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AetESS Wi e Ao wiEA St oA od] FEe AHIE IS ¢ Uk V] ZIEA|Yel=e wlg
A3 o 2= Si0(1<X<2), AIO(1<X<1.5), SiON T SiAION So] i, =3 F£9 uahas o ==

LiF, MgF,, CaF., &3} JEF & T dor, F5 &9 naFds 2= Cs0, Li0, Mg0, Sr0, BaO,

T, B outge] 7] AA vy Ao QlojA, o]FEA Az 3 e I Holx FFHo] | HAk A
2 3 EY QA ERES] 23 o T Ay A 3B AEA EFRES E3 JHS HixdE AR
A ik, o]zt Whale] o3 AR A g}gtEo] fojow e 23 o HE Wy wiAd A
AE FY 2 Adsy] oy, Ee, A A FE2 AbslEo] Yoo w HEw 23 Yo iE
g ujAde] AEe Y 9 AdEsy] golsidu. wiEAS s EREZAME ZE Folxik 9 oAl
(acceptor) =S & F A, vEze 394 SRERE O8] I, 4748 25 I¥E, 4748 ERF
&, AERF 345 2 ol89 EES 5 4 Jut. E3 FIA ERESS HNAEAFTOoR ALgEte] F ) o]
Aol wraES Jh WAl §7] AA g aAE Az 4 Q).

AN

G4 guel 4%, 4 52 945 ARE due, FEREE, AEdelolsEFw, USd 59 4%
gulol g3 mE A4 we e, 1 gl 4 5 FAse ARst g9 EE 2aE 5
Hebgel BAZE gl Aol o= Aelolw Hrt

shet% 1-19] 9

ZgtaAe] 5-Hd-5,7-Usto| =2 ER[2,3-b] 7 (10 g, 29.72 mmol), 5-BEEE-2-ololex=vdyd (12
g, 44.58 mmol), Cul (2.8 g, 14.86 mmol), K;PO, (19 g, 89.46 mmol), @& tjo}7I(EDA) (2 mL, 29.72 mmol)
2 EZd 150 mLE 93, 120CoNA 4A17F Fot 37 watslinh. wkgo] Fui, dE olAEHoER {7]5E
FE3tal vfadlg AHo]EE o]&dte] o] SRS AAS ¥ AxA7|a AY AZvEHYR 83t 3
35 1-1 (10.6 g, 75%)S 2LAr}.

shet% 1-29] §

et~ 33HE 1-1 (10.7 g, 21.91 mmol), W2IYEZHEYET (8.3 g, 32.86 mmol), PdCl,(PPhs), (0.76
g, 1.096 mmol), KOAc (5.3 g, 54.77 mmol) % 1,4-tY54F 100 mLE ¥ar, 120ColA] 2417 &<t &7/ nRk
At wrgol ELbE, oW olAHOIER #7153 FEHT vhavlg =S o] §dte] Mol FRE

T AxA7|a A9 azvtEadu e Beste] 3EE 1-2 (7 g, 64%)S AU

ol
o

a3t c-19] §14

Zgta3e] FIEE 1-2 (7 g, 19.30 mmol), FE A (4.2 g, 15.68 mmol), KO3 (5.4 g, 0.653 mmol),
Pd(PPhs)s (0.75 g, 0.65 mmol), AAZF 35 mL, EF 70 mL ¥ EtOH 35 nL& Y1, 120CoA 3A)7+ =<t 3
WRESFGITE. HEgo] EU, dE ofMEIER {7|F5E FEStA vlUlg AUoEE o] &ste] o] 5

o
AAG FH AxA7la A4 AazvteEdqas Eeste] 88E -1 (5.2 g, 63%)S LU

o S
M

' NMR (600 MHz, CDCls, &) 9.991 (s, 1H), 9.170-9.154 (d, J = 9.6 Hz, 1H), 8.808-8.795 (m, 5H), 8.279-
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8.244 (m, 2H), 8.000 (d, J = 12 Hz, 1H), 7.962 (s, 1H), 7.860 (d, J = 6 Hz, 1H), 7.670-7.602 (m, 10H),
7.490-7.426 (m, 6H)

