H), 2.47 - 2.

63 (m, 4 H), 2.65 - 2.75 (m, 3 H), 2.95 - 3.02 (m, 2 H), 3.03 - 3.12 (m, 1 H), 3
.40 - 3.49 (m, 2 H), 3.80 - 3.89 (m, 2 H), 3.93 - 4.01 (m, 1 H), 4.05 - 4.12 (m,
2 H), 4.63 - 4.70 (m, 1 H), 6.35 (s, 1 H), 7.01 - 7.05 (m, 1 H), 7.25 - 7.30 (m
, 2 H), 7.32 - 7.35 (m, 2 H), 7.45 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (

s, 2 H), 8.13 - 8.17 (m, 4 H).0 O O OO

MS APCI (O ) : 657.3[M+H] ™.

000000 04-{4-[4-(2,6-0000000000000)I0000-1-007000
00-1-003)0000)-0000000000000-1-0000000

TH-NMR (600 MHz, CDCl3) & 1.35 - 1.47 (m, 2 H), 1.73 - 1.94 (m, 6 H), 2.47 - 2.

62 (m, 5 H), 2.65 - 2.72 (m, 2 H), 2.81 (s, 6 H), 2.82 - 2.89 (m, 2 H), 3.02 - 3
.09 (m, 1 H), 3.42 - 3.48 (m, 2 H), 3.66 - 3.72 (m, 2 H), 3.81 - 3.89 (m, 2 H),

3.90 - 3.96 (m, 1 H), 4.63 - 4.69 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.54 (m
, 4H), 7.65 (s, 2 H), 8.13 - 8.16 (m, 4 H).0 OO OO OO

MS APCI (O ) : 645.3[M+H] *, 667.1[M+Na]™.
00000001-(2,6-0000000000000)-4-(A-{[1-(CO00000GC0Q-5-0
000000)I0000-4-00]10000030000-4-00)00000

TH-NMR (600 MHz, CDCl3) & 1.35 - 1.49 (m, 2 H), 1.75 - 1.96 (m, 6 H), 2.47 - 2.

63 (m, 4 H), 2.65 - 2.72 (m, 2 H), 2.80 - 2.86 (m, 1 H), 2.97 - 3.12 (m, 2 H), 3
.23 - 3.31 (m, 1 H), 3.41 - 3.50 (m, 2 H), 3.81 - 3.90 (m, 2 H), 3.93 - 4.00 (m,
1 H), 4.16 - 4.23 (m, 1 H), 4.54 - 4.62 (m, 1 H), 4.63 - 4.69 (m, 1 H), 6.75 (d
, J=1.83 Hz, 1 H), 7.45 - 7.48 (m, 2 H), 7.50 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.
13 - 8.17 (m, 4 H), 8.31 (d, J=1.83 Hz, 1 H).O O

MS APCI (O ) : 633.4[M+H] *, 655.3[M+Na]™.

Ooo0oQ0oO
00000001-(2,6-0000000000000)4-{1-[(A1-000000CCO0O000
00-4-00)00000]100000-4-0030 0000

TH-NMR (600 MHz, CDCl3;) & 1.34 - 1.48 (m, 2 H), 1.61 - 1.68 (m, 1 H), 1.75 - 1.

96 (m, 5 H), 2.46 - 2.63 (m, 4 H), 2.64 - 2.73 (m, 2 H), 2.76 - 2.84 (m, 1 H), 2
.90 - 2.98 (m, 1 H), 3.02 - 3.12 (m, 2 H), 3.41 - 3.49 (m, 2 H), 3.66 - 3.73 (m,
1 H), 3.80 - 3.89 (m, 2 H), 3.92 - 3.99 (m, 1 H), 4.62 - 4.70 (m, 2 H), 7.27 -

7.29 (m, 2 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.13 -
8.16 (m, 4 H), 8.68 - 8.70 (m, 2 H).0 OO ODOODOOODO

MS APCI (O ) : 643.3[M+H] ™.

000000 04-{4-[4-(2,6-0000000000000)I0000-1-007000
00-1-003)0000)N-00000Q0Q0O0-1-0000000

TH-NMR (600 MHz, CDCl3) & 1.14 (t, J=7.11 Hz, 3 H), 1.35 - 1.48 (m, 2 H), 1.66
- 1.81 (m, 4 H), 1.82 - 1.94 (m, 2 H), 2.46 - 2.73 (m, 7 H), 2.80 - 2.88 (m, 2 H

), 3.01 - 3.09 (m, 1 H), 3.23 - 3.30 (m, 2 H), 3.41 - 3.49 (m, 2 H), 3.80 - 3.89
(m, 2 H), 3.92 - 4.00 (m, 3 H), 4.34 - 4.40 (m, 1 H), 4.62 - 4.69 (m, 1 H),7.45
- 7.48 (m, 2 H), 7.49 - 7.53 (m, 4 H), 7.65 (s, 2 H) 8.13 - 8.16 (m, 4 H).

MS APCI (O ) : 609.5[M+H]*, 631.4[M+Na]™.
00000001-(2,6-0000000000000)-4-(A-{[1-(2-0000)0 0000
-4-00]0000030000-4-00)00000
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TH-NMR (600 MHz, CDCl3) & 1.35 - 1.49 (m, 2 H), 1.73 - 1.97 (m, 6 H), 2.46 - 2.6
3 (m, 4 H), 2.64 - 2.74 (m, 2 H), 2.76 - 2.83 (m, 1 H), 2.98 - 3.15 (m, 3 H), 3.

40 - 3.51 (m, 2 H), 3.79 - 3.91 (m, 2 H), 3.93 - 4.03 (m, 1 H), 4.44 - 4.60 (m,
2 H), 4.63 - 4.70 (m, 1 H), 6.47 (dd, J=3.67, 1.83 Hz, 1 H), 6.95 - 6.97 (m, 1 H

), 7.44 - 7.49 (m, 3 H), 7.49 - 7.54 (m, 4 H), 7.65 (s, 2 H), 8.13 - 8.17 (m, 4
H).O O

MS APCI (O ) : 632.4[M+H]™.

0Dooooo
00000001-(,6-0000000000000)4-QA-{[1-(C0O000-1-0000
00O0)I0O0O0D0-4-00]1000003O0000-4-00)00000O

TH-NMR (600 MHz, CDCl3) & 1.35 - 1.48 (m, 2 H), 1.66 - 1.72 (m, 2 H), 1.73 - 1.

94 (m, 8 H), 2.48 - 2.60 (m, 4 H), 2.60 - 2.79 (m, 5 H), 3.01 - 3.09 (m, 1 H), 3
.32 - 3.39 (m, 4 H), 3.42 - 3.49 (m, 2 H), 3.74 - 3.89 (m, 4 H), 3.93 - 4.01 (m,
1 H), 4.63 - 4.71 (m, 1 H), 7.44 - 7.48 (m, 2 H), 7.49 - 7.53 (m, 4 H), 7.65 (s
, 2 H), 8.13 - 8.16 (m, 4 H).

MS APCI (O ) : 635.4[M+H]™, 657.4[M+Na] *.

0000000000000 0OO00D00OO0ODN0DO0OO0ONONO0DOONONODOODONOoOoOoNOooooaO
DoO00O0O0O0O0O0O0O0O00

0000000 1-(A-000000000-4-00)-4-(2,6-0000000000000)
Doooooooao

MS APCI (O ) : 469.4[M+H] ™.
00000001-(,6-0000000000000)4-[1-(00000000-5-000
0D0O00)I0O0O0D0-4-00]00000

MS APCI (O ) : 522.4[M+H] ™.

0000000000 {4-[4-(.6-0000000000000)I0O000-1-007]0
00O00-1-00}O0O0OO0)IOoO0oO0DO0oDoO0a0o

MS APCI (O ) : 527.4[M+H] ™.
000000D01-(,6-0000000000000)4-[1-(3-00000000)000
00-4-00]000000

MS APCI (O ) : 545.4[M+H] ™.

0Ooo0o0o0oo

00000001-(,6-0000000000000)-4-{1-[(4-000 -1,2,3-0000
00O0-5-00)I0000]00000-4-003} 0000000000

MS APCI (O ) : 553.3[M+H] ™.
000000D01-(,6-0000000000000)4-[1-(3-0000000000)0
00O00-4-00]1000000000000

MS APCI (O ) : 559.4[M+H] ™.

000000D04-0000000 4-[4-(2,6-0000000000000)IO0000-1

-00]00000-1-000000000000

MS APCI (O ) : 561.4[M+H] ™.
00000005--{4-[4-(2,6-0000000000000)I0000-1-007]00
00D0-1-003}-2-000000)I000000-2,4-0000000

MS APCI (O ) : 567.4[M+H] ™.

00000001-(2,6-0000000000000)4-(A-00000000000 -4-

0o0)IO0DO0DOODO0O0OO

MS APCI (O ) : 483.4[M+H] ™.

00000001-(2,6-0000000000000)4-[1-(3-00000000)000

00-4-00]000000

MS APCI (O ) : 511.4[M+H] ™.

0000000 1-[A-(000000000000)00000-4-00]-4-(2,6-0000
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00000000 0)0000O0O000O0O00

MS APCI (O ) : 523.4[M+H] ™.

0DoO0o00oo

0000000000 3-{4-[4-(2,6-0000000000000)IO0000-1-00 ]
00O00D0-1-003-3-000000000000

MS APCI (O ) : 527.4[M+H] ™.

