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0000000000000 00000000O0O0O00000000000000000
0000000000000 0000000O0C0O000000000000000000
00000 NMR (dy-MeOH) 8.50 (1H, s), 7.50 (2H, s), 3.95 (2H, dd) 3.88 (1H, m
). 3.35 (2H, t), 3.05 (2H, m), 2.65 (1H, m), 2.45 (2H, m), 2.00 - 1.50 (8H, m).

(LC/MS: R, 2.33, [M+H]* 517)0
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FEHapl LS Ib%4 G FHk NMR 57— # LC/MS
No.
i 5-(2,4,6-tV 7 | EHEH 10, | 'HNMR (de-
C.J?c. rE-~2Y A TR B ICB | pMSO) 11.98
ALTI)N-F7 | T 2-73)
° T o // \/“_}]/_4_ij1/ t"U“/‘/?&‘ﬁ (IH, S),988(1H,
" AUV 't Rrgryy | A 5), 8.90 (1H, s),
V=2 ANTIR 8.40 (1H, d) 8.15
(1H, d), 7.85-
7.95 3H, m),
7.20 (1H, dd).
i 5-2,4,6-h) 7 | ZHHl 10, |'HNMR@de | R.2.26,
ru-~rY A | TH# B IZH | pMS0) 12.10 | [M+H]'
“ ° NTI)N)-FT | WT 473/~ L . 9.02 (1EL | 433
’ )N\;j DO e kst (K, 5), 9.02 (11,
AN BB ~YY | 70 K B | brs), 885 (1H,
V-4 T | tert-7F LT d), 8.80 (1H, s)
FiEmeta ATFNVE RN
Fo % | # 8.65 (1H, br s),
14 HCI/EtOAc | 7.90 (2H, s), 4.05
ZRVTERA | 18, m), 3.30
% (2H, d), 2.95
(2H, dd), 2.80
(2H, 1), 1.83 2H,
dd), 1.95 - 1.75
(4H, m).
' 5-(2,4,6-NV 7 | EHi ) 10, | 'HNMR (do- R, 3.66,
P ru-~XYA | T B I8 | MeOH) 7.70(1H, | [M+H]"
P | VT FT T A-EN 6.80 OH .
N T | S | 9 -4 g | 9 680 CHm),
15 = W RUBEU-T L | L-Tz=)L— | 6.65QH, s), 6.75
RY—4-AN- | TIVEER (2H, m), 3.05
Tr= )T
" (4H, m), 2.35
(4H, m).
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FHa s
No.

(a=2

& H

NMR 7 —#%

16

5-(2,4,6-FV 7
oa-~XyY A
NTI))-F7T
S —-4-J7 v
AR~ ARF
UARNF -V
g~FUN)-T
N

EWH 10,
I8 B IZH
WThT U A=
4-AbF T -Ab
F-Tra~
FN-FIv

"H NMR (d.-
MeOH) 8.55
(1H, s), 7.55 (2H,
s), 4.65 (2H, s),
3.9-3.8 (1H, m),
3.6-3.5 (1H, m),
3.3 (1H, s), 2.15-
1.95 (4H, m)
1.55-1.35 (4H,

m).

17

5-2,4,6-FV 7
na-~X2Y A
NTI))F7T
S ——4-F1 )V
R E-v R
Sv-1-A -
Zx= V)T
NEEESE

e 11,
I B IZB
WT 447
2 )-T =
N)ERFY
V-1-H IR
VR tert—-
F) TRF )L
TIRmR AR
A

"HNMR (d¢-
DMSO) 8.50-
8.35 (1H, br s),
7.75 (2H, s), 7.50
-7.35 (2H, m),
6.90 (2H, d),
3.25 (4H, m),
3.15 (4H, m).

18

5-(2,4,6-FU 7
no-~XyY A
NTI))»-FT
S ——-4-J v
ARUBRG-tRe
Fy-7x=
)-T3K

EEH 11,
IT# B lizH
WT 3-73/
Jxz/)— %
A

'HNMR (ds-
DMSO) 12.00
(1H, s), 10.25
(1H, s), 9.40 (1H,
s), 8.85 (1H, s),
7.85 (2H, d,)
7.35 (1H, s), 7.20
(1H, d), 7.10
(1H, 1), 6.52 (1H,
d).

