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ZEt~To 12H-WZ[4,5]8ox=[2,3-a]l7IalE
mmol), Cu (4.1 g, 65.84 mmol),

# s, wgel £
]
=

AAZ FH AxA7]ar A ﬂi“Pilﬂﬁﬁli
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, old oHAHIOIER 7715 gsto] o] &

welstel sht

sk vlae

2-1 (12 g, 80%) <

AsolES o
At
5}13 = 2_/] a’]—)ﬂ

Zgtagoe) 3% tl® e (10 g, 41.93 mmol), PdCl,(PPhsy), (0.98 g, 1.398 mmol),
KOAc (6.8 g, 69.87 mmol) 2 1,4-T]&2F 150 L& YW1, 120ColA] 2417+ B9 Foach. ¥hgo] E4
W, e oAH | ER f7|5E FEIIL vlidlg HHOEE o]&ste] 3o St 5 HEA7Ia 4
2 gReEaddz 2y 3% 2-2 (6.5 g, 50%)S It

3E 719 A

E 2-1 (12 g, 27.95 mmol),

1|

O

<
H
pln

o
\11

Y

ks
1A

Zet~39 3EgE 2-2 (6.5 g,
Pd(PPhs), (0.78 g, 0.682 mmol),
35 wdkskglth. Whgo]
=& AA

g 5 AxA7|a A ﬂiﬂ}ilﬂﬂﬁli

13.64 mmol), 3}t
2M KzCOg 35 mL,
, g oMAH O ER {7]5E& —%%3}"’ al wAC by

welstel s

2 A (6 g, K,CO; (5.6 g, 40.92 mmol),
B2l 70 mL 2 EtOH 35 mLE Yal, 120TCAA 3417 59
Aol EE o] &3l ko] 4
C-71 (4.1 g, 52%)& AT},

16.37 mmol),

' MR (600 MHz, CDCls, &) 10.21 (s, 1H),
1H), 8.869-8.856 (d, J = 7.8 Hz, 4H),
3H), 7.699-7.673 (m, 6H),

9.358-9.345 (d, J = 7.8 Hz,
8.286-8.219 (m, 4H), 7.839-7.807 (m,
7.523-7.486 (m,2H), 7.455-7.439 (m, 2H)

MW v PL M.P
C-71 581.68 332 nm 469 nm 326°C

[AAld 3] P& C-1129 A=

®

o2 D OO'O

33l E 3-19] 3A

Zgt Ao

o

7,7-t)Hd-5,7-t] 3| =R Q|

32

H

[2,1-b]7M}Z (10.0 g,

@%;
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[0227]

[0228]

[0229]

[0230]

[0231]

[0232]
[0233]

[0234]
[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

SIHEd 10-2016-0136211

(13.0 g, 45.9 mmol), Cul (3.4 g, 17.7 mmol), oNE&t]o}7l (2.4 nmL, 35.3 mmol), K;PO, (22.5 g, 105.9

mmol) % EFdl 180 mLE @i, 135TolA 5A17 ¢k 357 wukelgict. vk g & dgd F2go)l=(M
OR F53 F NgS0,2 A3t A9 AZnfEag Iz 223 & MeOls YWol APE ZAE ot

o] 33 3-1 (12.5 g, 90%)S AT},

s5% 3-29 A

Zgt23g0 FeE 3-1 (12 g, 21.3 mmol), YIJAIHEZ (10.4 g, 40.9 mmol), PdCI,(PPhs), (1.9 g, 2.7

mmol), KOAc (5.4 g, 55 mmol) @ 1,4-T]%2F 140 nLE Y11, 120CoA 6A17F <+ 8F wukslgich. vkgo)
2y, dd olHHOIER {7|FE FEoA vtadlg AW EE o]&dte o RS AAT H AxRAY
3 Ay FEetEadgE B2sle] 33E 3-2 (9.8 g, 75%) S LT

§],‘<;5ﬂ C- 112,] 61—/\4

Zgtrao 3EE 3-2 (9.3 g, 15.2 mmol), 2-FEZ-4 6-v]ud-1,3,5-Eg]o}a (6.1 g, 23.0 mmol),
Pd(PPhs), (1.1 g, 0.96 mmol), KyCO; (5.3 g, 38.3 mmol), &<l 80 mL, EtOH 20 mL 2 H,0 20 mLE ¥ L,
120Coll Al 5AIZE &<t 3HR/ wwksit), Hhgo] Euw, ole oM H e ER /7]
EE o]g3sty o FES

s 4.