0000000 1-({4-[4-(2,6-0000000000000)I0000-1-00]000
00-1-0030000)I000000-2-0000

MS APCI (O ) : 539.4[M+H] ™.
00000001-(2,6-0000000000000)4-[1-(4-00000000)000
00-4-00]000000

MS APCI (O ) : 545.4[M+H] ™.
00000001-(2,6-0000000000000)4-{1-[(4-0000000030-1-0
0D)IO0O0O0O0]00000-4-003} 0000000

MS APCI (O ) : 553.4[M+H] ™.

0Doo0Oo0oo
00000001-(2,6-0000000000000)4-[1-4-00000000)000
00-4-00]000000

MS APCI (O ) : 559.4[M+H] ™.
000000O01-(2,6-000000
00)I0DO0OO0O0-4-00]100000
MS APCI (O ) : 563.4[M+H] ™.
000000 O01-(2,6-000000
0O0)I0D0OO0O0-4-00]100000
MS APCI (O ) : 567.5[M+H] ™.
00000001-(,6-0000000000000)4-[1-@-000000000)00
00D0-4-00]00000

MS APCI (O ) : 573.4[M+H] ™.
0000000 1-{1-[(4-000 00
0000000000 )IOO0O0O0
MS APCI (O ) : 579.4[M+H] ™.
0Doo0ooo

0000000000 4-[4-(2,6-0
00D0-1-000000000000
MS APCI (O ) : 485.4[M+H] ™.
00000001-(,6-0000000000000)4-(A-00000000000 -4-
Do)I0DO0DCOODO0O0OO

MS APCI (O ) : 511.4[M+H] ™.
000000 O01-(2.6-000000
0D)I0O000-4-00]000000
MS APCI (O ) : 524_4[M+H] ™.
00000001-(2,6-0000000000000)4-(A-00000000000-4-
00)I0O0OO0O0O0O0O0O

MS APCI (O ) : 539.5[M+H] ™.
000000D01-(2,6-0000000000000)4-[1-(00000000)IO000O
0-4-00]000000

MS APCI (O ) : 545.4[M+H] ™.
00000001-(2,6-0000000000000)4-(A-00000000000 -4-
0o)I00OOODO0O0O0O

MS APCI (O ) : 553.5[M+H] ™.

O
O
O
O

000)-4-[1-(83-0000-4-000000

O
O
O
O

O
O
O
O

000 )-4-[1-(3,5,5-0 00000000
O

O
O
O
O

|
|

IOOD]0OO00OO-4-003-4-(2,6-000
000

|
O

O
O
O
O
O
O

ooboooo)oooooD-1-00100

O
O
O

OJ
O
OJ
O
O
O

0)-4-[1-(00000-1-000000

O
O
O
O
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Dooo0QoO
0000000 1-[1-(2,3-000000000)300000-4-001-4-(2,6-00000
00000000 )IO0000

MS APCI (O ) : 559.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(4-0000-3-000000
0o0)I0O0OO0D0-4-00]1000000000

MS APCI (O ) : 563.4[M+H] ™.
00000001-(2,6-0000000000000)4-(1-00000000CGC0Q0-4-0
O)YoooOOoOO0O0O00

MS APCI (O ) : 567.5[M+H] ™.
00000001-(2,6-0000000000000)4-[1-(00000000C)IO00
00-4-00]000000

MS APCI (O ) : 573.4[M+H] ™.

0000000 1-[1-(000000000000)I0000-4-001-4-(2,6-00 00
00000000 0)I0O0O0DODODOOOOOO

MS APCI (O ) : 495.4[M+H] ™.
00000001-(2,6-0000000000000)4-(1-000000000Q00 -4-
Oo)00O0O0O0O0000

MS APCI (O ) : 525.5[M+H] ™.

O0oo0O0O0O

0000000000 4-{4-[4-(2,6-0000000000000)I0000-1-00 7]
00000-1-003-4-000000000

MS APCI (O ) : 541.4[M+H] ™.

00000000000 4-[4-(2,6-0000000000000)00000-1-00 10
0000-1-00000000000000

MS APCI (O ) : 547.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(2-00000000C00)0
0000-4-00]1000000000000

MS APCI (O ) : 553.5[M+H] ™.

0000000 1-[1-(8,4-000000000)I00000-4-0071-4-(2,6-00000
00000000 )IO0O0O00

MS APCI (O ) : 559.4[M+H] ™.

0000000 1-[1-(2-00000000)00000-4-007-4-(2,6-0000000
Ooo0000)DO0O0O0O0O00

MS APCI (O ) : 566.4[M+H] ™.

000000
0O0000001-(2,6-0000000000000)4-[1-(0000-3-0000000
YJOoOoOo-4-00]1000000C00000

MS APCI (O ) : 532.4[M+H] ™.

0000000 1-[1-(2,3-00000-4-00000000)I10000-4-00 ]-4-(2,6-
0000000000000 )I00D0O0O0OO0O0O0O

MS APCI (O ) : 581.4[M+H] ™.
000000D01-(2,6-0000000000000)-4-(1-00000000000 -4-
Oo)0O0O0O0O0O0O000

MS APCI (O ) : 497.4[M+H] ™.

0000000000 {4-[4-(2,6-0000000000000)I0000-1-007]0
0000-1-00X000)I00000000

MS APCI (O ) : 513.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(2-00000000)000
00-4-00]000000
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MS APCI (O ) : 525.5[M+H] ™.

0000000000 3-{4-[4-R,6-0 0000000000000 000-1-007
00000-1-003-3-000000000000

MS APCI (O ) : 541.4[M+H]+.
00000001-R,6-0000000000000)-4-[1-2-000000000)00
000-4-00]100000

MS APCI (0 ) : 549.4[M+H] ™.

0oooooao
00000001-R,6-0000000000000)-4-[1-2-000000000)00
000-4-00]100000 10
MS APCI (O ) : 553.5[M+H] ™.
00000001-R,6-0000000000000)-4-[1-B3-000000000)Y0D0
000-4-00]100000

MS APCI (O ) : 561.4[M+H] ™.

0000000 1-1-GB-00000000)I0000-4-007-4-R,6-0000000
000000000000

MS APCI (O ) : 566.3[M+H] ™.

0000000 1-R,6-0000000000000)4-(1-0000000000000
-4-00)0000000

MS APCI (O ) : 532.4[M+H] ™. 20
0000000 1-R,6-0000000000000)-4-A-G@-000000000)I0
000-4-00]100000

MS APCI (O ) : 575.4[M+H] ™.

0ooooo

0000000 1-[1-R,6-00000-3-00000000)00000-4-007-4-(2,6-
000000000000 0)I00D0000000

MS APCI (O ) : 581.4[M+H] ™.

0000000 1--000000000-4-00)4-,6-0000000000000)
ooooooooan

MS APCI (O ) : 497.4[M+H] ™. 30
00000000000 4-[4-R,6-0000000000000)00000-1-0070
0000-1-00000000000000

MS APCI (O ) : 513.4[M+H] ™.
00000001-[A-@@,3-000000000)00000-4-007-4-(2,6-00000
0o0oo0o00oDO0oO0oo0)ydoooao

MS APCI (O ) : 525.5[M+H] ™.

0000000 2-({4-[4-,6-0000000000000D)ID0D0OO0O0O=-1-007000
00-1-00Y0000)oO0O0O00DO0O00O00

MS APCI (O ) : 533.4[M+H] ™.

00000002,2-00000000 4-[4-(R,6-0000000000000)YI000 40
0-1-00]00000-1-0000000000

MS APCI (O ) : 541.5[M+H] ™.

000000

0000000 1-[1-2,5-0000-3-0000)0000-4-007-4-,6-00000
0o0oo00D0oDO0O0O0)doooao

MS APCI (O ) : 549.4[M+H] ™.

0000000000 5-{4-[4-2,6-0000000000000)0000-1-007
00000 -1-0035-000000000000

MS APCI (O ) : 555.4[M+H] ™.
00000001-R,6-0000000000000)4-[1-(4-000000000)00 50
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000-4-007100000

MS APCI (O ) : 561.4[M+H] ™.
000000D01-(2,6-0000000000000)-4-[1-(5-0
000-4-007]00000

MS APCI (O ) : 566.4[M+H] ™.

000000
0O0000001-(2,6-0000000000000)4-[1-(00
I O0DOODDO-4-00]100000000000

MS APCI (O ) : 532.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(1-0
-00]0o0o0o0o0ooao

MS APCI (O ) : 581.4[M+H] ™.

000000 D04-[4-(2,6-0000000000000)I0000
OD00000O000-1-000000000000¢0

MS APCI (O ) : 498.4[M+H] ™.

0000000000000 4-[4-(2,6-00000000000
0D]J00000-1-00000000000000

MS APCI (O ) : 513.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(2-0
000-4-00]00000

MS APCI (O ) : 525.5[M+H] ™.