gooooao

10

20

30

40



(127) JP 2008-506761 A 2008.3.6
gooooao
FE il b | #== ®EHk NMR 5 —# LC/MS
No.
' 5-(2,4,6-F V7 | EHEH 11, | 'HNMR (de- R, 3.71,
o e ma-~rY 4| T8 B 28 | pMs0) 1195 | [M+H]'
WNTI)-FT | WT 2-73)
0 N\H o Spdin | 7= s g | (1H9),1030 442
A n’@ RoB@-tkna | EH (1H, s), 9.30 (1H,
19 *Fv-7== 5), 8.90 (1H, s),
W)-T IR
8.22 (1H, d) 7.87
(24, s), 6.952H,
m), 6.82 (1H, 1).
@ 5-7 =73 | £HifF 6. T | 'HNMR (ds- R, 3.63,
NH o J-FT7/S—n—- |8 A IZEBN DMSO) 10.35 [M+H]+
sé/‘ﬂ@ 4-HINRLET | TTz=N—A 1. ). 1005 206
" ==A7 | yFrorx | 910
— k. BX G| UHs), 845 (1H,
TH C T8 |g) 785(H, d),
20 WwWTr7 =Yy 745 OH
EHEA 4> @R m
7.35 (4H, m),
7.10(2H, m).
@ 5-7 =73 | E#F 6. T | 'HNMR (dg- R, 3.05,
NH o = /“?TV“‘—/I/- *i A L:io‘[/\ DMSO) 10.10 [M+H]+
SMN/@ 4-JIVR Y | TTz= A
N Y- p - | vt o7 | (TH9),9.50 (1H, | 297
TR —h,. BLT|9),845(1H, s),
TH# C 128 |8353H, d),
W 2-F3/-
21 ey g | 825 (H O,
! 7.85 (1H, 1), 7.50
—7.30 (4H, m)
7.20 (2H, m).
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Ooo000ao
FE a5 LS == W& Hk NMR 5 —# LC/MS
No.
@ 5-7xz=A73 | E#Hl 6. T | 'HNMR (de- R 2.11,
DS Ve (M| 7-F7/—A- | A BV | DMS0)10.10 | [M+HT
=y N ~HANK B TT7==N—A
G-t R5Uv- | yFFo7x | 19,1005 381
I-AA-)Y | —F, BXT| (H,s),9.40 2H,
:I\/igng;ﬁi'b)'7‘: I C(GCJ"S brs)8.45 (1H, s),
: WT 467
22 < ey - | 815 QH m),
3-4L)-E~ | 7.80 (1H, dd),
?%gww7ﬁmwjﬁ
Ry tert—
S E x| QLTS (H,
VA 1), 3.45 (4H, m),
3.25 (4H, m).
I 5-7x=)73 | £ 6, T | 'HNMR (ds R 2.34,
t °/©/NO""l /_‘7_7‘/»‘:_}1/— 7 AIZBW DMSO) 10.40 [M+H]+
RN S~HNFR B | TTz=—A
U5y | vt x| (1H$),9.88 (H | 380
l—lf/l/_7I:— "_]\\ ﬁJ:U S), 842 (1H9 S),
;;)‘7‘:}"‘1&@ I C(lli’o‘ 8.30 (1H, s), 7.70
WT 4-(4-7
23 S - . = | @QH d),740
A)-t~52 | (H, 1), 7.35 H,
¥ -1=AVR | ) 710 (1H, 1)
VBE tert—7
Sz | 6:92QH ),
_IEmRpRAfF | 3.10 (4H, m),
A 2.95 (4H, m).
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Ooo000ao
E i {bF S {24 BE S NMR 5 —# LC/MS
No.
5-2-Ar¥ - | £l 6. T | 'HNMR (de- R, 2.17,
? - j)‘/:;”'{"i *T% A){‘ff"‘ DMS0)9.10 | [M+H]'
NH _ W/ )- - 2-ArF T~
AT e | <oy | (59,820 (H, | 425
" G-t =5 | F4o 72— | 1),815(1H, ),
:/‘—1"’(1]//(—1:0)9 }*‘i\ BJ:UI 8.05(1H, d),
Jy-a-AN)- | B C lzBW
FINEEEE | T 4-(6-7 3 | BO2(AH D745
J-v' )<y -| (1H, dd), 7.30
24 .
3-AV)-EX | (2H, m), 7.05
S -1-H
Kok ter | (H 9 695(H,
FF T2 | 1),3.851H, 1),
NVEAEA 4.45 (24, d),
3.12 (4H, m),
2.92 (4H, m),
1.90 (3H, s).
4-(2,6- Y 7 v | EZfEH 9. T | 'HNMR (ds- R,2.27,
" Fn ~ _‘;‘“\)/4//* ;_ }; B (‘Ci;"‘” DMS0)10.92 | [M+H]'
AN I T 4-(6-7 3
fj/ﬁu S Sz | Sy (1H, brs), 9.55 477
RLUBG-E~2 | 3= L)-'~2 | (IH, s), 8.10 (1H,
??\):/Tl_’(/l/_ ?}\/“:/-1-7]/1/ d) 7.88 (1H, d),
25 UYL -2-4 | RN UBE tert-
N)-F3K Sz | 765 QH d)7.60
N E -7.55 (1H, m),
7.45 (1H, dd),
3.15 (4H, m),
2.95 (4H, m).
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F e Bl
No.

b4

BESE

NMR 5—#

LC/MS

Cl

26

4-2,6-T 7 1
-~V A)n
TINAITFT
S—=3-H )L
NoB(-AF
ANVTHR=)-E
RV —4-A
W)»-TIK

EEf 9. T
2 Bilzkw
T 1-AF-R
R = -
RN —4-A
N=TI%fE
H

'H NMR (de-
DMSO) 11.20
(1H, s), 9.50 (1H,
s), 9.15 (1H, d),
7.65 (2H, d) 7.60
-7.55 (1H, m),
3.55(2H, d),
2.87 (3H, s), 2.80
(2H, 1), 1.83 (2H,
dd), 1.70 (2H,
qd).

