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WS, 0

N \N =N

secolceresiestis
5O

of el E EAE AZ=e, ofthx] Astol, Fakel alElf] A H7) BL taZeel, ($4hE Bxd 4
b, m, B3 B W] §7] AUERFUUAL 2ds, £t 2 f7] dHERSogHs 2o W
Eo S48 4% Ut}

AA 4
olstol Tl L A gtk olstel vhehll: AR, Ae g,

Al #A 5L, B g =) & 4= k. wEbA, 2 ao] W= o]l
e Aol o3 dAA o= g Eojof k= AL ofutt. Wk, g BEAS U=, stolvxds A
9ol 7p 249 BF BEAGNLHAL AZ ¢ Lambda950), FF EF FEA (e AlFAAL Az
FluoroMax-4), At PL %4} & A AR (= EEY 2AL AZF 0 (C11347), 22 HEH((Z|ESYAF A%
2400 Algl=), "= dulE ofjdelol A (fAAE Bl AEEA|2AL AX ¢ E52730), F 39 vE 4 FXA
(FEEA Az @ 1930C), 38 F37(LAFE2=A Al 0 USB2000), ¥4 WAMAI(EEA AlZE @ SR-3) € &
E I MGt ZEZEEY A (F) AXR (43343)E AHgste] dgich. &, 2 uige] 542, Adgavy
(J. A, 83} AZ N-2000) 8 AHg38le] g, Pt mde] 35 3t Ry} A5k i Ay LAE FH
22 7] 9% 989 52, A4 E dolE Mg AZEQ WASE32(J. A. AL AR)E ARGl A
. wjgd e AEE Hrlelr] f¢ o gEinE S, o Ao® Ao,
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74 1
1 k, -k,
5—2(3COS 9—1)—m

=)o WA $EE BAT} o
Aol AIAE e BAe] 22 Aol
[ghdel 1] S5 10 @4
(1-1) 2744 19] ¢4 34

[3}sh4) 34]

@ &,

: 4g50,|©g§
Br Br K,COj3, THF, H,0 ()
O e Fos TS
F 7 F ¥ b 60 °C under N,
a8y

S

1,3,5-EZHER-2 4 6-EgZF0 2WA(0.738g, 2mml), 2-{4-(9H-7}=2uZH-9-Q)#|d-1-9}-4,4,5 5-HE
g g-1,3,2-tSAL R Z8(0.52g, 1.4mmd), FlEZslo|=2FS(55m), HEZHV|A(EYAIEAR)DeF
(Pd(PPhy), : 0.30g, 0.26mmol), 2 2M¢] K,COsaq(15me)ZE 200m¢ 37 Zehx=ol Po @7|gc}. &7]3 {98,
A 71FEbelA 66CE F2A712,  E3F 1,4-{4-(9H-7}2REE-9-A) | d-1-Y }-4,4,5,5-H Eg}H -
1,3,2-T) A B Z2H(1.70g, 4.6mml)S HEZSlo|=2Fe 20mol] ¢ NS 12X 7o) AA 2 &}sfaL,
66CZ FAatHEA 6¢7 Wk}, o] Wk §AS Heog HEY &

2HE HEZSo|E2F TS AA, HAES AU, o] AHES o7 AT F, E2 AAFs A, AF A
Z3th, dojd uAES, 71Ed gIFE g 200mee] H71s) &

2ozl FHE n-FAE H7bs) WA BES MEATIAL, AE
o A 93y, KA 19 1,3,5-(4-(9H-7t2nEE-9-4) ¥
683mg(0.80mmol), & 40% = DATH.

>

"IH—NMR (BOOMHz, CDC1l,) :8=7. 33 (t, J=7. 4H
6H;ArH), 7. 46 (dt, Jom=7. 6Hz, J,pu=1. OH

z

z, 6H; ArH), 7. 55 (d, J=8, 2H=z, 6H; ArH), 7

76 (d, J=8. 4Hz, 6H; ArH), 7. 84 (d, J=8. 2
Hz, 6H; ArH), 8. 17 (d, J=7. 8Hz, 6H; ArH) . 1
F—NMR (500MH=z, CDCly) :86=-115. 32,

(1-2) 3§ 19 4 &4
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[0198]
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KCN