OooooQooO

O

O

O

O

O-2-0000)00

ug-2-0000000

oooH)ooooo-4

-1-00]1- 0000

OoH)>ooooo-1-0O

ocoooooo)ood

000000D01-(2,6-0000000000000)4-{1-[(2-00000000)10

00]J00000-4-003} 000000000
MS ESI (O ) : 543.4[M+H] ™.

cooocooo1-{1-[@a.3-00o0oobD-1w-0DO00DO00-5-00H)00C0O0O00]J000D0OO0O-4-

oo0}y4-,6-0000D0O00O00O00O0OOOHYOO0OOODDODODDDOOOO

MS APCI (O ) : 549.4[M+H] *.

ocooocoooooD 4-{4-14-.6-0000000000O00O0DODYOIODOODO-2-00O1

00000-1-003-4-000000000
MS APCI (O ) : 555.4[M+H] ™.

ocooocooo0i1-e.6e-00000000DOOCDOO)4-[1-(bbOobbOOooDOo)H)YOooOo

00-4-00]000000
MS APCI (O ) : 561.4[M+H] ™.

ocooocooo0i1-[1-.3-00b0oooooog)H)ooonD-4-0017-4-(,6-0000

000000000)I00000000000
MS APCI (O ) : 567.4[M+H] ™.

ocooocooo01-e,e-0000000O0DOOCOO)4-[1-@-CODO0boOOoopDOoHYODoDO

00-4-00]000000
MS APCI (O ) : 576.4[M+H] ™.

oooobbOb0i1-,6e-00000000O0OCDDOO))4-1-(2-0CODDOHYOODDO-4

-00]00O000000
MS APCI (O ) : 581.4[M+H] ™.
OooooQoO

ocooocoooooDnD 4-4-.e-0000O00D0DO0ODOODOHYYOIOQODODOD-2-0ODO01]10O

000-1-000000000000000
MS APCI (O ) : 499.4[M+H] ™.

ocoooooo0i1-,6e-00000D0D0O0DOOCOO)-4-[1-(2-CO0O0O0HYDOODDOO-4-

00D]joo0O0O0O00000
MS APCI (O ) : 521.4[M+H] ™.
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000000 04-[4-(2,6-0000000000000)I0000-1-007]-0000
00000000 0-1-000000000000

MS APCI (O ) : 526.5[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(2-00000000C0)YI0O
000-4-00]00000

MS APCI (O ) : 537.4[M+H] ™.

Ooo00Q0O0
00000001-(2,6-0000000000000)-4-[1-(2-00000000C)Y100
00-4-00]000000

MS APCI (O ) : 545.4[M+H] ™.
Dooo0O0O0O01-{1-[38,5-000000000000-4-00)0000]0000GC0 -4
-003}4-(2,6-0000000000000)I000000000OO

MS APCI (O ) : 550.4[M+H] ™.
00000001-[1-(8,5-000000000)J00000-4-00]1-4-(2,6-00 000
Doo0D00000)IO0O000

MS APCI (O ) : 559.4[M+H] ™.
0O0000001-(2,6-0000000000000)-4-[1-(2-000000000)YI0O
000-4-007]00000

MS APCI (O ) : 561.4[M+H] ™.

0000000 1-[1-(2,6-0000000000)J0000-4-00 ]-4-(2,6-00 00
00000000 O0)I0O0O0DODODOOOOOO

MS APCI (O ) : 567.4[M+H] ™.

000000

0000000000 6-{4-[4-(2,6-0000000000000)I0000-1-007
00000 -1-003}6-000000000000

MS APCI (O ) : 569.5[M+H] ™.
0O0000001-(2,6-0000000000000)-4-[1-(2-00000000)YJ00
00-4-00]000000

MS APCI (O ) : 576.4[M+H] ™.
00000O0D01-(1-0000000000-4-00)-4-(2,6-000000000000
O)YoOOOOoOOoOOoO

MS APCI (O ) : 581.5[M+H] ™.

0000000 1-[1-(2-000-6-0000-3-00000000)I0000-4-00 ]-4-
(2,6-0000000000000)I000000

MS APCI (O ) : 599.4[M+H] ™.

000000040 00000000)IO00 4-[4-(2,6-000000000000
O)0OOOO0O-1-00]100000-1-00000000

MS APCI (O ) : 605.4[M+H] ™.
00000001-(2,6-0000000000000)-4-{1-[2-(00000000C0O)
00000]00000-4-003} 00000000

MS APCI (O ) : 615.4[M+H] ™.

Oooo0QooO

0000000 1-A-{[1-@-0000000)0000000]000003¥ 0000 -4-
00)-4-(2,6-0000000000000)I0000000000

MS APCI (O ) : 633.5[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(2,4,6-000000000
00)IO0OO0OO0D0-4-00]0000000000

MS APCI (O ) : 585.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(2-00000000C00)0
0000-4-00]000000000000
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MS APCI (O ) : 589.5[M+H] ™.
0000000 1-{1-[(3-tert-0 00 -1-000-1H-00000-5-00)000007]00
000-4-003}4-(2,6-0000000000000)I00000000

MS APCI (O ) : 591.5[M+H] ™.
00O0O0O00O01-[1-(6-000-2-0000-3-00000000)00000-4-00 ]-4-
(2,6-0000000000000)IO0O0OO00O0

MS APCI (O ) : 599.4[M+H] ™.

0Dooooo
00000001-(,6-0000000000000)4-{1-[4(00O00000000)
00000 ]J00000-4-003 00000000

MS APCI (O ) : 615.4[M+H] ™.

0000000 1-{1-[5-4-0000000)-2-000-3-0000]00000-4-00 }-
4-(2,6-0 0 00000000000)I00O000O0

MS APCI (O ) : 645.4[M+H] ™.
00000001-(,6-0000000000000)-4-[1-(2.3,6-000000000
00)IOD0OO0O0-4-00]10000000000

MS APCI (O ) : 585.4[M+H] ™.
000000D01-(,6-0000000000000)4-[1-(4-0000000000)0
00O00-4-00]1000000000000

MS APCI (O ) : 589.5[M+H] ™.

0000000300000 000)I000 4-[4-(2,6-0000000000000
0D)DO0O00OD0-1-00]00000-1-00000000

MS APCI (O ) : 615.4[M+H] ™.

0Ooo0o0o0oo

0000000 1-{1-[5-(3.5-0 0 0000000)-2-0000]100000-4-00 }-4-(
2,6-0000000000000)I00000O00O0

MS APCI (O ) : 681.4[M+H] ™.

000000 04-({4-[4-(2,6-0000000000000)IO0000-1-00]000
00-1-0030000)I0000-1-00000000000000

MS APCI (O ) : 566.4[M+H] ™.

0000000 1-{1-[(3S,55,78)-1-0 0 0000000001000 00 -4-00 }-4-(2,
6-0000000000000)I0O0000000

MS APCI (O ) : 589.5[M+H] ™.

000000 D01-(2,6-0000000000
00O00]l00O000-4-003 000000
MS APCI (O ) : 599.4[M+H] ™.
0000000 1-A-(00000-4-0000
0000000000 )IO0OOOOOOOO
MS APCI (O ) : 607.5[M+H] ™.
0000000 1-{1-[(3-000-2-0000)00000]00000 -4-00 }-4-(2,6-0
000000000000 )I0OO0O0O0O0OOODOD0DO

MS APCI (O ) : 615.3[M+H] ™.

0OoO0O0o0o

0000000 1-A-{[1-4-0000000)5(O00000000)-1H-00000 -4
-00]1000003¥WO0000-4-00)-4-(2,6-0000000000000)I00000O
MS APCI (O ) : 699.4[M+H] ™.
00000001-(2,6-0000000000000)4-[1-(4-000-3-0000000
0)DO0O0DO0DO0-4-00]0000000000

MS APCI (O ) : 590.4[M+H] ™.

0000000 1-{1-[(4-00000000)0000]100000

O
O

0)-4-{1-[3-(0 00000000 )0

O
O

O
O

0)0OODODO-4-001-4-(2,6-00 0

O

O

4-0 0 }-4-(2,6-0 O

10

20

30

40

50



(100) JP 2008-179621 A 2008.8.7

00000000000 )IODOO0ODOOOOO0O

MS APCI (O ) : 595.4[M+H] ™.
00000001-(2,6-0000000000000)4-{1-[4-(00000000O00)0
00O00]l00000-4-003 00000000

MS APCI (O ) : 599.4[M+H] ™.
00O000003-{4-[4-(2,6-0000000000000)I0000-1-00]000
00-1-003)0000)I0000000000

MS APCI (O ) : 556.4[M+H] ™.

0Dooooo

0000000 1-[1-@-tert-0 0000 O000)IO0000 -4-00 ]-4-(2,6-0000 0O
00000000 )O0O0O00

MS APCI (O ) : 587.5[M+H] ™.

0000000 1-[1-(3,4-0000000000)10000-4-00]-4-(2,6-0000
00000000 0)0000D0O0O0O0O0O00

MS APCI (O ) : 591.5[M+H] ™.

00O0O000O02-0000 4-[4-(2,6-0000000000000)00000-1-00 ]
0000D0-1-00000000000000

MS APCI (O ) : 597.4[M+H] ™.
00000001-(,6-0000000000000)4-[1-@-000000000)00
00O0-4-00]00000

MS APCI (O ) : 601.5[M+H] ™.
00000001-(,6-0000000000000)4-{1-[(5-000-2-00 00 -2H-1
,2,3-000000-4-00)00000]00000-4-003}10000000

MS APCI (O ) : 612.5[M+H] ™.
00O000001-(,6-0000000000000)4-{1-[4-(0000000)I0OO0
00]J00000-4-003}000000000

MS APCI (O ) : 617.5[M+H] ™.

0Doo0o00oo
00000004-[4-(2,6-0000000000000)I0O000-1-00]-0000
00000000000 O0-1-00000000000

MS APCI (O ) : 554.5[M+H] ™.

000000 ON--{4-[4-(2,6-0000000000000)I0000-1-00]100
00O0-1-003}2-000000)I0000000

MS APCI (O ) : 588.5[M+H] ™.

0000000 1-[1-(2.4-0000000000)00000-4-00]-4-(2,6-0000
000000O000)0000O0000O0O00

MS APCI (O ) : 591.5[M+H] ™.