29 #za vodlg Aol

%
AAS H AxA7In Ay ARefEagIz Eeste] sgE C-112 (4.0 g, 37%)

"I NMR (600 MHz, CDCls, &) 9.96 (s, 1H), 9.107-9.089 (d, 1H), 8.800-
8.783% (d, 4H), 8.460 (s, 1H), 8.190-8.177 (d, 1H), 8.039-8.025 (d, 1H),
8.004 (s, 1H), 7.913-7.899 (d, 1H), 7.699-7.685 (d, 1H), 7.653-7.587 (m,
6H), 7.477-7.452 (t, 1H), 7.411-7.356 (m, 4H), 7.301-7.191 (m, 10H)

MW uv PL M.P
C-112 715.86 360 nm 521 nm 327C

[AA]d 4] 3}3HE C-469] A=

o
& . K D
SEaa- T S SRR e S8
o s o, 6 O

a5 4-19 4

Z8~F0 3,5-tyBrE2E9IYd (25 g, 105.5 mmol), YX T (28 g, 110.8 mmol), PdCl,(PPhsy), (3.7 g, 5.27

mmol), KOAc (20.7 g, 211 mmol) ¥ 1,4-t]&AF 527 nLE YL, 120TolA 2A1%F &< &5 awkatolch. whe

o] Bu, od oMHC|ER {7]5S FEotal vivlg HHO]EE o]&ste] Fo] FEE AN FH XA
ks

7|1 Ay AsvtEagy s Eeste] 33HE 4-1 (25 g, 86%)2 AU},

33l e 4-29] SHA

Z8 A3 FE 4-1 (20 g, 70.4 mmol), 3FEE A (12.5 g, 46.7 mmol), CS.COs (30 g, 93.3 mmol),
Pd(PPhs), (5 g, 4.67 mmol), 541 150 mL, EtOH 50 mL 2 H,0 50 mLE Yail, 120CelA 3A17F Bt
Hhsleln), "hgo] YW, od oA HOIER {7]5S —ir%;}"’ g A el o] g3l o] F=ES A
A% H AxA7|n A9 ARnfEa Iz 2t e 42 (7.5 g, 4195

33l e (C-462] 3HA

EE
—_—=
A3,

Zg 2T FEE 4-2 (7 g, 17.19 mmol), 3= B (5 g, 15 mmol). Pd(0Ac) (169 mg, 0.75 mmol), 2-¢]
A]E"iff“”ﬁ/\‘ﬂb—? 6'-tjH|E A 8] Hd (S-phos) (617 mg, 1.5 mmol) 2 NaOtBu (3.6 g. 37.4 mmol)S A4
A 150 mL2 =l & 150°ColA 3AI7F &<t &7 wukekgith, dkgo] Euw, od olAH o ER {7|F5E& F&
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[0241]

[0242]

[0243]

[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

SIHSd 10-2016-0136211

la vl AEo]EE o] &35te] o] 1S AAZ FH AFXA7|n A AZefEId9E st geE
(46 (4.8 g, 50%)2 AT},

' NMR (600 MHz, CDCl;, &) 9.967 (s, 1H), 9.230-9.223 (t, J = 1.92
Hz, 2.28 Hz, 1H), 9.092-9.088 (sd, J = 2.46 Hz, 1H), 8.873 (s, 1H), 8.297-
8.261 (dd, J = 7.44 Hz, 7.38 Hz, 2H), 7.618-7.594 (m, 2H), 7.562-7.526 (m,
6H), 7.425-7.362 (m, 6H), 7.339-7.323 (m, 4H)

MW uv PL M.P
C-46 640.73 352 nm 493 nm 264°C

[AAldl 5] sh3tE C-569 A=x

N O H ————»B'_(z}er N O N —— O O 4,©):Ny:\© N O N

§}.‘§j 5— 1_/] tﬂ-/ﬂ

Z 20 FEE 120-WZ[4,5] 8o x=[2,3-al7FFE (20 g, 60.2 mmol), 2,5-tjH2RIgn|d (7.4 g, 50.2
mmol), TlWEoln] =32l (DMAP) (367 mg, 3.01 mmol), Ky,CO; (25 g, 180.3 mmol) P t]w|€ ¥ Eoln]=(DMF)
200 mLE 9¥al, 50CoA 8A17F BQF WREAZATE, Hhgo] Ty, ofd olAHO|ER {7]|5S FE3F3 vl
F AF]EE o] &3le] o] S AAST H dxA7|a A8 Z2uEa9R 285ty 33kE 5-1 (23 g,