MW v PL M.P
C-1 640.73 344 nm 475 nm 265.9C

[AAld 2] 3}5HE C-719) A=

O NH 1 N P B.of NIN N
S, ———— N . N‘/ @j\‘\@ @ N‘: ")\©
& L2 e A Y
QD ) 9
2-1 2.2 C-71 @

1o 219§

Z8}~F0] 12H-W%[4,5]E]0 =[2,3-a] 7} (10 g, 36.58 mmol), S5-HEZHE-2-olo]e =yudld (20 g, 73.16
mmol), Cu (4.1 g, 65.84 mmol), CsoCO3 (29 g, 91.45 mmol) = DCB 200 mLE YiL, 200ColA 447t &<t g
F uRESIATE. WESo] Eud, dE ofMEHI I ER f7]F —ir% St wladlE Ao EE o] gste] zho] S
o S
= H =

KR
AAR 7 AxA7]a Y Azvteddgy)e Leste] 3} -1 (12 g, 80%) < AUt

s5% 2-29 A

Zetx=Ad 33E 2-1 (12 g, 27.95 mmol), ©lXE& (10 g, 41.93 mmol), PdCI,(PPh3), (0.98 g, 1.398 mmol),

KOAc (6.8 g, 69.87 mmol) 2 1,4-t]2F 150 nLS WL, 120ColA 2417 59F 35 wwlks)
W, g ofAHIER {7]F5S FE5aL vl AHo|EE olgsle] o] SRS AAG H A
¥ gzuEaYy R Beste] 3= 2-2 (6.5 g, 50%)S ATt

shetE C-719] §H4d

Zg 230 3E 2-2 (6.5 g, 13.64 mmol), 3FE A (6 g, 16.37 mmol), K,CO; (5.6 g, 40.92 mmol),
Pd(PPhy), (0.78 g, 0.682 mmol), 2M K,CO; 35 mL, =5l 70 mL 2 EtOH 35 mLE Yil, 120TCoA 3A17F &<
35 WRESEITE, HESo] Eu, dE ofMEHICER {U|5E& FE3L vlavlE AU EE o &t zho] 4
TS AAG F AxATIn 49 A2vfEag IR 2t SE 71 (4.1 g, 52%)S ATt

'H NMR (600 MHz, CDCls, &) 10.21 (s, 1H), 9.358-9.345 (d, J = 7.8 Hz, 1H). 8.869-8.856 (d, J = 7.8 Hz,

4H), 8.286-8.219 (m, 4H), 7.839-7.807 (m, 3H), 7.699-7.673 (m, 6H), 7.523-7.486 (m,2H), 7.455-7.439
(m, 2H)

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

[AAldl 3] sh3tE C-849 A=

O O. N,TN OO'OO
s @;®O OO@O oo Y
@ @ - 9 - NN

B5H% 3-19] 34

Zgt=Fe 7,7-9dd-5,7-03 =2 d =2, 1-b]FIuFE (10.0 g, 24.5 mmol), 5-HEH-2-olo]E|Z|T]
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[0230]

[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

[0237]
[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

SIHSd 10-2016-0136220

(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

mol) ¥ EF<l 180 mLE 2, 135CoA 5A17F ¢t g7 wulksioict. wks 98 & wg FRalo)l=()
O F23 % MgS0,E AX3Tt. 28 a=znEaga= 283 3 MeOHE Yo AME IAE T st

o] 33 3-1 (12.5 g, 90%)S AT},
5}‘%5 3- 2,] -51—/14

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) Z 1,4-T]2AF 140 mLE Y1, 120ColA] 6A17F St 3F wukslitt. uHkSol

FUH, g ofAHER vﬂi—% FE8hal vl AFo]EE o] 83t o] FES AAST FH A7
3 A R EIYYE Besle] 3dE 3-2 (9.8 g, 75%) S ATt

g}z‘{lg C- 84/] 61—/\4

Zetadel SgE 32 (9.3 g, 15.2 mmol), 2-FEE-4,6-Udd-1,3,5-Ego}x (6 1 g, 23.0 mmol),
Pd(PPhs), (1.1 g, 0.96 mmol), K,CO; (5.3 g, 38.3 mmol), &<l 80 mL, EtOH 20 mL % H,0 20 mL& ¥ iL,
120Coll A 5AIRF & Bk muksiint. whgo] Bud, old oMAEolER §7]FE FEetaL vt A o]
ES oldste] o] #iS AAR 7 A2 AY ARvEINY R FEste] dhekE (-84 (4.0 g, 370)E
A

H MR (600 MHz, CDCl;, &) 9.96 (s, 1H), 9.107-9.089 (d, 1H), 8.800-8.7838 (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 (¢, 1H), 7.411-7.356 (m, 4H), 7.301-7.191 (m, 10H)

