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[0102]



SS=S0dl 10-1436556

n-BulLi

B
\
(o]
a-4
[0103] a3
NH,» ==
X OEt HBr
| Br - \
=N /\OrEt N N
=/
b-1
NBS PN
9 N_J
N Br
b-2
[0104] b-1
\
OK< ~N
B-O g
< e QP

. b-2

[0105] a4 1

[0106] FFE a-19 A=

[0107] 2000 mL-37 EtulbetZelael] 1000 ml H Eebsto] =2k (THR) 9 Yokl d 21.4g(0.209 mol), 1,4TH
2wl 99.0g(0.419 mol), HIAEZ AL EAA TS EE}°1‘:(Pd012(PPh3)2) 4.0g(0.003 mol), 8. =3}
T 1.25¢(0.006 mol), EzolEolwl 71.4g(0.39 mol)S Pil 4417+ EoF 80 oA mubelal, ALom 23
T THFE HUgt 530, v g0 ES ¥Yiu MEdSF2go|=(M0O) = FF 3toh. vgddE2to| =M
05 w8, vladlgez F43ta o3 & &3, Y 1A AF=E 22191 A9 (Hexane) S 53
—,—ﬂo]—oq 25g( % 47%)E u}Aq

[0108] 1H NMR (CDC13): d 7.76(d, 2H), 7.66-7.31(m, 7H)

[0109] e a-29] AZ

[0110] 1000 mL-37 SEubgZglago] A 297 stollAd  1,3-yddZEZ93=(1,3-Diphenyl-propan-2-one) 62
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[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

[0125]

[0126]

[0127]

S=E3 10-1436556
g(0.168 mol), Al1m} L= x|ALe] o}l AUZ AT = 30.6 g(0.168 mol) L o EHE 300 nLE @i, 10¥-7+ b
3 B o Ehe 40 mLoll £31%E 4.70 g(0.084 mol)Q] KOHE 2087+ A7}sk o} 3087t A-oA] wHlali o
3ttt ARES 3] =HFE AFHI T AxE] 3FgE 1la 50 g(5F8 88%)S LUt

-

1H NMR (DMSO-d6): d 8.08(d, 2H), 7.79(d, 2H), 7.73(t, 2H), 7.59(d, 4H), 7.43(d, 4H)

33E a-39] AZF

1000 mL-37 ToutEEEiade] 300 mL HdolE|2(Ph20)et  FFE a-1  24.0g(0.097mol), a2
34.9g(0.097mol)S ¥ iL 3AIZE &<k 230 oA nRketal, G20 R A% F o ghE&S Fosit. AdE IHdES
ol Hste] eletal FAR AEA S 50g(FE 88%)= AT

1H NMR(CDC13) dl[ppm]: 7.75(d, 2H), 7.39-7.28(m, 13H), 7.05(d, 2H), 6.95-6.89(m, 4H), 6.83(d, 2H),
6.63(dd, 2H)

33E 249 A%

A 297] el 000 mL-37 ToulEEElaed Az vESto| =2 F(THF) 500mlel 7] kAl a-3
40.0g(0.068 mol)E& *olar, -7844 2.5M HF-EaHF 29.76m1(0.074 mol)= A7} 3Tt ¢ &4 g
SoF wHkel § olo]AZ AR OIE 18ml(0.084 mol)E VIS A2o® 25E Sda AN ¥ B
A7teta WEdASZeol (MO R FE3 . AAE 1A d§38ES toldoleZ(diethyl ether) o= Ao
FHA AFste] A Ao FHA 32.6G(76% &) AUt

to £y

1H NMR(CDC13) dlppm]: 7.73(d, 2H), 7.37-7.24(m, 13H), 6.98-6.85(m, 8H), 6.63(dd, 2H), 1.29(s, 12H)

3A3E h-19 A%

100 mL-37- SoularZ gl 40 ml o829} oln =72 W (amino-pyridine) 6.0g(0.034mol), HZE o} E
oosle]l= vl "ol g 10.4 m1(0.069 mol), 48% EEAH(HBr) 4mlg 9l 12A17F B9 37 3igltt. 2oz
23 & FEAUEE®NaIC03) 89S Fdt. tuEdEER FEIa FFSe] 2d HHo HMAHE

3.90g(48%) & LATt.