R, 3.12,

[M+H]
477

27

4- AT
2)-AIFTY
—L=-3-h /LR
VBU4-ERT
J-1-AN-T
z=)L)-T73IK

EHepl 9, T
BAlZBY
THAE~Y
ANEER

1H NMR (ds-
DMSO) 11.70
(1H, s), 11.00
(1H, s), 9.50 (1H,
s), 7.95 (2H, d)
7.75-7.55 (5H,
m), 3.05 (4H, br
s), 2.85 (4H, br
s).

Rt 3.29,
[M+H]+
408
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00000
Fhta Bl {b%4 & A NMR 5 —# LC/MS
No.
1H NMR (ds-
4~(raxvF | Epl 9. T @ Rt2.17,
v AR = |8 Az | DMSO) 10.45 [M+H]+
° W=TI))-AY | THERILT 78| (1Y, s), 10.15 101
FTS—N=-3- | RUBAN
AR B G- | R B (1H, s), 9.15 (1H,
ERSU-1- | I B Iz | 9), 8.80 (2H, br
AN-EY V- | BWT 4-6- | g), 8.20 (1H, d)
2-ANV)»-TIN | TI/-EVY
8.00 (1H, d
28 RPNy (1H, d),
~532 -1- | 158 (1H, dd),
J AR B | 3.45-3.35(4H,
tert=7"F /L
3.254H, b
P i e
s), 2.90 (1H, p),
2.00 - 1.55 (8H,
m)
1H NMR (de-
4-(2,4,6- V7 | EfEpl 9, T G Rt 2.44,
o no-~NuyY 4 |8 A Iz | DMSO) 10.90 [M+H]+
NTIN)-AVF | THAE 2,4,6- | (1H, s), 10.30 511
T —-3-H4 | MJaa-~X» (1H, 5), 9.55
IWRVBG-Y | AN, BXL e
RSV -1-4 | I B iz | (1H,s), 815 (1H,
29 N-EDT=2- | BWT 4-(6- | d) 7.95 (1H, d),
ANV)>-TINN) | T /-EIY
) 7.55
TAAOEER| sy | O GRS TS
ooy ~5 3y -1- | (1H, dd), 3.45 -
A1 v AR B | 3.35 (4H, m),
tert— 7 F L
.25 (4H, m).
T AT )V AE 325 (4, m)
A
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ooooo
Fhta Bl ez 3 ¥4 & HE NMR 5 — % LC/MS
No.
5-2,6- v 7 | gl 2, T | FIMREs ) pesgy,
“9\0 n-~_yYV AN | B B iz | DMSO) 8.50 [M+HJ+
°su /@,NO‘" 7‘:/)—‘)"7‘/" THfk 2,\6—’/“ (IHbrs), 820 |
= N —N=4=-FNR | raa-Xr (1H, 5),7.55 2H
VEBUA-ERT | MBIV > ’
Jy-1-4N-7 | T8 D iz | 9745 GH, m),
30 z=)L)-TIF WT 4-(4-7 | 6.90 (2H, d),
S /77 =2 390 4K, m),
N)-ERZY
:/_1_7‘7/1/7;1{ 3.10 (4H,m).
VR tert-7
F )T AT )L
TR AR
A
5o/ An 7 | il 2, T | TIMREs ) piggy
Sj I/-F7Y— | & B iz | DMS0)8.70 [M+H]+
OI;EJ:T()H”Hk?%TK TRESY | (1K, brs), 820 | 00
OV MUV | AV, BLT (1H, 5), 8.00 2H
v-l-AN-7= | T D Ik o ’
=W)TH | NT a7 | 9,770 CHd)
31 i;—71: 7.65 (3H, m),
N)»-ERFY
SRR 6.95 (2H, d),
Ve tert-— | 3.15 (4H, m),
FIVT ATV | 3.00 (4H, m).
TIRRRE AR
H
0ooooo
0ooono
oooong
00O0000000D0DO0DOoDOoDOoDO, o, 0000
0000000000000 0000000000000000000O00DoDOoOoo0oan
0000000000000 0D00000DO0O0O0O0DO0DO0O0O0DDDO0OO0ODOoDOoOOoOO0oDaO
oooao
0000OpO0O00DD0DDOOO0O0D0ODDOOOO0ODODOAOOOUpstate BiotechnologyDl 0 00O 0O u O
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000000000, 0000000 00000000000000OPWO0O0OO0OOO
0000w 0000000000000 0000000DO0DO0DO0DO0DO0DO0DO0OOPWOO00,; 00
0000000p 0000000000000 00000000000000000
Upstate BiotechnologyD 0 0 000000000000, 0000pw00y """ 00
0000000000000 0000000000000000000000pO0000
0000000000000 0D00000DO0O0O0O0DO0DO0O0O0DDDO0OO0ODOoDOoOOoOO0oDaO
000w 00000000000
0000000000000 0000y P2 0000000Millipore MAPHDO O 0 0O 0O O
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