MW uv PL M.P
C-84 715.86 360 nm 521 nm 327TC

[AAldl 4] 3}3E C-469 A=x

- O
§ @M@ SRR SR
o @r? S, b O

§}.§j€ 4— 1_/] tﬂ-/ﬂ

Zalxago] 3,5-gEErydd (25 g, 105.5 mmol), TR (28 g, 110.8 mmol), PdCl,(PPhs), (3.7 g, 5.27
mmol), KOAc (20.7 g, 211 mmol) 2 1,4-tJ=AF 527 mLE Y1, 120CelA 2A17F o &5 wukslgloh. wke
o] BUH, g oAH|ER {7]5S FE3Fa vllld AHo]EE o]&3fte] o RS AAS H 1AxA
713 A9 AaRvtEadgyE 28sle] 3eE 4-1 (25 g, 86%)= AUT).

3IstE 4-29 A

Zg 230 IFgE 4-1 (20 g, 70.4 mmol), 3= A (12.5 g, 46.7 mmol), CS,C0; (30 g, 93.3 mmol),
Pd(PPhs)s (5 g, 4.67 mmol), S5l 150 mL, EtOH 50 mL 2 H,0 50 mLE 231, 120CelA 3A17F 59 35F
sl whgo] FUw, ofd oA HOIER f7]|5S FE3IAL vy AHO|EE o]&ste o FEES A
At H AxA7|a A9 aEetEadgz 2ty s 4-2 (7.5 g, 419)S IAT.

sh3tE C-469] A

ZEt~ToA 3sHE 4-2 (7 g, 17.19 mmol), 33E B (5 g, 15 mmol). Pd(0Ac) (169 mg, 0.75 mmol), 2-¢)
NEZANA L AT -2" 6'-T]H|EAHHD (S—phos) (617 mg, 1.5 mmol) 2 NaOtBu (3.6 g. 37.4 mmol)S =AY
2 150 mLZ =<1 § 150CoA 3A7F Bt 35 wHksic). wh-go] FUH, o ofMEER /758 F=
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[0244]

[0245]

[0246]

[0247]
[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

ZIHSd 10-2016-0136220

Sta vl AHo]EE o] &3lo] Zho]
C-46 (4.8 g, 50%)E A},

TS AT H AxAra A AzRvtEaY e Eeste] 3§E

I NIR (600 MHz, CDCls, &) 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 264C

[AAldl 5] sh3tE C-569 A=x

R w M @» o M
S O G < i
51 52 o)rk' d‘ s

238 5-19] 34

Zg 39 3E 12H-W=[4,5]E 9 =[2,3-al 7= (20 g, 60.2 mmol), 2,5-tjB 2Ry gu|d (7.4 g, 50.2
mmol), Tlw|E€o}lm] =32l (DMAP) (367 mg, 3.01 mmol), KyCO; (25 g, 180.3 mmol) Z T]wWE ¥ Eolu]=(DNF)
200 mLE 9¥al, 50CelA 8AIZF &9t WREAZATE, HhSo] Euw ) ofd olAHo|ER {7]FS FE3F3 vl
& AIFo|EE o] &5ty o] FES AAS H AT Ad AZvEOdIR #25ke 3HE 5-1 (23 g,
85.8%)S LUt

shetE 5-29] §H4d

Z8}~70 3}E 5-2 (18 g, 40.5 mmol), TR (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 Y, 120TColA 12417 B 37 wwrsiodt). ¥hgo] #upbd)|
el olAHCIER F7]15S FE31 vladlg AU EE o]&ste Fo F£ES AAR FH AxA7Iz AY
AzvtEad v 2 E8ste] 35E 5-2 (6.3 g, 29%) S ASUtt.

[t

S C-562] §H4d

i

g}~ 3+EE 5-2 (5.8 g 10.8 mmol), 3E A (3.5 g, 12.9 mmol), CsoCOs (8.8 g, 27 mmol), Pd(PPhs)s
.64 g, 0.54 mmol), H.0 22 mL, EF< 44 mL 2 EtOH 22 mLE Y3, 120TCelA 243 B3t 37
uks
A

~
O
o

%E}. ghgo] Eud, o" opdHo|ER f7]F5E FESL viadlg AFo|EE o]fate] o] RS
3 5 AzRA7) I -56 (2 g, 28.8%)F AUt}

=

A AazviEady e gelstel 53

'H NVR (600 MHz, CDCl;, &) 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)

C-56 641.73 302 nm 500 nm 347C
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[0256]

[0257]
[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

[0266]

[0267]