1H NMR(CDC13) d[ppm]: 8.06(d, 1H), 7.57-7.51(m, 3H), 7.10(t, 1H), 6.69(s, 1H)

33E h-29 A%

500 mL-37 SEmpgEZgbsze] 250 ml FEEIZE(CHCIY FFFE b-1  2.0g(0.017mol), NBS(N-
bromosuccineimide) 3.0g(0.017mol)L Y1 1AZF =< AFLo) A st} i S 53l Ao IAF=
S A7l A"9MC:MeOH 30:1)S o] &3to] #Esiie). dite= AAa-4dste] 274 Fe sFES 2.8¢(5F
85%)2 Altt.

1H NMR(CDC13) d[ppm]: 8.13(d, 1H), 7.62-7.61(m, 2H), 7.25-7.22(m, 1H), 6.69(m, 1H)

MALDI-TOF MS: m/z 623.24, cal. 622.75.

e 14 A=

500 mL-37 T EEAAE SHE] AFAN T ALELY] selA FFE a4 6.3g(0.01 mol), FFE b-
2 2.0g(0.01 mol) & FH7}&tar, THF(150 mL)/H20(50 mL)Z &8 A1#th. o] & PPh3 262 mg, Pd2(dba)3 228
mg 2 K2C03 2.7 g(0.02 mol) & F7I8lar, o] EFNE A 5ok 37 wWHAAT o] F Aoz Wzl t}
o FFstY tERadvues FEa InladEes Ax st f75S w55 AdE uAE Ydd
HEZZ A Ax F 3 FE 15 5.3z(FF 85%) S AT},

o

IH-NMR(CDC13) dlppm]: 8.02(d, 1H), 7.77(d, 2H), 7.63(d, 1H), 7.57(s, 1H) 7.40-7.31(m, 12H), 7.16-
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[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

SS=S0dl 10-1436556

7.06(m, 5H), 6.99-6.90(m, 5H), 6.75(td, 1H), 6.69(dd, 2H)

[Azxd 2] s5HE 29 A=

Br
o —
N
| - NH2 Br | Q
Br N N
3

318 E b-32] AX

100 mL-37 TouleEZEl2T0] 40 mL ol §FE-9} 5-H 2R 2-o}w] 3] 2] (5-Bromo2-aminopyridine) 17.3g(0.1
mol), 2-HZ R ol EHME 20.0 g(0.1 mol)S ¥ 3 ]Z_ e B ol ARo® A9 T AAE HAE
S APy, JHAES e 2 A Axsoh, Ao 1A 26.0g(5E95%)S AU

1H NMR(CDC13) dlppm]: 8.58(s, 1H), 8.49(d, 1H) 8.08-8.06(m, 2H), 8.00(s, 1H), 7.79(d, 1H), 7.58-
7.49(m, 3H)

BEE 29 Az

500 mL-37- SRS EZEAaE s ARAZ T ARV slollA] FTE a-4 6.3g(0.01 mol), FIFE b-
3 2.7¢(0.01 mol) S H7Fsla, THF(150 mL)/H20(50 mL) = &3|A|HTl. o] 8o PPh3 262 mg, Pd2(dba)3 228
mg 2 K2003 2.7 g(0.02 mo)& H7}star, o] EFNE 34 B¢k FF wHHAZT o] F AL ow W7e )
S et tFrREYE R FEH31 iwﬂ}:uﬂ o2 Ax Y. 4715S w559 AdE nAE ddd
dE|lZR AHste] Ax T 3dE 28 4.6g(FE 74%)S At

TH-NMR(DMSO~d6) dlppm]: 8.18(d, 2H), 7.90(t, 4H), 7.48-6.86(m, 22H), 6.47(d, 2H)

MALDI-TOF MS: m/z 623.24, cal. 622.75.
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[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

SS=S0dl 10-1436556

[A=xd 3] 3}5HE 39 A=

=N
N.__NH, (
U Br/\(OEt HBr \ N)§N
=N OEt =/
c-1
N { \S\
(;)%N NBS N>:J N
\—/ By
c-1 o2
0 \ =N
B-0 N)§N

Pd cat. O Q

S ScaAsY OO
Oe Br>:J /
a4 c2 Z
3

A3E 19 A%

100 mL-37* gIute-EZ k=Tl 40 mL o &2} ol =3 2" d (amino-pyrimidine) 6.0g(0.034mol), HZE o}
A EorE3lol= tyoHolM g 10.4 ml1(0.069 mol), 48% EEZ2F(HBr) 4mlS Y1 12417 B¢ 37 3s1glvh. A4
o2 A3 T A HHAES o7sie] B, A 396 5.60g(70%)S ALt

