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[0342]

[0343]

[0344]

[0345]

[0346]

[0347]

[0348]

[0349]

[0350]
[0351]

[0352]

[0353]

[0354]
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AT},
olE9 g3t Ar]-xAst EAow A, 3k 19 IFES EFshe BEE Ev 5L E3 dF 59
US2003/0021913] 7A€ w}e} 7Zo], LCD ¥+ OLED #XoA e AHZE o e ZAYZogX gEoz wE
o B4y g Agd S Q.
317 AAldlE @A dA] HHog ¥3hE Aola, ol EFHHFHIAY HFE A= dert. =¥ dF
HA e 3, Ee F E 9iggs S v)solt).
okof: m.p. §4; BuE NR ~FEFHoA 3}7] FoE ALESIGTEH d: o]FA, dd: olFAY olFA, m: tF
A, s GdA |t AEA, quint: &FA, sext:SFA
N}\‘Igﬂ
N}\‘Igﬂ 1
(@]
s, =N O touusz
2 \W/ + _
N Na
(0]
1 0
ﬁ( 3
2
a) 2radskd (FeCls) 5 mg, YEF 2.6 g @ t-opd<d= 100 mo] E£3IES 202 FoF 110CE 71493 & 338
2] 19 ElolE-2-UEH 5.0 ¢ ¥ 34 29 t-tert-obd HAYOE 8.25 g9 EFES HUlstk. ke
FHES 3AIZE FoF 110TCoA ket 5 o5 E-mEg EFE (200 m/100 ml) S2] olAEAL 8.15 g Al

o

=3
Folrk, HEY oz 9 dekezo] HAT AFozRE 5.2 g9 HH3 e 39 1 4-UAEHAEZ[3,4-
1915 (DPP) F=AE A Bz A 531500

ESI-MS m/z (% int.): 303.13 ((M+H]+, 100%).

b) 384 39 1 4-OAEINZE[3,4-c]F= (DPP) =4 4 g, B 3 ml 52 KOH 2.9 g 2 N-vEd-v =&
(NMP) 50 me Fo] 1-H2®R-2-312-0]4 18.5 g9 &N& 6A17F St 40T 7HEstltt. EFES B2 Al
sha, tigReduon FEaich. st A ddAel za AzsiEaly % FRRIE/MUERyEe
el & HAAES F3se], 0.4 g9 EZ3 DPP 3HE A-1S AN uAZA F5351%0T).

ESI-MS m/z (% int.): 751.93 ((M+H]+, 100%).

A 2
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[0356]
[0357]

[0358]
[0359]

[0360]
[0361]

[0362]

[0363]

[0364]
[0365]
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a) ZE tert-FEAE= 554.6 g, THE FtERVO|E 424.2 g @ ¢ EFq = wylely 100CE 71dst
Rk, 1-okdd Elod 59 300 g& 3A1ZF Bt 3w i 100Col A matapeich, Wt
T EFES Ao WAL, 4 L9 D5 Al Fut. & BElsta, oY ofAEHolE 200 mE 23]
FE39Y. f71 T Feta, FAUERF Aol dF:Aa, dIteta, FTEA7|a, AZRAA, 363.7 g9
3I3HE 65 5T, = BAES F7He A glo] the W wAYA ARSI

O/
I\ o
s o —~ [N °
0 © s >
o O

6 7
b) 5hE 69 363.7 g, WY HEWOMAEOIE 322.7 g, WMPAH 288.7 g, oAl 1100 me R 1,2-Hv5A|
oler 750 me= &7l Qolth.  EFEs 2041 F<F 80TelA ﬂ*iék%iﬂr EHES Ao W F,
of& of¥stal, AEAAR. SP= 79 460 g= TESAT. E A== FUEE] A flol v whe WA

o =
o) <"
o)
B O
S ~ ~=
HN o)
0 O /
o
7 8

218 g, OFHMEAIS R 643 g & oA EAF 680 mlS 3AIZF < 115Col A wwrslgde. ®¥E &
Z YAAZ &, olF oAE 3L Fol FAu. AAdE nAE s, WEEE AFHsta, A
5}3tE 89 99.6gS FS3kQltt.