DMSO under N,

et

ot

nn

1

Ak 71F38F, 704 10(1,3,5-(4-(9H-7F2rEE-9-2)Fd-1-4)-2,4,6-E ZF . 2wl ](0.86g, 1.0mmdl),
1632 5(0.85g, 13mmo)S 200m¢ 37 Zet2=e] YW, ydd&EZAlel= 70mE A7l 160ColA 1417 7}
ankgic), gk vkg goof | tE = E gt 450[111&9]' 800meE FH7bstal, EATt. o] T I IR
g 450mE HUH FES AAEta, foX f§U1FS $Ae EddA dol frlsel FAT. o f71F
, = 500meet x3F A5 500mE MG &, T4 sl o R A7) AL, 1HM Jole & Al-g-3}o]
s AAY. Fojxl FALE fFE R E/n-Aike] 3 SvlE AAGAA, T LA (FFE 1DEA
3,5-(4-(OH-7FERtEE-9-2) A d-1-2)-2,4,6-EF Al o} el Al-S =5 719mg(0.82mmdl), F& 82% = AT},

S~

'"H—NMR (500MHz, CDC 1y :8=7. 35 (dt, Jgm=2©6
8Hz, Jpw=0. 7THz, 6H; ArH), 7. 48 (dt, Jagm=7
7Hz, Jpu=1. 2Hz, 6H; ArH), 7. 60 (d, J=8. 3

Hz, 6H; ArH), 7. 91—7. 97 (m, 12H; ArH),6 8.

17 (d, J=7. 8H=z, 6H; ArH) . Anal.Calcd for C,H,F,N,

:C, 86. 28;H, 4., 14 ;N, 9, 58%. Found: C, 86. 35

; H, 4. 11 ; N, 9. 29%.

(e 2) stgh= 29 34

(2-1) =A 29 34 4

[3}5}+] 36]

F EP\@
poa
¢
0

SUH 2

N
F
B Q K,COj,, THF, H,0 O 9
+3eq. T _< >—
F F 4 io)a b 60 °C under N,
'3

1,3,5-EB|HE2R-2 4 6-EZF2A(0.738g, 2mmd), 2-{4-(T¥dopr]e)sd-1-A}-4,4,5 5- Eetr e
-1,3,2-t &AL EH0.25g, 0.7mmol), E|E#}slo] =2 3FgH(55me), Pd(PPhy)4(0.30g, 0.26mmd), 2Me] K,COsaq(15
me)E 200me 37 STkl ¥of @Y. 273 &N, A 7]FStl 66TR e2A7]a, EF 1,4-{4-
(Oaldobu] ) A d-1-2}-4,4,5, 5-H EE-1,3,2-T) AR Z2H(2.0g, 5.4mm0)S 20mee] | Eg}elo] =2 Fet
of =l &NS 12412kl AA Hafstar, 2EE 66TE fAshdAM 447k awkgin}. o] wkg &5

T, ol elHE ARgete] Nbg oo RNE HESs|ERFE A, HdEs A o] A
A3 Y3 T, B2 AT, 3T AZ3Y. dojA uAES, A3 yZ2ade 5mo] A7k

Ao t

i A sEgel n-Ae Ak WA R AEA7T, A

2 3ta, o] §9% A7 & FE5I.

&
o
=
& 2

)
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[0208]
[0209]
[0210]

[0211]

[0212]

[0213]

SEE46] 10-2076887

9 WA Bu(FHA 2)& o3 AF s, w2 AT o) FA s, T3t 29 1,3,5-(4-(T)
HAdopr ) Hd-1-9)-2,4,6-EZF 2 2AAS 5% 577mg(0.67mol), +& 34% = AU}

"H—NMR (500MHz, CDC 1, :8=7. 05 (t, J=7. 3H

z, 6H; ArH), 7. 13 (dd, Joyw=8. 8Hz, Jp.=2. OH

z, 6H; ArH), 7. 15 (td, Jgwm=7. BH=z, Jpu=1. 1TH

z, T2H; ArH), 7. 28 (dt, Jewm=7. OHz, Jpu=1. 5
Hz, 1T2H;ArH), 7. 34 (d, J=8. 5Hz, 6H; ArH)
9F—NMR (500MHz, CDCl,;) :8=-117. 09.