1H NMR(DMSO-d6) dlppm]: 9.36(dd, 1H), 9.06(dd, 1H), 8.33-8.31(m, 2H), 7.69(dd, 1H)

AE 29 A%

500 mL-37 STEugZelade] 250 ml SFEREXE(CHCIY 3E -1 2.0g(0.017mol), NBS(N-
bromosuccineimide) 3.0g(0.017mol)S ¥l 1A|ZF Fot 2204 "IHH‘SLPD}, S Bof AAHE AABL of3}s)
of £ ddtt. =& 39 Fee] FEE 28 2.3g(5FE 70%)S AU

1H NMR(DMSO-d6) dlppm]: 9.46(dd, 1H), 9.16(dd, 1H), 8.48-8.41(m, 1H), 7.80(dd, 1H)

IE 39 A=x

500 mL-3T FutEEE I E H3] AFRAII T AAESY] stelA FFE a4 6.3g(0.01 mol), SHEE c-
2 2.0g(0.01 mol) & 7}skar, THF(150 mL)/H20(50 mL)2 &3|AIFH Tl ©] &N PPh3 262 mg, Pd2(dba)3 228
mg 2 K2003 2.7 g(0.02 mol) S F7Fstar, o] &N 3A17F Bot 87 WA A, o] T Aoz Yzt3l o
 F&ote] HERRMEor FEea Grvtadgor Ax . f7]5S w5t 44E uAE dHHdE

AqHE= AHste] dx F shghE 38 4.02(5E 64%)= AU

IH-NMR(CDC13) dlppm]: 8.02(d, 1H), 7.77(d, 2H), 7.63(d, 1H), 7.57(s, 1H) 7.40-7.31(m, 12H), 7.16-
7.06(m, 5H), 6.99-6.90(m, 5H), 6.75(td, 1H), 6.69(dd, 2H)

MALDI-TOF MS: m/z 623.24, cal. 623.74
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[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

SS=S0dl 10-1436556

[Axd 4] 3}5HE 49 A=

“""OH
| - NH2  DMF-DMA ‘ o -NH NH,0S0;H = /N>
N ™ 7
Br g 2N g NN
d-1 d-2
N
Q ¢
B-O 4 N-N

OO0 Ly —
7 —_— =
— . O~
e @
4

a-4

33E 4-19 AX

250 mL-37 TEwieEEEade] 80 ml  IPASF 2-o}v|:-5-H 2 R ¥ Y (2-Amino-5-bromopyridine),
40.00g(0.231mol), (Dimethylfornamide-dimethyl acetal) 9.93 ml1(0.300 mol), 2L 3AZFE<t 35 stgitt.
502 213l & (Hydroxylamine hydrochloride) 24.10g(0.346mol)S YL 5004 12A17F E<t 719 wwksit), o
FALow N3 F o3 slu Ax F 15.8g(FE 31.63%)S AUt

1H-NMR(DMSO-d6) d[ppm]: 10.20(s, 1H), 9.58(d, 1H), 8.23(d, 1H), 7.82-7.75(m, 2H), 7.05(d, 1H)

3EE d-29] Az

1000 mL-37 SvleEZ Ao A4 B97] stolA] 33E d-1 15.00g(0.069 mol) ¢F A=x3 H Egisto
FFH(THF) 150m1 ¥ a2 wwksk & QoA (Trifluoroacetia anhydr1de) 16.41m1(0. 118mol) Eéjl 12A17F FoF o
Halltt, SRRV EEF 89S Wi 1A3F B wnket & fadE2gel (M0 R FEIY. AdE 1A
33E2 tdEoH Z(Diethyl ether)® o] FHA OMo}ﬂ AZ T 6.4g(58 46.54%)S AAT).