d) a) Ag3tE (FeCly) 5 mg, YEF 2 g @ t-o}l2UdF 40 me EFES 208 < 110CE 7198 %, 3.9

g9] 3}sha 19] EolE-2-HEY 9 7.82 g9 IFE 89 THES 2 HIUSAT. HbE EFES AT
FoF 110Col A nuksl & o]Z E-wek2 E3HE (100 m¢/100 me) 52 OMIEJ 6.3 g Aol FAok. HzY
o3} @ weke g o] HAF Mo TRE 38F2] A-429] EAF | 4-T)AETZE[3 4-c]9= (DPP) %A 4.5

g% QA BERA $5E9T.

ESI-MS m/z (% int.): 302.15 ([M+H]+, 100%).

S e + Br/&l_ﬁ . S '/\I_ﬁ

a) 3 H-ZgadA, (Mg E7]") & 110 meel &3d AEE (KP0y) 83.6 g& HIEZS| =2 T 350 ml
€l

=
=9 2-E]QF-H 2L 20 g, 2-BRH-EJo}= 22 g, Ef-tert-FEH¥XA¥FH HEZHZFLZHYOSIE ((t-Bu)sP

" HBF) 2.26g ¥ Ega(tulda ol E) )t ZelE(0) (Pdy(dba)y) 3.57ge] ©7]H folo] Hrlsigih. wke
EES WA IF 2ToAM ATt Wbe EES E2 AYsta, cdEolAHolER FE3% Y. §7]
& FGEF oA AxzA7Ia, 7 stol LA, X ALES UESE2RAE FodA Zdsd 2



[0366]

[0367]
[0368]

[0369]

[0370]

[0371]

[0372]

[0373]

[0374]

[0375]

[0376]

2S5l 10-2012-0022879
azohEadsel olsl Astdth. 2-Eof-2-U-elobE (9)9] 6.0g% FEaeTh,

'H (CDCly): 7.7, 1H, d; 7.5, 1H, d; 7.4 1H, d; 7.3, 1H, d; 7.1, 1H, dd. *C (CDCLs)
170.2 Cq, 162.0 Cq, 143.2 CH, 127.9 CH, 127.6 CH, 126.6 CH, 118,1 CH.

I\ s I\ 7
S Ih] - Q\KWH
9 10

b) 100m¢e] 3 H-ZEf=FoA, LDA-&9S oS3 o] A|ZXAY: THF 30 ml T yolaZ 2 Holwl 5.12g%
-78CE YZA71aL, olojA, FEElE 20.24mS 10 2ol Z2A HA7ede. whg TEES 58 59 -78T
A nRESRaL, o]olA, 0T R 7F23ta, 158 <k wiksivl.  250mee] 3 H-ZEf~3olA, THF 60 m & 2-E
—Ho}E 7.694gs —40TCE WYZA71AL, o]o]A, LDA &M& 1A7bel] ZA -40TCelA H7tstar, F714

ettt YuEE ol 10gs 5% el H7Fstal, F714 108 &<t -40TelA wRksisith

Aeod 7rdstar, WAl wuksielty. Wk ERES & 250meel] siA A AI7IAL, ol " obA
wE FEI[TG. {F7] F& FUHEF oS ARA7IAL, Y st FHAZAT. = AAE

B4 29 azckEadue o8 gAstan. 2-vlef-2-4

|
au)
o

i
T
Y
il
i
ne
fn)
&p
>—A
e
Lo
~
>—A
0Q
tilo
+
n rlr
prL
38
o

'H (CDCly): 10.0, 1H, s, CHO, 8.4, 1H, d; 7.7, 1H, d; 7.6 1H, d; 7.2, 1H, dd.