0DooOooDoo0ooo 7-{4-[4-(2,6-0000000000000)I0000-1-00 ]
00O0O00-1-003-7-0000000000000

MS APCI (O ) : 597.5[M+H] ™.
00000001-(2,6-0000000000000)4-{1-[5-000-2-(000000
00D0)3-0000]00000-4-0030 0000

MS APCI (O ) : 603.4[M+H] ™.
000000D01-(2,6-0000000000000)4-Q-{[2-000-6-(CO0O00C0C
00O0)I0O0O0-3-00]000003O0000-4-00)00000C

MS APCI (O ) : 614.4[M+H] ™.

0DoO0o00oo
000000D01-(2,6-0000000000000)4-[1-(4-000000000)00
00O0-4-00]00000

MS APCI (O ) : 629.6[M+H] ™.
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000000 04-[4-(2,6-0000000000000)I0000-1-007]-N-000-N
-000000000-1-00000000000

MS APCI (O ) : 560.5[M+H] ™.

0000000000 4-{4-[4-(,6-0000000000000)I0000-1-007
00000-1-003)0000)I00000000

MS APCI (O ) : 589.4[M+H] ™.

0000000 1-[1-G-tert-0 00 -2-0 00 -3-0000)J 0000 -4-00 ]-4-(2,6-
00000000000 00) 000000000

MS APCI (O ) : 591.5[M+H] ™.

OooooQooO0

0000000000 8{4-[4-(2,6-0000000000000)I0000-1-007]
00000-1-003}8-000000000000

MS APCI (O ) : 597.5[M+H]+.

0000000 1-[1-4-000000000)00000-4-007-4-(2,6-000000
Doo00000)dO0O0O000

MS APCI (O ) : 603.5[M+H] ™.
0O0000001-(2,6-0000000000000)4-{1-[3-(00000000C00)
00000 ]00000-4-003¥ 00000000

MS APCI (O ) : 615.4[M+H] ™.
000000D01-(2,6-0000000000000)4-{1-[4(0000000)J00
00D]J00000-4-003Y 000000000

MS APCI (O ) : 631.5[M+H] ™.

0000000000 00000-4-[4-(2,6-0000000000000)I0000-1
-00]00000-1-000000000000

MS APCI (O ) : 582.5[M+H] ™.

000000 03-{4-[4-(2,6-0000000000000)I0000-1-007]0000
0-1-003-3-000000000000000

MS APCI (O ) : 494_4[M+H] ™.

000000
000000D01-(2,6-0000000000000)-4-[1-(00000000-5-000
O0o00)I0O0O0O0-4-00]100000

MS APCI (O ) : 522.4[M+H] ™.
00000001-(2,6-0000000000000)-4-{1-[(1-000-1H-0000 00
5-00)00000]100000-4-003 0000

MS APCI (O ) : 535.4[M+H] ™.

0000000 (GS)-5-({4-[4-(2,6-0000000000000)I0000-1-00 10
0000-1-003Y0000)00000-2-0000

MS APCI (O ) : 538.5[M+H] ™.

0000000 2-({4-[4-(2,6-0000000000000)I0000-1-007]000
00-1-0030000)I000000000

MS APCI (O ) : 546.4[M+H] ™.

Oooo0QooO

000000 05-({4-[4-(2,6-0000000000000)I0000-1-007]1000
00-1-003Y0000)I000-2-00
MS APCI (O ) : 548_4[M+H] ™.
000000 05-({4-[4-(2,6-0000000000000)I0000-1-007]000
00-1-0030000)-2-000000
MS APCI (O ) : 560.5[M+H] ™.
000000 03-{4-[4-(2,6-0000000000000)I0000-1-007]000
00-1-0030000)0000-1,2-00000
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MS APCI (O ) : 563.4[M+H] ™.

0000000 1-[A-(B-0000000000000)I0000-4-007]-4-(2.6-00
00000000000 )I0O0OO0DO0O00O0O00O0

MS APCI (O ) : 565.5[M+H] ™.

0Doo0ooo
00000001-(2,6-0000000000000)4-{1-[(3-00000000000O
I OOOOD]J0O0oODO0D0OD-4-003¥ 0000000

MS APCI (O ) : 567.5[M+H] ™.
000O000O01-{4-[4-(2,6-0000000000000)IO000O0-1-00]0000
0-1-0031-0000000000000

MS APCI (O ) : 497.4[M+H] ™.
00000001-(,6-0000000000000)4-{1-[(1-000-1H-000000O
-2-00)00000]00000-4-00300000

MS APCI (O ) : 535.4[M+H] ™.
00000001-(r,6-0000000000000)4-[1-(1,3-00000-4-0000O
00O0)I0O0O00-4-00]1000000000

MS APCI (O ) : 538.4[M+H] ™.
000O00003-{4-[4-(2,6-0000000000000)I0000-1-00]000
00-1-0030000)I00O0000000

MS APCI (O ) : 546.4[M+H] ™.

0Doo0Oo00oo

0000000 2-{4-[4-(2,6-0000000000000)IO000O0-1-00]0000
0-1-0031-(2-000)-2-0000000

MS APCI (O ) : 549.4[M+H] ™.

000000 ON--{4-[4-(2,6-0000000000000)I0000-1-00]00
00O0-1-003}2-000000)00000000

MS APCI (O ) : 560.5[M+H] ™.
000O00003-{4-[4-(2,6-0000000000000)IO0000-1-00]000
0D0-1-0030000)6-0000000-2-000000000

MS APCI (O ) : 562.4[M+H] ™.

0000000 2-({4-[4-(2,6-0000000000000)IO0000-1-00]000
00-1-0030000)I000-1,4-00000

MS APCI (O ) : 561.4[M-H]-.
00000001-(2,6-0000000000000)4-{1-[(4-0000000000)
00O0D0]l00000-4-003 00000000

MS APCI (O ) : 565.5[M+H] ™.
000000D01-(2,6-0000000000000)4-[A-(0000O0000)I0OO00O
0-4-00]000000

MS APCI (O ) : 499.4[M+H] ™.

0Doo0o00oo

000000D01-(2,6-0000000000000)4-{1-[(2S)-0 00000000 -2
-0000000]00000-4-003 000000

MS APCI (O ) : 525.4[M+H] ™.

0000000 1-[A-(C00000-2-00-1-000000)00000-4-007-4-(2,6
-00000O0000O0000)I0OOD0OODO0O0OO

MS APCI (O ) : 535.5[M+H] ™.
00000001-(2,6-0000000000000)4-[1-(1-000-L-0000)00
00O0-4-00]00000

MS APCI (O ) : 536.4[M-H]-.
00000001-(2,6-0000000000000)-4-{1-[(6-000000Q0-3-00)
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(103)

00000 ]00000-4-003} 0000
MS APCI (O ) : 546.4[M+H] ™.

JP 2008-179621 A 2008.8.7

ocobooooo01-,6-00000000DO0O0DO0O)D)-4-{1-[B-(1H-O00O0O0DDO-4-00O

YIOOOODO]JoOO0OOoO-4-003 000000
MS APCI (O ) : 549.5[M+H] ™.
0Doo0Oo0oo

0000000 2-({4-[4-(2,6-0000000000000)I0000-1-0071000

00-1-003}0000)I0000000000O0
MS APCI (O ) : 553.5[M+H] ™.

0000000 2-({4-[4-(2,6-0000000000000)I0000-1-007]1000

00-1-003}0000)6-000000000
MS APCI (O ) : 560.5[M+H] ™.

ocobooooo2-000 4-({4-I4-2,.6-00000000D0OO0OODODODOOODO-1-0O

0]J00000-1-0030000)I00O00000
MS APCI (O ) : 560.4[M-H]".

ocoooooo0i1-1-a-coo0oboO0ooDO0o)H)0bDbO0b0-4-0017-4-,6-00000D00

000000 )IO0O0O0O0O00
MS APCI (O ) : 566.5[M+H] ™.

0000000 (@R)-1-0000000 -2-{4-[4-(2,6-000000000000C0)Y00O
000-1-00]00000-1-003}2-00000000000000

MS APCI (O ) : 567.5[M+H] *.
OooooQooO

000000D01-(2,6-0000000000000)-4-{1-[(R)-0000C0CC00DO00O0-2

-0000000]J00000-4-003 000000
MS APCI (O ) : 525.4[M+H] ™.

ocoooooo01-e,6e-0000000O0DOODOOY)-4-{1-[B-00DO0ODOODDODOO

-4-00)00000]00000-4-0030000

MS APCI (O ) : 536.4[M+H] ™.
00000004-{4-[4-(2,6-0000000000000)0
00-1-003)0000)0000000-2-0000

MS APCI (O ) : 539.4[M+H] ™.
00O000003-{4-[4-(2,6-0000000000000)0
00-1-003)0000)I00O0000000

MS APCI (O ) : 547.4[M+H] ™.

0000000 1-[A-(C00000-1-00-1-000000)0
-00000O00000000)I0OO00O0O00O0O

MS APCI (O ) : 549.5[M+H] ™.

0000000 2-({4-[4-(2,6-0 000000000000 )0
00-1-003]0000)I0000000000

MS APCI (O ) : 556.4[M+H] ™.

0Ooo0o0o0oo

000000 O02-000-5-({4-[4-(2,6-0 0000000001
0D]J00000-1-003]0000)I0000000

MS APCI (O ) : 562.4[M+H] ™.

0000000 2-({4-[4-(2,6-0 000000000000 )0
00-1-0030000)I000-1,3-00000

MS APCI (O ) : 563.4[M+H] ™.