(2_2) §],-<51—‘3 2,] 61—/\3 ﬁolxg

[8}sh2] 37]

N & LI
SRS USAS KN o A O
e DMSO under N i e N
SAY s

tete 2

Q

Fot

Az 7173}, 1,3,5-(4-(Hadopr ) d-1-9)-2,4,6-EHZSF o 2l A1 (0.86g, 1.0mmol), A|Sr3b2-F(1.02g,
16mmol) & 200m¢ 37+ Zekx=Fo] @i, tHEEdAe]=E 60me H7F 160TolA 803t 714 wrkgict. =y
g ug gollo] qﬂiiﬂﬂE‘r 450me ¢}t & 450meE H7bstar, EAFTh. o] 5 /U1ES, E 500meet E3F A<
T 500meE MAT T, F utadlgoR dAxA7)aL, ojujF o] EE A&t §mlE AAZ. ol
A HERRde/n-d4ke] E3F &R AZAAAA, T4 ﬂﬂ(ﬁ} e 2)2A 1,3,5-(4-(T) e d obv] i) 9
d-1-9)-2,4,6-Eg|A ol il Al S 3 875mg(0.99mmd), T8 9% = LA,

'TH—-NMR (6O0OO0OMH=z, CDCly :86=7. 11—-7, 14 (m, 1

pAIKe)
A
o

=

2H; ArH), 7. 21 (d, J=7. 6H=z, 12H;ArH), 7.
32 (t, J=7. 9Hz, 12H; ArH), 7. 41 (d, J=8. 7
Hz, 6H; ArH) . Anal. Caled for CiaHLNg: C, 85. 69 ; H,
4, 79; N, 9. 52%. Found: C, 85. 44 ;H, 4. 74 ; N, 9
4 2%,

(Ha gHdel 1) Blal shghE 19] 944

Fdel 19 el wet izl FHA 1S ¥l sgE 12 g

(HaL gHd el 2) Blal shgHE 29] A

e 29 el met dojxl S 28 Al SRHE 22 gt

(Al 1) sghE 15 ARES 7] TEF AL 2xte] Alztat 37t

Ar #9171 228 vrx FolA sighE 19 E7< 89S =AY,

w, M) 7% el AE FHFWMo R, NETE 4x10 Pa olate] zAA FEE 19 wutS 50mme] FAR @4

A f7] ZEFVAS 242 Yt
AT MER, A W o] AT FHAWeR, NFE 4x10 P o5 2o HAE 15 nPE AolT
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shgte 1 dialel vlal ighe 15 ARSRE & WS, Wlal ekE 19 HI R &9, Bl gighE 1wk
sehg 7 f7) EESAEAS 248 AR

=3
F L 4.993ns0]1, A AES AFFHA FAUT),

(Mate] 2) Wil BHehE 28 ARER 7] REFUUIAL axbe] AlFk) 7t

sebeE 1 oidedl mlal sghE 28 AREE HS WAs, val seke 29 EF< &, vlal sekE 2nke] wht
S Zhe §7) TEFIYAA ix% A =g et

g@71gk E5d &9 g w2 9as 395meolar, W A FEE 41%T BF F¥ s, 0.91ns0]aL,
AA e #5HA ok, UE "hho] wby o 9 g+= 393miola, g ¥R FEE 25% %00 EE 5
g 0.807ns0]al, A e #S5HA FUtt

(AAel 3) BHhe 28 AR #7] dYERFuUAds 2ate] Azt 7t

TF=A 100mme] 1F - T4 ASHE(ITO)R o] FoA = F=0o] FAd=d 2 713 o, 7 atehe 13 FFHo
FE 410 Pax HFAG. WA, 110 ol HATNG 10me] FAZ G4, of o] Trispz2

Az AT, tgoz. HFE 29 wBPE Aold FAYo=NE 22, Jom FA 2 FAs w0
FFow A old, HE 29 FrE 63F%T Ak EOE, T0E me) FAR YR, o Ao
BPYIP2Z 30mm, 40nm i 50me] T2 FARTH. T3 Bale FLIHS 0.8m AF ZZalw, oloja] o)
FADE 100me] FAZ FAFON 532 FAAT. o] B0l olal, ByIPel TS Aoldh 3F e
£7] dAEZZu|YHA AAE A 2T},
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1
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Lo
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EHS T 130 vehfar,
< % 159 YEpdt. kgt
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