85.8%)S 4A

33t= 5-29] 34

—~

ZgAF0 e 5-2 (18 g, 40.5 mmol), TJHE (15.4 g, 60.71 mmol), PdCl,(PPhs), (1.4 g, 2 mmol), KOAc

(10 g, 101.3 mmol) ¥ 1,4-t]&AF 150 mLE Y31, 120TolA MM7F5ﬂ-ﬂ%<ﬂmﬂ@ﬂ kS0 Eud,
ol oA HOIER f7]5S F=33 vluld AFEE ol&dte o FES AAS FH AxA7I A+
azvtEagnz Bty s 5-2 (6.3 g, 29%)S AUt

33t E (569 A

ZgtaT0) S 5-2 (5.8 g 10.8 mmol), FFE A (3.5 g, 12.9 mmol), Csy,C0; (8.8 g, 27 mmol), Pd(PPhs),
(0.64 g, 0.54 mmol), H,0 22 mL, &5 44 mL 2 EtOH 22 mlE YL, 120ColA 2AIZF &<t g7
wrRkeRint, whgo] 2w, " opAHl|ER fY]SS FESHAL vl AHo]ES o] &5te] to] &
ﬂﬂ@gqﬁiqﬂLzﬁaagmggmﬂg.gaaﬂﬁﬁ} C-56 (2 g, 28.8%)E AUTt.

M
o

'H N\MR (600 MHz, CDCls, 8) 9.98 (s, 2H), 9.148 (S, 1H) 8.7826 (S, 1H),
9.0922-9.07890 (d, J = 7.98 Hz, 1H), 8.8088-8.79650 (d, J = 7.38 Hz, 4H),
8.300-8.214 (dd, J = 7.68 Hz, 2H), 7.7739-7.7483 (m, 4H), 7.734-7.349 (m,
12H)

MW UV PL M.P
C-56 641.73 302 nm 500 nm 347°C
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[0253]

[0254]

[0255]

[0256]

[0257]

[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

SIHSd 10-2016-0136211
A4 6] SFE C-1169 A=

¢ » @ N

OOOQ

B(OH), oN QD HN a”
N'B:r ;Q @ %gp NP
i O @ O N A ®_(?a ¥ O
a.@ N A N },_’ ”'@
o 2Oy J

5% 6-19 4

Zet=Ad (9-9d-9H-7MFE-3-L) HELF (20 g, 69.65 mmol) -HER-2-UEZdlA (13 g, 63.32 mmol),

Pd(PPhy)s (4 g, 3.483 mmol), 2M Na,CO; 100 mL, 5ol 310 mL 2 EtOH 100 mLE Y11, 120ColA 3A17F E<F

3 nHkEiTh. WkSo] i, oE ofAEH|lER §7F %%6‘}1 uladl g Yo EE o] g3le] o] 4=
eN

[e]
o =
AAG 5 AxA7|L Ad AmvtEdgve Lejste] S9HE 6-1 (23.7 g, 99%)S AUt

shetE 6-29] §H4d

23 A &3E 6-1 (23.7 g, 65.03 mmol) L EFFHIEAT (43 g, 533 mmol)S fZF=2=2wlAl 330 mLol

=0l & 150CoA 6A1ZF B¢k 7 wwksitt. Wkso] Eu | SH3I T MeOHE Ef]Fdlo]M (trituratio
n)ale] 8EE 6-2 (17 g, 80%) S Lr}.

= 6-39] 4

L

Zet=Ad 33HE 6-2 (17 g, 51.14mmol), 5-HE2R-2-olo] =dgd (28 g, 102.28 mmol), Cu (6 g, 92.05
mmol), Csy,CO; (41g, 127.85 mmol) 2 DCB 260 mLE €I, 200TCoNA 4A1ZF F<tF 57 wdksioict, wh§o] £

W, old olAHOIER |/7]5S FEola vlavlg HHoEE o]&35te] Fo] FES AAS §H AxA7|L A
H ARntEIg R Zyste] sFHE 6-3 (17 g, 71%)3 ¥

33E 6-49 34

Z8}~39 3= 6-3 (17 g, 34.81 mmol), TJEZ (13 g, 52.21 mmol), PdCl,(PPhs), (1.2 g, 1.740 mmol),