1’:_

1H-NMR(DMSO-d6) dlppm]: 9.41(s, 1H), 8.54(s, 1H), 7.85-7.83(m, 2H)

g"kz‘st% 40] Az

500 mlL-37- EoulSEgaAmE 94 AzRA7 T ALEYY] Fo|A 3EE a-4  30g(0.046mol)S L,
THF(225 ml)/H20(75 mL)Z &3|A Ak, o] &) 332 d-2 6.41g(0.032mol), P(t-Bu)3 1.13ml, Pd2(dba)3
0.17g 2 K2003 12.78¢(0.092mol)& #H7}star, o] EFNE 347 &<t 7 WAL, o] & o=z Y7}
gt EF5te] WEAZ 2ol =0 R FES L bt eR Ax . §715S wFcte] AdE 1
AL geideld 22 AHste] Az F 358 42 11.5g(58 39.860)S AUt}

1H-NMR(CDC13) d[ppm]: 8.18(d, 2H), 7.90(t, 4H), 7.48-6.86(m, 22H), 6.47(d, 2H)

MALDI-TOF MS: m/z 623.20, cal. 623.74.

FAZF 150 nm@l ITO(S1F 54 AHsE) £ A= 21918 2H=, 40mm<40mm><0.7mm 7] 9] F2]7]3S Al
A7 ElE SHF SolA 108 T 2592 MAAs L, SHFFNA 108 B¢t 2 3 HE AAISY. SHS
] g] = A

=
ey olazedAdaS, oMlE, MEE S &S ted 71ds EAA o ® E%ﬁr*ﬂiﬂ.o}ﬂ

>~
=
o
of¢
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AR, olol, Alz/ol2d EetzulE olgstel ANAAT F, ¥ AF ol 2e 4o 1R AT F
A g9 A% FUol FASn T AT ehelel FAHO] ik Wl 37 FY ATEL YRS T A 60
1 4 sgrh. el 1DE-406 =gl = FA 30 o] 4,4'-v]2

nm®] IDE-406(1A}) uHS AEFPFowxr .

[N-(1-vpz&)-N-s dojr| iz ]utel s d =H(o]at, NPB 2 & ATFEFTozA 47 3t

2F 7 20 nme] BD-1 [4-(2-(4,4'-sduto]sd)H]d)-N N-tj s Ao}l 8] +
. ]

B-ADN(9,10-tto] (VU Ze&dl-2-)tEetAl A3} 5% S 2 STk, A =
doll d&E 18 9 FA20 nme] AAFEZT oz A gl oo, I 9ol LiFS SFAA AxFUSS I
A3k, o] LiF 2dd a4 4FruES SHAA 345 558 F459 F718FaxE Axzseleh. s %

=
1o 7] g 54 2 72 B4 A A9E dERsdoh

" Q

o0 o Y N

~ @ @ 2 e
b <IDE-406> C}N O - <NPB> ‘

O
O

Z
z

[0163] ETM-t
[0164] [HA]e) 2] 385 28 o] &3 §7] &3F A% A2
[0165] A7) AAd 104 AAFES AREA s 1 tialel StE 28 AFES AL AQstaes AAd 13 5d
b 274 sl f7] B aAE AFEIG o, syl % 10 AV @ B4 2 2 BA FAH Z23E ey
St
[0166] [HA]d 3] 3138 35 o]&3F f7] wrf 4z A=
[0167] A7) AAd 104 HAAFES AREA SgE 1 g4l 1 SIHE 302 AMES AL AQstas AAd 13 F
dgk =4 shollA f-7] g ARE AFeYeH, 7] F 1o 7] @33 EA H U Ex B 54 495 YE
Bibe=
[0168] [HA]e] 4] 3I3HE 45 o] &3 §7] &F AR A2}
[0169] A7) AAld 1A AAFEEST AREAM SEE 1 gale)] 3EE 42 AFEE AL AQslae AAd 13 Y
S 24 sl R B teole=s AZEIYon, dl7] & 19 Ay w3 B4 2 % BEA FH 29E U
BRI ATt
[0170] [H]me] 1] 3I§HE ETM-15 o] &3t §7] 94 &2 Az
[0171] A7) A 1A ARFES As52A SE 1 gl 33E EN-12 AFES RS AQstas Ao 137
TAS 27 StolA f7] EF ol EE Ao, sy ® 14 HY) F B 2 V% 24 A 27
E Yehi e
I 1
[0172] No. V) AFE= o=y AN Zx e
(mA/cm’) (cd/A) (x,¥) (cd/m)
Hlae] 1 5.6 15.82 6.32 (0.141, 0.168) 1000
AAd 1 4.4 10.62 9.41 (0.139, 0.165) 1000
2 2 4.5 11.1 9 (0.141, 0.156) 1000
AAd 3 6 12.46 8.02 (0.141, 0.164) 1000
2o 4 4.72 12.5 8 (0.142, 0.142) 1000
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