000000D01-(2,6-0000000000000)-4-[1-(3-0

000)O0O0O00-4-00]1000000000
MS APCI (O ) : 566.5[M+H] ™.

Oo0-1-007000

Oo0-1-0071000

00 -4-0 0 ]-4-(2,6

Oo0-1-007]J000

oH)y>ooooo-1-0

Oo0-1-007]J000

ugoob-1-0o0o0gao
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00000 Oo0o0@s)-1-0000000-2-{4-[4-QR,6-00 0000000000010
000-1-00]100000-1-003}2-00000000000000

MS APCI (O ) : 567.5[M+H] ™.

0000000 1-A-(0000000000)0O000-4-007-4-(2,6-00000
0o0oo0o0o0DO0O0o0)doooad

MS APCI (O ) : 509.4[M+H] ™.

000000

000000 05-{4-[4-R,6-0000000000000)I0000-1-00]10000
0-1-003}-5-0000000-2-00000

MS APCI (O ) : 525.4[M+H] ™. 10
oo0o0o0o0Do0Di1-QR,e-0000000000000)-4-{A-[(5-0000000000D0
-3-00)00000]100000-4-003¥)0000

MS APCI (O ) : 536.4[M+H] ™.
oo0o0ooDoo0D1-{4-[4-R,6-0000000000000D)I0DOO0OO0O0O0-1-00710000
0-1-003}-3-000-1-0000000-2-000000000

MS APCI (O ) : 539.5[M+H] ™.

0000000 2-({4-[4-R,6-0000000000000D)IO0OOO=-1-007000
00-1-003¥0000)oO00O0000000

MS APCI (O ) : 547.4[M+H] ™.
00000006-({4-[4-(2,6-0000000000000)I0OD0
00-1-003¥0000)-4,5-000000000-3RH)-000
MS APCI (O ) : 551.5[M+H] ™.
00000002-({4-[4-(,6-0000000000000)0000-1-0071000
00-1-003¥0000)-6-0000000000

MS APCI (O ) : 561.4[M+H] *.

00000004-000 -2-({4-4-.6-0000000000000)00000-1-0
0J00000-1-00}Y)0000)0000O0O00

MS APCI (O ) : 560.4[M-H]-.

0ooo0o0oo00
00000001-,6-0000000000000)-4-[1-2-0000-4-000000 30
00)D000DD-4-00]00000000D0
MS APCI (O ) : 563.4[M+H] ™.
0000000 (6S)-6-({4-[4-(2,6-0 000
0000-1-003Y0000)do0ooooan
MS APCI (O ) : 567.5[M+H] *.
0000000 1-{4-[4-,6-0000000000000)I0000-1-00]10000
0-1-003}-1-000000-2-000000

MS APCI (O ) : 511.4[M+H] ™.

0000000 1-R,6-0000000000000)4-[1-(0000DO0000O0-3-00
00000 00000-4-00]100000000 40
MS APCI (O ) : 525.4[M+H] ™.

0000000 1-R,6-0000000000000)4-{1-[(5-00000000000
-4-00)00000100000-4-0030000

MS APCI (O ) : 536.5[M+H] ™.

oooooDooD1-{4-[4-,6-0 00000000000 0D)IO0OO0OO-1-00710000
0-1-003}-4-000-1-0000000-2-000000000

MS APCI (O ) : 539.5[M+H] ™.

000000

0000000 1-1-(00000000000)00000-4-007-4-2,6-00000
0000000 0)doooad 50
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MS APCI (O ) : 551.5[M+H] ™.

0000000 @R)-4-({4-[4-(2,6-0 00000000000 0)O0000-1-00]0
00O00-1-003}0000)-1,3-000000-2-00000000

MS APCI (O ) : 556.4[M+H] ™.

0000000 2-({4-[4-(2,6-0000000000000)IO0000-1-00]000
0D0-1-003]0000)-5-0000000000

MS APCI (O ) : 561.4[M+H] ™.
00000001-(,6-0000000000000)-4-{1-[(1,2,5-0000 0 -1H-0 O
00-3-00)I00000]00000-4-003} 0000000000

MS APCI (O ) : 562.5[M+H] ™.

0Doo0o00oo
00000001-(,6-0000000000000)4-{1-[0000@O00)IO0O0
0]J00000-4-003]0000000000

MS APCI (O ) : 563.4[M+H] ™.
000O000O05--{4-[4-(2.6-0000000000000)I0000-1-00]100
00O0-1-003}-2-000000)I000000-2,4-0000000

MS APCI (O ) : 567.5[M+H] ™.

0000000 1-(A-{[(4R)-5,5-0 000-1,3-000000-4-00]000003 00O
00-4-00)-4-(2,6-0000000000000)I10000

MS APCI (O ) : 570.5[M+H] ™.
00000001-(2,6-0000000000000)4-[1-(1H-0000-2-00000
00)IOO0OODO0-4-00]0000000000

MS APCI (O ) : 520.4[M+H] ™.

0000000 1-{4-[4-(2,6-0000000000000)I0000-1-00]0000
0-1-003-1-0000000-2-00000

MS APCI (O ) : 525.4[M+H] ™.
00000001-(2,6-0000000000000)-4-{1-[(4-000 -1,2,5-0000
00O00-3-00)00000]00000-4-003 0000000000

MS APCI (O ) : 537.4[M+H] ™.

0DoO0o00oo
000000O05-{4-[4-(2,6-0000000000000)IO0000-1-00]0000
0-1-003-4-000-5-0000000-2-000000000

MS APCI (O ) : 539.5[M+H] ™.

0000000 2-({4-[4-(2,6-0000000000000)IO0000-1-00]000
00-1-0030000)-5-000000000

MS APCI (O ) : 547.4[M+H] ™.

0000000 1-[A-B-0000000000000)00000-4-007-4-(2,6-00
00000000000 )IOO0OO0O0OO0OOOO0O

MS APCI (O ) : 551.5[M+H] ™.

000000O01-[1-(0 000 [4.2.0]000-1,3,5-0000-7-0000000)000
00-4-00]-4-(2,6-0000000000000)I000CO00000O

MS APCI (O ) : 557.5[M+H] ™.
00000004-({4-[4-(2,6-0000000000000)I0000-1-00]000
00-1-003)0000)2-0000000000

MS APCI (O ) : 561.5[M+H] ™.
00O000004-({4-[4-(2,6-0000000000000)IO0000-1-00]000
00-1-0030000)0000-1,3-00000

MS APCI (O ) : 563.4[M+H] ™.
00000001-(,6-0000000000000)-4-{1-[(1-00 0 -3-00 O -1H-O0
00O00-5-00)00000]00000-4-003] 0000000000
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MS APCI (O ) : 563.5[M+H] ™.

000000

0000000 (BR)-5-(3-{4-[4-(2,6-0 0 00000000000)I0000-1-00 ]
00O000-1-003-3-0000000)0000000-2@H)-0000

MS APCI (O ) : 567.5[M+H] ™.

0000000 1-[1-1-000000-3-0000000)310000-4-00 ]-4-(2,6-0
000000000 000) 0000000000

MS APCI (O ) : 571.4[M+H] ™.
00000001-(2,6-0000000000000)4-[1-(AH-00000Q0 -2-000
Oo0O00)0O0O0O0-4-00100000

MS APCI (O ) : 521.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(3-000-2-0000)00
000-4-00]00000

MS APCI (O ) : 525.4[M+H] ™.

DoooQooO

00000001 [1-(00000000000)00000-4-007]1-4-(2,6-00000
00000000 )IO0O0O00

MS APCI (O ) : 537.5[M+H] ™.

0000000 (1S,2R)-2-({4-[4-(2,6-0 00 0000000000)I0000-1-00
]J00000-1-0030000)I0000000000

MS APCI (O ) : 539.5[M+H] ™.
00000001-(2,6-0000000000000)4-{1-[(00000C0CO)I00
0]J00000-4-003} 0000000000

MS APCI (O ) : 547.4[M+H] ™.
00000001-(2,6-0000000000000)Y)-4-{1-[(4-000-1,3-00000 -
5-00)I10000]00000-4-003}1000000

MS APCI (O ) : 552.4[M+H] ™.

Doooo00O02-{4-[4-(2,6-0 000000000000 )I0000-1-007]0000
0-1-003-2-000-1-0000000000

MS APCI (O ) : 559.4[M+H] ™.
000000O05-({4-[4-(2,6-0000000000000)IO0000-1-00]000
00-1-003)0000)2-0000000000

MS APCI (O ) : 561.4[M+H] ™.

000000 04-{4-[4-(2,6-0000000000000)I0000-1-007000
00-1-003)0000)0000-1,2-00000

MS APCI (O ) : 563.4[M+H] ™.

OooooQooO0

00000001-(2,6-0000000000000)-4-{1-[(4-000 -1H-00 0 O -2-
00)00O0O0D0]00000-4-003 000000

MS APCI (O ) : 565.4[M+H] ™.

000000 02-({4-[4-(2,6-0000000000000)I0000-1-007000
00-1-003})0000)6-00000000000

MS APCI (O ) : 577.4[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(1,2,3,4-00000000
000-2-0000000)0000-4-00]00000000000

MS APCI (O ) : 585.5[M+H] ™.

0000000 4-({4-[4-(2,6-0000000000000)00000-1-007]000
00-1-0030000)-2,6-000000000000000000

MS APCI (O ) : 607.5[M+H] ™.

0000000 4{[5-{4-[4-(2,6-0000000000000)I0000-1-001]0
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0000-1-003)0000)-2-000]10003¥ 0000000000

MS APCI (O ) : 620.5[M+H] ™.