KOAc (8.5 g, 87.02 mmol) ' 1,4-T]=AF 180 mLE Y1, 120ColA 2A17F E<F 37 wwslgich, wkgo] Ziu}
W, ol oA HOIER {7]5& FESt vtavls HIo]EE o83t o FES AAS FH dxA7|a 4
H A2vlEad IR F2ste] 3HE 6-4 (18 g, 99%) S AU

& C-1159] 314

[t

Z8 230 35 6-4 (10 g, 18.67 mmol), & A (8.2 g, 22.41 mmol), Pd(PPhs)s (1.0 g, 0.933 mmol),
M Na,C0; 50 mL, EF< 100 mL 2 EtOH 50 mLE Wi, 120CelA 3A17F ¢+ 37 mulkaigivt. whgo]
ZUd, dE oMo ER {728 ZZ31 nlaudg AHEE o]&sle] T FEBS AAT F AXAF
3 Ay FREIHIRE BEste] 5 (-115 (1.3 g, 119)<S It

'H NMR (600 MHz, CDCls, ) 10.190 (s, 1H), 9.163-9.150 (d, J = 8.3 Hz,
1H), 8.134-8.800 (m, 3H), 8.183-8.082 (m, 2H), 7.683-7.538 (m, 14H), 7.453-
7.272 (m, 5H), 6.901-6.877 (m, 1H), 6.431-6.417 (d, J = 8.4 Hz, 1H)
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M w PL WP
[0266] C-115 640.73 344 nm 657 nm 312C
[0267] (22} A=Zd 1] 2 2954 & Q3% F2E AE5E ¥£¢3E OLED 24 A=
[0268]  ® wee] §7] wA W HPEL o] 43ke] OLED 24HE AR $4, OLEDE Fea(RH-2YAL Az)
el FH oA 110 #EH10Q/0) S, Eﬂ%iioﬂa}{ oI AE oﬂﬂg W zEas sgHoz ASde X
ot AHE AAF T oAz Yo BHd T ALEETt. gLow Wy =2 Auo] su Ero|
1107) %8 A2E 5, A% F2 gu Wef Aol o9ehAm(2,3-1:2',3'-h] % 47-2,3,6,7,10, 11-FAp7han
UEY (33E HI-1DS 932 AW U9 AFE7F 10 torrd] B3 wi7bx] wj7|A)1Z1 & A AFE ¢l7tst
o] ZUAA 110 712 glel 5 m T Al AF FUAFS FHAAG. oloM, AT FF gu] Yo e 4
o NN'-H] AT eal-1-2)-N N'-d]| = (Hd)-HA e (38 J-2)2 D, Ao HAFS olrfste] Z=ura|A
AL AT FUZ Al 95 m FAL A2 AT FUSL SAARG olol, AT 24 A0l el the Al N-
([1, 1 =915 ]-4-9D)-N-(4-(9- (TP 2 [b, d] - &-4-3))-0H-F 9 1-9-2) s ) -[1, 1'-m) s d -4-o}] (32
HI-1)& Yar, Ao AFZ <viste] 2847 A2 4F U= 9o 20 mm F79 Al AF A%2S 22319
O AT FUF, AT ALEL GAAN F, 2 90 2HES T3 2ol ST AT FF A
A F pee] Z2ERA 27 SgE -1 ¥a, E OE A SRERA e 12 ¥e F, F 2
AL U2 &5 Z9AA 3AE9 ERES A & TREES 122399 oz =PFdozn Ay A
2 AGE 9o 30 nm FAY WF=S =25gu. o]o] A, o2 A % Fdo] 2.4,6-E82~(9,9-tHE-
H-EF 2 d-2-9)-1,3,5-Egfobx (3}3= ET-1)S& 2435 9ol 35 nm F79] dAAETS Stk o]
A, AAFERFoR g EEAAEdELE (BEE FI-DS 2 mFAZ 233 5, g2 1F T s o
£3te] Al S5L 80 mme] FAR 53] OLED A£AE AlZ3FT).
kel (P o ) 8"”
""’\Nﬁﬁi‘c" .O o 0. )
NC CN C @
[0269] HI-1 HI-2 HT-1 ET-1 El-1
[0270] [W)e] 1] 2 AP 52E ARE TS} OLED 24 A=
[0271] Wgso EARERA BTEE A-1E ARRE A ddle & Alxzd 13 dd Wy oes OLED &2AkE
Azt
S
° ¥
[0272] Al
[0273] A7) A4 Azl 1 aen wad 1604 AzE §71 AA B S48l 10,000 nits HE J1E AR