10 11

c) TulgdxEEoln= 45 n F s =FHofnl ﬂEi%iﬂﬂEzmg,%ﬂi%ﬂ‘”ﬂﬂd~5ﬂeﬂﬂﬂd
6.6 g& 241+ B 150CE 7Fgeisitt.  |ulE A st AASATE. = APES cdLolAH o E: it
1:52 Zdl4] 724 AZatEaggdd s GAsdth. 2-El3l-2-Y-EoE-5-7t2HYEZ (11) 4. 7g% =
5313l

"H (CDCl):
8.2, 1H, d; 7.6, 1H, d; 7.5 1H, d; 7.1, 1H, dd. "*C (CDCL3) 166.8 Cq, 152.5 Cq, 135.6 CH,
130.7 CH, 129.0 CH, 128.5 CH, 111.9 Cq 104.4 Cq.

d) DPP 3}9HE 128 AAle 1ast FAMSHA 5383t

MALDI-TOF (pos): 467.05 MH"*

12 —_—

A-45
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[0377]

[0378]
[0379]

[0380]
[0381]

[0382]
[0383]

[0384]
[0385]

[0386]
[0387]

[0388]
[0389]
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e) 256me] 3 B-Zetadol, tWdEEolu= 13 m T IFTE 129 0.28¢ P EAHAE 0.2¢S 110CE 71
stal, 1AIZF 9t wRkelgich. o] Wk EFEC] 2-dld-HEgyd o rttol= 0.84gS 108 el #Hrbskar,
110TC ol A 21/\1 F Eeh wRksith. &l Y skell AAITE. WVE FREIEE 25 mle &AL E

ol 5 2 AlFsta, FAGER JolA dx:A7)aL, 7HeE skl Al ASHA
2 BAES BEREE FTdA U4 ZE A2vE2HT oA FUMR ZASGIT. 54 AAAE A-459)

'H (CDCls): 9.3, 2H, d; 7.7, 2H, d; 7.6 2H, d; 7. 2, 2H, dd; 4.0 4H, d; 1.7, 2H, m,
1.3-1.1 80H, m; 0.9 12H, m.

Ao 4
Do £ 8 — e 1D
s\ /J o Br™ g s N/ s

13

a) 2-[2,2'1MElo ¥ d-5-U-Elo}E (13)2 5-(4,4,5,5-HEeHE-1,3,2-0 A B E&-2-9)-2,2'-H]E] .91
Sl 2-BRE-ElohES AREste] AAlel 3a)ollM et fALSHAl 538k

AW s. IV s [
13 14

b) 2-[2,2' 14 €] @ d-5-A-Elo}Z-5-7t2 B LB = (14)E AAe] 3b)st FALSAl 53190}

¢) 2-[2,2' 10 €] 2| d-5-U-E|o}E-5-7t 2R U EZ (15)% AAd 3c)9 FAEHA =533},
se I) s _—n C &

Mf - s L)

d) DPP 3}3HE 16 Al la)st FAFSHA 5383t

16 —_—

A-47

e) S8 A-472 A 3e)9t fFAFSHAl 53181t
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[0391]

s/\sp<?+ N s. ) s, T
s U o ) T s ) R

17
[0392]

a) 2-[2,2":5" 2" | E| &.9-5-U-Elo}& (17) Al 3a)¢t A 75
I\ s I\
s” X\ ) s &J

N s I\ s_ f
- s\ /s RIJ/[(H
[0393] 17 18

[0394]

s,

b) 2-[2,2':5" 2" TE E] @ H-5--Elo}E-5-h2 S| = (18)% AAe] 3b)9 FALEIAl 55

stsit.
TN s, I\ s_ f TN s I\ s _—n
o=t — Y e
18 19

[0395]
[0396] c) 2-[2,2":5",2"E]g] 9 3-5-A-Eo}Z-5-7) 2R U EH (18)< AAld 3c)¢ §AEHA 53150,
NS
s J
Y
1 ” BWNA
S N/ s
[0397] 20
[0398] d) 33E 208 A 1a)9 FAEHA 5.
s. I N\ s
N/ S \J
20 DA
S N/ s
[0399] A48
[0400]

e) B A48 DA 309 fAtEH FEEATH
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