0000000 1-{1-[5-@-0000000)-2-0000]100000-4-00 }-4-(2,6-0
000000000 000) 0000000000

MS APCI (O ) : 631.4[M+H] ™.

000000

0000000 1-[I-(00000-2-0000000)00000-4-00 ]-4-(2,6-0 0O
000000000 0)I00DO0DO0DOOO0OOO

MS APCI (O ) : 607.5[M+H] ™.

0000000 1-{1-[@-tert-0 00 00000-4-00)I0000]00000-4-0
0}-4-(2,6-0000000000000)I00000

MS APCI (O ) : 663.5[M+H] ™.

0000000 1-[1-(2,3-0000-1H-0000-2-0000000)00000 -4-00 ]
4-(2,6-0000000000000)I00000

MS APCI (O ) : 571.5[M+H] ™.
00000003-{4-[4-(2,6-0000000000000)I0000-1-007]000
00-1-003})0000)- 000000000000

MS APCI (O ) : 574.5[M+H] ™.
00000001-000-3-2-{4-[4-(2,6-0000000000000)00000-1-
00]J0000D0-1-003}-2-000000)0000

MS APCI (O ) : 583.5[M+H] ™.
00000001-(2,6-0000000000000)-4-{1-[(1-000-1H-000 000
-4-00)0000]00000-4-003 00000

MS APCI (O ) : 549.5[M+H] ™.

Oooo0QooO
000000D01-(2,6-0000000000000)4-[1-4-00000000000
O)0OOOO-4-00]1000000000C00

MS APCI (O ) : 589.5[M+H] ™.

000000 04-{4-[4-(2,6-0000000000000)I0000-1-007]000
00-1-0030000)- 000000000000

MS APCI (O ) : 602.5[M+H] ™.
0000000 1-(2,6-00000000000
000]J00000-4-003} 00000000
MS APCI (O ) : 609.5[M+H] ™.

O

00)-4-{1-[4-(00000000)00

000000D01-(,6-0000000000000)-4-[1-(3.,4,5-000000000
00)IOOO0O0-4-00]10000000000

MS APCI (O ) : 621.5[M+H] ™.
00000001-(2,6-0000000000000)4-{1-[3-(00000000)00

00000000 -4-003}00000
MS APCI (O ) : 609.4[M+H] ™.
00000002-GB-{4-[4-(2,6-0000000000000)I0O000-1-007]00
00O0-1-003}3-0000000)I0000000

MS APCI (O ) : 663.6[M+H] ™.

0Oooooo

000000 ON--{4-[4-(2,6-0000000000000)I0000-1-00]100
00O0-1-003}-2-000000)-2-000000

MS APCI (O ) : 578.4[M+H] ™.
00000003--{4-[4-(2,6-0000000000000)I0O000-1-007]100
00O0-1-003}-2-000000)-1H-00000

MS APCI (O ) : 584.5[M+H] ™.
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000000 D04-{4-[4-(2,6-0000000000000)IO0000-1-00]0000O
0-1-003-4-000-1-0000000-1-000000000

MS APCI (O ) : 587.5[M+H] ™.

0000000 1-{1-[(@-tert-0 000000000 )I0OO0O00]00000-4-00 }-4
-(2.6- MS APCI (0 ) :0 00000000000 O0)I0OO0OO0O0ODO

MS APCI (O ) : 593.6[M+H] ™.

0Doo0O00oOo

0000000 1-[4-R-{4-[4-(2,6-0000000000000)0000-1-00]0
00O00-1-003}2-0000000)0000]100000000000

MS APCI (O ) : 603.5[M+H] ™.

0000000 2-{4-[4-(2,6-0000000000000)IO0000-1-00]0000O
0-1-0031-(1-000-1H-00000-3-00)-2-0000000

MS APCI (O ) : 612.5[M+H] ™.
00000004--{4-[4-(2,6-0000000000000)I0O000-1-00]00
00O0-1-003}2-000000)-2,6-00000000000000C

MS APCI (O ) : 621.5[M+H]+.

0000000 [M4-{4-[4-(2,6-0000000000000)I0O000-1-00]1000
00-1-0030000)I00O00C0O00)0O0000O0O0O0ooaO

MS APCI (O ) : 635.5[M+H] ™.
000000O01-{4-[4-(2,6-0000000000000)I000O0-1-00]0000
0-1-003-3-(H-00000-3-00)-1-00000000000

MS APCI (O ) : 610.4[M-H]".

0Doo0Oo0oo
00000001-(2,6-0000000000000)4-[1-(1H-000000-4-000
00O0O0)I0O0O0D0-4-00]00000

MS APCI (O ) : 519.4[M-H]".

0000000 1-[2-(4-[4-(2,6-0000000000000)00000-1-00700
00D0-1-003}0000)000]J000000

MS APCI (O ) : 573.5[M+H] ™.
00000001-(2,6-0000000000000)4-[1-(3-0000-4-0000001
00)I0DO0DO0O0-4-00]1000000000

MS APCI (O ) : 575.5[M+H] ™.

0000000 1-[A-(s-0000000000000)00000-4-007-4-(2,6-00
00000000000 )IODOOONDODOOOOO

MS APCI (O ) : 593.5[M+H] ™.
00000001-(,6-0000000000000)4-{1-[5-(00000-1-0000
0)-2-0000]00000-4-003¥ 000000

MS APCI (O ) : 604.5[M+H] ™.

0000000 1-[A-(000000000000)00000-4-00]-4-(2,6-0000
000000O000)0000O0000000

MS APCI (O ) : 621.6[M+H] ™.

0Dooooo
00000001-(U-0000000)-4-{4-[4-(2,6-0000000000000)00
000-1-00]00000-1-0034-000000-1,3-000000

MS APCI (O ) : 633.4[M-H] .
00000001-(,6-0000000000000)-4-QA-{[(4S)-2-0 000 -1,3-00
00O00-4-00]10000030000-4-00)00000000000

MS APCI (O ) : 618.5[M+H] ™.

0000000 1-[3-({4-[4-(2.6-0000000000000)I0000-1-007]00
00O0-1-003}0000)0000]1000000
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MS APCI (O ) : 573.4[M+H] ™.
00000001-(,6-0000000000000)4-[1-@-0000-3-000000
00)I0D0OO0O0-4-00]1000000000

MS APCI (O ) : 575.5[M+H] ™.
00000001-(,6-0000000000000)4-[1-(3-0000-4-0000001
00O0)I0O0O00-4-00]1000000000

MS APCI (O ) : 579.4[M+H] ™.

0Dooooo
00000001-(,6-0000000000000)-4-{1-[4-(1,3-00000 O -5-0
O)DODODO0DO0]0O0000-4-00¥ 0000000

MS APCI (O ) : 598.4[M+H] ™.

000000 O04-{4-[4-(2,6-0000000000000)IO000O0-1-00]0000
0-1-003-1-4-00000000)4-000000-1-00000

MS APCI (O ) : 605.5[M+H] ™.
00000001-(,6-0000000000000)-4-{1-[4-(1,2,3-0000000 -4
-00)IO0O0O0D0]00000-4-003 000000

MS APCI (O ) : 615.4[M+H] ™.

DooOooo
00000001-(,6-0000000000000)4-[1-@-0000000000)0
00O00-4-00]1000000000000

MS APCI (O ) : 623.5[M+H] ™.

0000000 1-{1-[4-(0000000)I0000]00000-4-003}-4-(2.6-00
00000000000 )I0OO0OO0O0O0OO0O0O00O

MS APCI (O ) : 637.5[M+H] ™.
000000D01-(,6-0000000000000)4-[1-(3-0000000000)0
00O00-4-00]1000000000000

MS APCI (O ) : 623.5[M+H] ™.
000000D01-(2,6-0000000000000)-4-[1-(1,2,3-00000 00 -4-0
000O000)IOODO0OOD-4-00]000000000

MS APCI (O ) : 539.4[M+H] ™.

0000000 1-[4-{4-[4-(2,6-0000000000000)00000-1-00700
00O0-1-003}0000)000]J000000

MS APCI (O ) : 573.5[M+H] ™.

0000000 2-GB-{4-[4-(2,6-0000000000000)I0O0O00-1-00]100
00O0-1-003}-3-0000000)I000000

MS APCI (O ) : 575.5[M+H] ™.

Dooo0oo

000000 04--{4-[4-(2,6-0000000000000)I0000-1-00]00
00O0-1-003}-2-000000)-2-0000000000000000

MS APCI (O ) : 579.4[M+H] ™.
00000001-(2,6-0000000000000)4-QA-{[1-(C000-3-000001
00)I0OO0OD0O0-4-00]000003O0000-4-00)000000000

MS APCI (O ) : 643.3[M+H] ™.

0000000 2-{4-[4-(2,6-0000000000000)IO0000-1-00]0000O
0-1-0031-(H-00000-3-00)-2-00000000000

MS APCI (O ) : 598.4[M+H] ™.
000000O01-[1-3,5-00000-4-00000000)J0000-4-00 ]-4-(2,6-
00000000000 O00)0O0000O000O0

MS APCI (O ) : 605.5[M+H] ™.
00000001-(,6-0000000000000)4-{1-[5-(00000-1-0000
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0)2-0000]00000-4-003} 000000

MS APCI (O ) : 618.5[M+H] ™.

0000000 1-[4-{4-[4-(2,6-0000000000000)I0000-1-00 7100
000-1-003Y0000)00007]-2,2,2-0000000000000

MS APCI (O ) : 627.4[M+H] ™.