100%45-81 97%7k4] "olA]= ¢ AZFe] A3E sh7] # 1o YERHAT.
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[0274]

[0275]

[0276]

[0277]

[0278]

[0279]

[0280]

[0281]

[0282]
[0283]

SIHEd 10-2016-0136211

[ 1]
gz EPN spe |73
[hr]
AAFA 2 1 Cc-1 D-122 55.6
H e 1 A-1 D-122 40.3

ool §7) AA g SES o] &3te] OLED &xE AFSth. $4, OLEDE (A nber} Ax)
el o A= 110 BHHH10Q/[) S ofAdlE, odee ¥ SHFE SAH R ALgste] 289 AlFHS A
T, o)AZRIE Yo Hygl & ALEIIGIY. g R F T )] e Zd 110 7w Gt
T, A% 22 Au) o] Ao SFHE HI-3S 9a W8 U] WEEI 10 torrel E9E w7 wj7|A] &
Aol AFE 7lete] A ITO 71F 9ol 80 nm T4 A1 A¥ FUAFS S&AsIUT. oo, W¥ Z37}
AHl Uel v A ggE HI-1S Ya, A ARFE A7t THAIA Al ¥ FY95 Aol 5 nm FAL]
A2 A FHSS TFUC. oA, F FF A o] e Ao IFHE HI-28 Wi, Ao AFE AVt
she] SHAIA A2 AF FAS Ao 10 mFAL] Al A ALSS S AF S A e g A
of 33 HI-3& Wi, Ao AFE A7Ist] SEAA Al AF ALT 2ol 60 nm 779 A2 FF dLdTS
AT, AT FUT, AT JETS FAANN T, 2 fo BEFTE Sy go] TR, AT FF
Zu] Ule] A F g E2EZA 47 FFE -1 ¥Wil, E b2 ddE ERERA IFE D96 92
F, 7 EAE OE SEE TUAA S2ES ERES] A g8 EREE 3T doR =HFoEH
B7) A2 A AET ol 40 nm FAS HFTE SASATE. olojA, ® & A F Fdlel sgE ET-29
S BI-1S 1:19] 52 Z9AA w32 9o 30 mn FA9 AR AEES F2algdrl. olojA], A F9)
o2 33E EI-15 2 mm FAZ S & g2 13 T3 A E ol &3l Al 58 80 mme] FAR S

3ke] OLED 222 A %3k},

Ay, 3.2 Vo] Agtelld 25.3 cd/AY] THE
5000 nite] 3= 712 AFE A 7HAS w EFo] 100%FE 97%=2 BAAXE £ A7k AAE s &

20 eERH A

NC_CN

NN @ ¢ e
e OO 83
NC N N
o'
Hi1 HI-3 HT-2 HT-3 ET-2 El-1

(Bl 2] T 2% Z2E ASE X3+ OLED 2% AZ

BFT T2ERA SgE -1 WAl BE A28 ARSR A 9ol &b Alxd 29 TAF WYY O OLED

IS EL T8

S Jro

I Ay, 4.3 Vo] AtollM 24.6 cd/AS HFFEES HY o 1000 nite] FHA wgo] Felxdut. 449
5000 nite] 3= V¥ AFE AN 7HAES o] TFo] 100%FE 97%2 "olx= 1 Ak AYE
29 eI
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[0284]

[0285]
[0286]

[0287]

[0288]

[0289]
[0290]

[0291]

[0292]

[0293]
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[% 2]
S srE e | TR
[hr]
22 A Z 0 2 c-1 D-96 60
"o 2 A-2 D-96 5

[&22} Az 3] & &) WE 1F B2E A5 R A2 T2E FEE ITHE 0LED &4 A=
2] §7] AA 3 sEES o838kl OLED AAte Alxsgith. 41, OLEDE Z#i= (X 2wtel Ax) 7]
# el F A= 110 2HeH10Q/00) -% OMIE AT B FHTE CAHORE AMGEte] 259 AHS A
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JI.
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[0294] [¥% 3]
s - . T97 =
{hr]
2R A Z) 3 B-1:C-71 D-102 41
v wd] 3 B-1:A-3 D-102 25
[0295]
[0296] = e {7 AA G AR 5 32EE FATCRA, FTHo AxEY 5% £ BEAAS 2k 29
7} ot
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