[0268]

[0269]

ZIHSd 10-2016-0136220

AAld 6] SFE C-1159 A=

NO, @ @
@ Er———»—»

B(OH), 0N @ O
6-

6-2

i ® ! A Oy <

shete 6-19] 944

ZgAFd (9-Hd-9H-7FE-3-L) EEAF (20 g, 69.65 mmol), 1-E2E-2-UEZwlAl (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
37 nHkEITh, WkSo] i, dE ofAMEHIER {5 S %% st wladlg Ao EE o] g3ste] zho] 40
TS AAG F AxA7In 498 A2vtEad IR £25te] sgE 6-1 (23.7 g, 99%)S 4%

Feb2ToA 3HE 6-1 (23.7 g, 65.03 mmol) B EZ|FHE2Y (43 g, 533 mol)S TS Z2ZHA 330 mLol
39l F, 150N 6413 Beb #F wustelth. whge] Ly, FHE F NeOHZ EFelolAltrituratio
1’1)6‘]'0:] §1,6\‘:]]—% 6-2 (17 g, 80%)% CME]'

shetE 6-3°] §H4d

Z8~39 & 6-2 (17 g, 51.14mmol), 5-HE2E-2-olo]e =yald (28 g, 102.28 mmol), Cu (6 g, 92.05
mmol), Cs,C0; (41g, 127.85 mmol) & DCB 260 mLE Yir, 200TColA 4413k ot 37 wulksloivt. wkSo] &}

H, old olAHOER |f7]5S F=ola vlavlg HHoEE o] &35ty Fo] FES AAS §H AxA7IL A
H ARntEIgY R Eyste] sFHE 6-3 (17 g, 71%)3 F3AT.

35t E 6-49] 3A

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) 2 1,4-T]=AF 180 mLE Y1, 120ColA 2A17F E<F 37 s}t wkgo] Zu}
W, odE olAHER f7|5S FE3L vt “uﬂ O|EE o|&3le] o] FES AT T AxRATI A
H I2vlEadI R Feste] 3E 6-4 (18 g, 99%) S AU

i‘l

z;sﬂ C- 115,] 61—/\4

Zgt2g0 33E 6-4 (10 g, 18.67 mmol), F=E A (8.2 g, 22.41 mmol), Pd(PPhs), (1.0 g, 0.933 mmol),
M Na,C0; 50 mL, EF< 100 mL 2 EtOH 50 mLE Wi, 120CelA 3A17F ¢+ 7 mulkaigict, whgo]
BUY, og olMEHOIER 7158 FESL nfadlg AsolES o §ste] el 5
3 A9 F=eEaY R 2aste] 3FE -115 (1.3 g, 11%)< It}

& AAR 5 A=A

A

'H NMR (600 MHz, CDCl;, &) 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)

MW Uv PL M.P
C-115 640.73 344 nm 657 nm 312TC
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[0270] [dA1d 7] 33HE C-1189] A
CI ‘ ‘ ’@ . @
o 0

‘:‘m
g 3 Q,
Cc-118
, 813 mmol),
Fal 2

2-22=2 oflddl (85.47 uL
P(t-Bu); (4.9 g, 24 mmol) & NaOtBu (117.16 g, 1219 mmol)S Y1 &
S

Cl

e

\Y

N' N q
oo @,
406 mmol),
e oA EHOIER RIEES
245 3

7-5 (2-BEREIMMIE) (100 g,
w0 =3
AzxA712 A AZvEIHI R JAste] 3=
1,2-4]

[0271]

[0272] SI3E 7-49 34
ZaaTo 3R
Pd,(dba); (11.16 g, 12 mmol)
1l O 1L S

-1 O
T=

Cul (29 g, 152 mmol)

18A7 <k SR WAAZLh W] T}
714l =

AtdA oz 5l I 150TCellA 6412k

= 95

AAZE =

[0273]
ol &

LE 9ol =<

g AEelER gl
& T40E AT
7-39] A

ir-g-0]

st E
gk~ Fol 3FSHE 7-4 (89 g, 304 mmol), 2-B.EFEuUEER (75 g, 365 mmol)
Aol (34.7 g, 304 mmol) B CsyCO; (198 g, 608 mmol)S 8L
Aol Eo| HFSES A7l & AYW mzuleEgd gz AA sy
PCyHIBF, (18.72 g, 51 mmol) % Cs,C0;
WA ZAT
ZRE

o] E1bH,
ol
ZA 7 A9 A

[0274]
=
At

[0275]