000000
00000001-(2,6-0000000000000)4-{1-[(4"-000000000 -4-
0O0)00O0O0D0]00000-4-003 000000

MS APCI (O ) : 649.5[M+H] ™.
00000001-(2,6-0000000000000)-4-[1-(AH-0000-3-00000
Oo)00O0O00-4-00]10000000000

MS APCI (O ) : 569.5[M+H] ™.

0000000 1-{4-[4-(2,6-0000000000000)I0000-1-00]0000
0-1-003}-1-000-3-00000000

MS APCI (O ) : 573.4[M+H] ™.

0000000 1-{1-[(0000000)I000]00000-4-00 }-4-(2,6-0000
00000000 O0)IOODODODODOOOOOO

MS APCI (O ) : 575.5[M+H] ™.

000000

0000000 1-{1-[(3R)-3,7-0 000000 -6-0000]100000 -4-00 }-4-(2,6
-0000000000000)I0000O0O0O000

MS APCI (O ) : 579.5[M+H] ™.
00000003-{4-[4-(2,6-0000000000000)I0000-1-007]000
00-1-003}0000)I000-1-00000

MS APCI (O ) : 585.4[M+H] ™.

0000000 2-B-{4-[4-(2,6-0000000000000)I0000-1-007]00
000-1-0033-0000000)-1H-00000000000000
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003} O00O0O0-1-00)I0000]1-6-(@-00000000)I000-2-00 3}1H-0
ooon

MS ESI/APCI Dual (O ) : 637.3[M+H] *.

000000 O05-{4-[@-{1-[(1-000000000-4-00)I0000]100000 -4-
00 OO0O0OO0-1-00)I00007]1-6-4-0000000)I000-2-0031H-00
ood

MS ESI/APCI Dual (O ) : 633_.4[M+H] ™.

000000 O05-{4-[@-{1-[(A-000000000-4-00)00000100000 -4-
00YOO0OO0OO0-1-00)I00007]1-6-(4-00000000)0000-2-00 }1H-0
O00Oao

MS ESI/APCI Dual (O ) : 649.4[M+H] ™.

oooooao

0000000 1-G-{4-[@-{1-[A-000000000-4-00)00000]00000
-4-003}YW 0000 -1-00H)0O0ODOoOO]-6-(H-OO0O0OO-5-00)H)0000-=-2-00 30
ooo)yoooao

MS ESI/APCI Dual (O ) : 661.4[M+H] *.

0000000 1-U-{4-[4-{1-[(Al-000000000-4-00)00000]00000
-4-00MO0000-1-00)I00007]-6-(AH-00000-5-00)0000-2-00 30
000>y oooao

MS ESI/APCI Dual (O ) : 661.4[M+H] *.

000000 O05-{4-[@-{1-[(1-000000000-4-00)I0000]100000 -4-
003} O0OO0DO0O0-1-00)I0000]-6-[3-(C00000000)000]0000-2-
003}1H-00000

MS ESI/APCI Dual (O ) : 687.3[M+H] *.

0Dooooo

000000 O05-{U-[@-{1-[(1-000000000-4-00)00000]100000 -4-
00 OO0DO0OO0-1-00)I0000]1-6-[4-(C00000000)000]0000-2-
0O031H-00O000

MS ESI/APCI Dual (O ) : 687.2[M+H] *.

000000 O05-{4-[@-{1-[(1-000000000-4-00)J0000]100000 -4-
00} OO0OO0OO0-1-00)I0000]1-6-[3-(C000000000)IO000]0000 -
2-0031H-000 00

MS ESI/APCI Dual (O ) : 703.3[M+H] *.

000000 05-{4-[@-{1-[(1-0 00000000 -4-00)J0000]100000 -4-
003} OO0OO0OO0-1-00)I0000]1-6-[4(C000000000)IO000]0000 -

2-0031H-000 00

MS ESI/APCI Dual (O ) : 703.3[M+H] *.

000000 O05-{4-[@-{1-[(1-0 00000000 -4-00)I0000]100000 -4-
003} O0O0O0O0-1-00)I0000]-6-(8-0000-4-00000000)0000-2-
003}1H-00000

MS ESI/APCI Dual (O ) : 667.3[M+H] *.

000000 O05-{4-[@-{1-[(1-0 00000000 -4-00)I0000]100000 -4-
003} OO0DO0O0-1-00)I000071-6-(3,5-000000000)J000-2-00 }-1H
-0oooaQ

MS ESI/APCI Dual (O ) : 655.2[M+H] *.

0Dooooo

000000 O05-{U-[@-{1-[(1-000000000-4-00)J0000]100000 -4-
003} OO0DO0O0-1-00)I00007]1-6-(3,4-000000000)31000-2-00 }1H
-0o0ooao

MS ESI/APCI Dual (O ) : 679.3[M+H] *.
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003} OO0OO0OO-1-00)000007]-6-(3-0
031H-000 00

MS ESI/APCI Dual (O ) : 651.3[M+H] *.
000000 05-{U-[@-{1-[A-000000
003} OO0DO0OO-1-00)000007-6-(3-0
00O0-1H-00000

ooo0-4-00>H)00OD0OOO0]I0DO0O0O -4-
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oobo0-4-00)H)0OD0O0OO0]10DOO0O -4-
ocoooooo)DoOooo-2-00 3-2,3-0

2-000-6-2,3-0000-1H-00D0O0C0C-5-00)H)0000D0O0OO0OOO0OO0OO0ODODODOO
cooocooooo1-{A-[@q-00o0O0ooDO0obb-4-00H>OO0DO]J0D0OOD0O-4-0O
0}(4-(2-000-6-,3-0000-1H-O00D0DDO-5-00)H)00O0OODOO)YODDDOO

goboooooobuooooooobooa
gobooooooonb

MS ESI/APCI Dual (O ) : 655.5[M+H] *.
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oo0oooboobao
0000005-{4-[@-{I-[(A-0 00000
0¥ O0OO0OO0OO0O-1-00)00000 ]-6-(3-0
0O-1H-0 0 00 0O

MS ESI/APCI Dual (O ) : 661.3[M+H] *.
00O00000S5-{4-[@-{1-[A-0000 00
00 OO0O0O0-1-00)000007-6-(3-0
Oo0-1H-00 000

MS ESI/APCI Dual (O ) : 681.3[M+H] ™.
00000005-{4-[@-{1-[(A-0 00000
00¥YOO0OOO-1-00)000007-6-(4-0
0O0-1H-00 000

MS ESI/APCI Dual (O ) : 661.4[M+H] ™.
oooooao

000000 0S5-{4-[@-{1-[A-000000
003 O0DO0OO0OO0-1-00)000007]-6-(3-0
03¥2,3-0000-1H-00 000

MS ESI/APCI Dual (O ) : 679.2[M+H] *, 701.
MS ESI/APCI Dual (O ) : 677.3[M+CI] .
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Ooood

OOoo0oooao

gooooooobooooooboooooan

gooboboooobobboooooboooooan

000-4-00)00000]100C000 -4-
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0-6-(H-00000-6-00)00000000)I000000000000O0000O

ooboDoooooobooooooobooad
MS ESI/APCI Dual (O ) : 633.3[M+H] ™.
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MS ESI/APCI Dual (O ) : 649.3[M+H] *.
oooooao
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MS ESI/APCI Dual (O )

- 647.3[M+H] *.
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00O
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MS ESI/APCI Dual (O ) : 634.4[M+H] *.
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00 OO0OOO-1-00)000007]1-6-(3-0
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MS ESI/APCI Dual (O ) : 651.4[M+H] *.
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-1H-0 0 0O 0O O

MS ESI/APCI Dual (O ) : 667.4[M+H] *.
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003 OO0OO0OO0-1-00)000007]-6-(3-0
-1H-0 0 0 0O 0O
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- 647.4[M+H] *. 669.
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goboboodoooob oo b0 ooDoD oo oooDob oo oOoooOobO
oooooao

MS ESI/APCI Dual (O ) : 633.3[M+H] *.

000000 06-{4-[@-{1-[(Al-000000000-4-00)00000]00000 -4-
ooy oooo-1-00)H)ooooo]-6e-00000000O0-2-003F1H-000000O0
2-000-6-(H-O00O0O0DO-6-00)0000O0DODOOOODDOOODDOOODODRDO
00001-{1-[A-000000000-4-00)00000]J00000-4-00 }-4-(2-0
0od0-6-(H-OOO0OO0ODO-6-00D)I00O0O0ODDODND0O0O0DDODOOODODOOOOGO
I 1 I 1 I e I 1 I I A B A I O 0 O N R B R A A
MS ESI/APCI Dual (O ) : 620.4[M+H] *.

Oo00o0Oao
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oy ooob-1-00)ooODoDoGOo]-e-0000D0-1-0D00000O0D0O-2-00 3}1H-00 0O
O
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03-4-(2-000-6-(H-00000-5-00)J0000000)I0000O (100mg, O.
173mmoDO 00000 @.-OMDHDOODDOD700000O0ODDOOODDDOOODODDODOOOOGO
gobobodoodoooob o000 b o000 oooDob oo ooooOobo
0dooooo0oooDoooooDooo@oooo/Z00000DODOoODOO0OO0OODOoODOOO0nan
0 (84mg, 0.137mmol, 79%)0 0000 0DO0OCOOODOOOOO

MS ESI/APCI Dual (O ) : 612.5[M+H] *, 634.4[M+Na] *.