353l WA AL, ¥k
7-3 (71 g, & 55%)3
o3

o]
1___,__7

Pd(0Ac), (3.8 g, 17 mmol)
200CNA 2417+ B¢t 37351
HelER o] S AAS H

=]
=

st r&

Lo oft il
Hui

Pd(PPhs), (1.8 g, 2
120Cel

s

7-29] A
7-3 (71 g, 169 mmol)
B oot = () 2

=
F=otaL rtavle

Zefaae 3=
(165 g, 508 mmol)<
2y, o€ O}AﬂﬂlOlEi WS 58
2ulE g2 AAste] sgE 7-2 (30 g, & 4602 IATk
2-Z2 238 d-4-BE2 (5 g, 32 mmol)
31 ol 2@ EF4ql 100 mLe
ER dl FZ3tal v
o -1 (4.6 g, &

3

ot

[0276]
Lufo] =l &,
% Asol=

[0277]
41%) =

§}§j€ 7- 1_/] aﬂ-/d
Zgt 2o A 3HetE A (12.76 g, 48 mmol)
mmol) & K,CO; (8.7 g, 64 mmol)ZE o€k 31 mL
ol EUR, ofd opxeo]
1 ARvEaYE AAS

350l

EE
Pd(0Ac); (123 mg, 0.54 mmol)
3t &

50ColA 3A17E Fet 2
of =]

[0278]
7] 2

[0279]
A 4Nz B9t Bl wwAzT
2 o] RS AAAN FH AZRA
ATt
& (-118¢] A
3}3tE 6-1 (4.6 g , 13 mmol),
Ad#A 110 mL= =91 3|
AzE 1S =

33t
Zol oA 3etE 6-2 (4.2 g, 11 mmol),
S-Phos (451 mg, 1 mmol) 2 NaOtBu (2.63 g, 27 mmol)&
AdE IAE A7 Ax3A T
5132 (-118 (2.4 g, & 31%)E LY},
7.947-

), 8.851-8.842 (d, 1H, J = 5.2 HZ), 8.748-8.735
, 1), 7.

[0280]
[0281] e
okl wREAIZ T ¥kgo] Eibd,
Ao BE e QAsta vegs A2t 5
§) 8.974 (s, 1H), 8.868 (s

,J = , 8.030 (s
7.753-7.715 (m, 2H) 7.578-7.553 (m

8.467-8.458 (sd, 1H, J = 5.1 Hz)
1), 7.753-

8.295-8.270 (m, 2H)
7.688-7.607 (m, 4H)

[0282] ' NMR (600 MHz, CDCls,
(sd, 4H, J = 7.44 Hz)
7.933 (d, 1H, J = 8.16 Hz), 7.899 (s,

7.461-7.324 (m, 7H)

4H),
- 33 -



[0283]

[0284]

[0285]
[0286]

[0287]

[0288]

[0289]

[0290]

[0291]

[0292]

[0293]

[0294]

[0295]
[0296]

M.P

C-118

690.79

356 nm

532 nm

316C

SIHSd 10-2016-0136220

[AA]dl 8] sh3tE C-1239] A=

s — — e — . e
qﬁjf'tip» oo 0 A
8-2 83

a3H8 8-20] 34

Z8~30 3ggE 8-1 (10 g, 26 mmol), 1-ofo]eE-4-B 2Ry Y (14.85 g, 52 mmol), Cul (2.5 g, 13
mmol), EDA (1.5 g, 26 mmol) % K:PO, (16.7 g, 78 mmol)S Hil 74l 130 mLE Yol %A F 3A7F F<F &
Foto] WHEAIF T, RESo] gy, Aglo]Ed oIA7|a Y ERE WEgow REES FE3Y nlolg A
HolER o] F£ES AAAZ T AxA7|a AY aEvtEadgyz A IdgE 8-2 (7.7 g, 5 55

%S ATt

shehe 8-39] A

[t

Zat~To) 3}3E 8-2 (8.6 g, 16 mmol), 4,4,4',4',5,5,5",5'-=AHE-2 2'-1](1,3,2-U)2AREE) (4.4
18 mmol), PdCl,(PPhs), (448 mg, 0.639 mmol) ™ KOAc (6.9 g, 70 mmol)E ¥l 1,4-T]24FS Yo =9I

3AZE FoF FFSl] RAIF Y. WhSo] Eubd, AFlolEd A3AT| HEEZEMEo R HEES FE
sto] wloAlg AFolER o FRE AAAZ FH AxA7I AY ARvEIHI R GAste 3ekE 8
(6.7 g, & 71%)< AU},