0000000 2-000-5-[6-0000-4-({4-[1-(0000O00000)I000O00 -4-
0oo0oooooo-1-00yo0ooooO)ODODDO-2-00]-1H-ODODOOO-3-0000003
g

ooosgioooodi1-(l-00o0Do0o00o0oDoDo0-4-00)H)0000O00OO77mg, 0.282mmoldd
02-GB-000-2-000-1H-O000O00O0-5-00)-6-00000000-4-00000 (100
mg, 0.282mmol)0 O HOBO O H20(57mg, 0.424mmol)0 O O O 0O O O (2mL)0 O O EDCO HCIO
8img, O 424mmol0 000000000 DDOOODDODOOODDDODODOODDOOODDGDO
I I e e 1 I I 1 1 I 0 B A B A I O 0 A A R R R R AR A
I A A [ A R A I R W R W A W A W A A W N R R R N
o000 ooob o000 ooo0 b0 oo o0oooo0D oo oo0oooDob oo ooOoooObo
00000000000 @oomg, 0.164mmol, 58%)0 0 0 0D OO O OODOADO

MS ESI/APCI Dual (O ) : 609.5[M+H] *.
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gobobodoodoooob o000 b o000 oooDob oo ooooOobo
goooooooonn

00000005 [4-{4-[1-(C00000000000)0000-4-00700000
-1-00yyo0ooo)-e-00000DDODO0O-2-00]1-2-000-1H-00000O0-3-0000
ood

MS ESI/APCI Dual (O ) : 601.4[M+H] *.

000000 04-@G{[2-3-000-2-000-1H-000DODO-5-00)-6-0000000O
0-4-00 000000000 -1-00)I0D0OOO-1-00000 1-0000adao
MS ESI/APCI Dual (O ) : 591.4[M+H] ™.
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O
00000000
000 -4-0 0 }0
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ooooo

O 0Ooo0oooao
O Ooo0oooao
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ycooooj-e-oOOoooooUooDOD-2-003F1H-O0D0 OO

5-{4-[(4-{1-[(1-0 00000000 -4-00)000007]100
0-1-00)00000]-6-000000-1-00-1-000000
(137mg, 0.225mmol)0 0 0000 (G.omDOODOOOCOCOO -00O
0000000000 00020000000000000000
0000000000000 0000000O0O0O0@OOoOoOn
0000000 (96mg, 0.157mmol, 70%)0 0 0 00000000

: 611.4[M+H] *, 633.5[M+Na] *.

D00O0005-{4-[@-{1-[(A-000000000-4-00)00000]00000-4-
0D}y O0000-1-00)10000]-6-00000000000-2-0031H-0000

0000000 O0005-{4-[@-{1-[(A-000000000-4-00)000007]00
00-4-0030000-1-00)10000]-6-000000-1-00-1-000000

2-00¥1H-0000000000C0O0O000000000000000000

MS ESI/APCI Dual (O )

MS ESI/APCI Dual (O )
000000 1-{4-[@-{1-[(A-000000000-4-00)00000]100000 -4-
0¥ OO0OO0OO-1-00)I0000]-6-00000000-2-003¥0000-2-00
000000000 1-{1-[(-000000000-4-00)00000]100000 -4-
0}4-(2-000-6-000000000000)00000(150mg, 0.279mmol)0 O O

T 625.4[M+H] .
- 623.3[M-H] ~.

00 (0mg, 0.033mmo)0O0 O OO O0ODO (127mg, O0.4mmol)0 O ,4-0 00 O 0O O 1mlO O
O0o0o0o0oDoDOooOOoi1o00 01200000 00O0DDO0DO0DDUOODDODOODODODOOO
00000000 oo0Do0ooo0ooDUoooDoooDo@oUoooDUoooDoooooooao

O
g
u
O
ooooDDbOO0Oi10mg, O.12mmol0 0 4,5-0 0000 000ODOOOOO)-9,9-000D00O0
a
O
g
a

OO0O0O0D0000O079mg, 0.135mmol, 48%0 0 00O D0 O0O0C0CO0O000OO00
MS ESI/APCI Dual (O )
000000000000 000000000000000O0000000000000
0Do0O000oO0D0O0O0oo
0000000 1-{4-[@-{1-[(1-000000000-4-00)I0000]100000 -4-
003} OO00O0-1-00)I0000]1-6-00000000-2-0030000-2-00
MS ESI/APCI Dual (O)

gooooaad

- 587.4[M+H] *.

- 573.4[M+H] *.

0000000 3-{-[@{l-[A-000000000-4-00)00000]00000 -4-
0oy OOOO-1-00)I0000]-6-00000000-2-003¥1,3-00000001

-2-0 0

MS ESI/APCI Dual (O )
0000000 1-{A-[@-{1-[(A-000000000-4-00)00000]00000 -4-
0o}y OOOO-1-00)I0000]-6-00000000-2-003¥3-000000001

oo-2-00

MS ESI/APCI Dual (O )
000000 ON-{4-[@-{1-[(Al-000000000-4-00)00000]00000 -4-
00}y O0O00D0-1-00)00000]1-6-00000000-2-003} 00000

MS ESI/APCI Dual (O )
MS ESI/APCI Dual (O )

gooooao

- 589.4[M+H] *.

- 602.4[M+H] *.

- 561.4[M+H] *, 583.4[M+Na] ™.
- 559.5[M-H] ~.

000000 05-{4-[@-{1-[(A-000000000-4-00)00000]00000 -4-
00D OOO0OD0-1-00)000007]1-6-(@-0000000)0000-2-0031-000
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-1H-0 0 0 0O O

o0 00000000 DDOBmgb 0D 00o0oDoDOoOo0ooDoD@LOooooooobao
000005-{4-[U-{1-[(A-0 0 0000000-4-00)00000]00000-4-00
W O0O0O00-1-00)I00000]1-6-@-0000000)I000-2-00731H-0000
180mg, 0.284mmoD)0 00 000 D0OCOOODE@mLDHODOOOOODOOOOODODO
0000000 @.019mL, 0.3 13MmoH) 0 OO0 0D ODDDODDODOOODODDODOODODODRDO
godboooooob oo ooob oo ooooD b0 UooooDoDoboao
1 I s 1 1 I I 0 o A B R e e B A R N N e e N NN N N NN
000000 o0ooDoDoDOo0o0oooDoOooooOood@7mg, 0.057mmol, 20%)0 O
Ooo0ooOoooooao

MS ESI/APCI Dual (O ) : 647.3[M+H] *.

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

oooooDo0O4-@-{[2-B-000 -1,2-0000-1H-0000ODO-5-00)-6-00000
oodo-4-000o0o0O0O0yWoooDoD-1-0O0H)YOO0O0oO0DO-1-00000 1-00000
a

MS ESI/APCI Dual (O ) : 605.4[M+H] ™.

oooooao

000000 03-{4-[@{1-[A-000000000-4-00)I0000]100000 -4-
0oy oooo-1-00)oOoooo]-e-0000000DO-2-0031-000 -1H-00 0O
oo

MS ESI/APCI Dual (O ) : 633.4[M+H] ™.

000000 03-{4-[@-{1-[A-000000000-4-00)I0000]100000 -4-
00} OO0OO0D0-1-00)00000]1-6-(4-0000000)0000-2-003-1-000
-1H-0 0 0 0O O

MS ESI/APCI Dual (O ) : 647.5[M+H] *.

000000 05-{4-[@{1-[(Al-000000000-4-00)00000]00000 -4-
ooy oooo-1-o0O0)H)ooooo]j]-e-000C0O0O0o0o0O-2-003%1-000-1H-00 0
0o o

MS ESI/APCI Dual (O ) : 647.5[M+H] *.

oooooao

0000000 1-@-{4-[¢@-{1-[A-0 00000000 -4-00)J0000]J00000
4-00¥WO0O0D0O0-1-00)00000]-6-(-0000000)0000-2-003¥ 00O
O)-N,N-OOO0O0ODDOOOO0
0D00000O000004-{4-[GU-{1-[A-000000000-4-00)J00007]00

O 0Ooo0oooo
OO o0goOooo
O 0Ooo0ooao
O OooOooo
O 0Ooo0ooao

000-4-003)0000-1-00)I0000]-6-(4-0000000)I000-2-007%
00000000 (@87mg, 0.30mmoDO 00O OO OOGIIDDS30O0000000-0
000000 (.054nL)0 0000000000000 000000O0O0127mg, 0.60mmol
0000000000000 000000OMIO0O0000000000000000000
0000000000000 0000000O0O0D000000000000000000
000000000000 O0ONODODOOOOCOOOOODO0O0D0DDDDOOOOOOOOO
000000 (98mg, 0.15mmol, 50%)0 0 0000000000000

MS ESI/APCI Dual (O ) : 651.5[M+H] *.

000000 03-{4-[@-{1-[A-000000000-4-00)I0000]100000 -4-
003} O0O0O0O0-1-00)I0000]1-6-(@-0000000)I000-2-0031H-00
000

0000000000 03-{U-[@-{1-[(A1-000000000-4-00)J0000]00
000-4-003}0000-1-00)I00007]1-6-@-0000000)I000-2-007%
-1 (000O000000)-1H-0000 0 (492mg, 0.636mmol)0 00000000000
D1sMO00O0OMIOOOOODOCOOOOOOOOOOO-00000000000O0O0.64mL
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I OOODOODOODDOODOOODODOOOOOMIOOOOOOOOOODOOOODOOO-0
0000000000 00.64mL)00D01.5000000000000000000000
000000000000 000000000000000O0000000000000
0000000000000 0O00000O0O00O0O0O0DO0DO0DNONDOoODONOoOoOoooooaO
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