CRN%

#

3}3HE (-1239] 34

Zg AT A FFE 8-3 (5.3 g, 9 mmol), FIE 84 (2.2 g, 8 mmol), Pd(PPhy), (950 mg, 0.822 mmol) 2
KoCO3 (3.4 g, 25 mmol)E o8rE 13 mL, & 13 mL ¥ EF< 100 mLo] EFEvE 50 T 120CoA A3 &
oF 3iFsle] wWRAIF Y. WESo] Eud, AHE IAE AFAT| A Y. AxE IAE SR ELE

o] A7t dE 2 GAsty wWeeR Adgste sgE C-123 (2.0 g, & 3505 IUT).

'H NVR (600 MHz, CDCl;, &) 9.920-9.916 (sd, 1H, J = 2.28 Hz), 9.102-9.085 (dd, 1H, J = 8.37 Hz), 8.834

(s, 1H), 8.751-8.739 (sd, 4H, J = 7.44 Hz), 8.285-8.237 (dd, 2H, J = 21.36 Hz), 8.120 (s, 1H), 8.090-
8.076 (d, 1H, J = 8.52 Hz), 7.986 (s, 1H), 7.972-7.925 (m, 3H), 7.834-7.821 (d, 1H, J = 8.52 Hz)
7.739-7.721 (dd, 1H, J = 8.52 Hz), 7.635-7.555 (m, 8H), 7.450-7.325 (m, 5H)

MW v PL M.P
C-123 690.79 304 nm 482 nm 336C

[AAldl 9] 3}3hE C-1289] A=

) O O
O Nl\,N N-
el anP  acPote S
o Qo GO 050 o Py
9.1© E\/ QEO —;‘7\{ 9-3 b

she1% 9-20] 9
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[0297]

[0298]

[0299]

[0300]

[0301]

[0302]

[0303]

[0304]

[0305]
[0306]

[0307]

[0308]

[0309]

[0310]

ZIHSd 10-2016-0136220

Zetazd eE 9-1 (7 g, 18 mmol), 2-olo]eE-5-HE®yEyl (10.4 g, 37 mmol), Cul (1,74 g, 9
mmol), EDA (1.1 g, 18 mmol) % KiPO, (11.7 g, 55 mmol)& ¥l <l 100 nLE Ho] 91 ¥ 120ToA 3
Fokel awpksigith. whgo] Eubwl, AgoA WA H Adete]ER dHSLA oY ol HER §7]F S
gt vl AVoER o] RS AAS F AxAn A ARnEYE AAse 3§E 9-2
(8.6 g, T&: 87%)& VAUT}.

315HE 9-39 #4

Zatago)] 3gHE 9-2 (8.6 g, 16 mmol), 4,4,4',4',5,5,5",5'-3A I E-2,2'-H](1,3,2-U A=) (4.4
g, 18 mmol), PdCl,(PPhs), (0.448 g, 0.638 mmol) % KOAc (6.9 g, 70 mmol)& ¥l 1,4-t]=4F 110 mLE 29
=<1 F 110TCelA Fate] wnksiiitt. whg-o] Euvtd, Ao BZA 5 dojo|lER HEsta olg oA
HolEx {7]5& FEatl rntadlg AFolER o & AXE F Az 44 AxnEdgye 3
Aste] 32 9-3 (6.7 g, F&: 1%L A

§],6]—‘:’ C- 128«] tﬂ—/\‘]

A

ZaFoA 333dE 9-3 (6.7 g, 11 mmol), 3+&E 9-4 (3.6 g, 14 mmol), Pd(PPhs), (661 mg, 0.572 mmol)
2 K005 (4.7 g, 34 mmol)S EF<¢1 50 mL, EtOH 17 mL 2 H0 17 mLe] Z&-gwmld] =29l § 120To|A 373}
o WRESQITEH, WhSo] By, ARoA WA H AAE DAE AFsta ARAFHY. IAE FEREXE
o] Zo] Ayt A =2 AAstn W2 AEAsIe] FFE C-128 (4.5 g, F&: 570 S A}

H ONMR (600 MHz, CDCls, &) 9.977-9.973 (sd, 1H, J = 2.22 Hz), 9.294 (s, 1H), 9.155-9.138 (d, 1H, J =

8.4 Hz), 9.053-9.039 (d, 1H, J = 8.4 Hz), 8.792-8.778 (sd, 4H, J = 7.89 Hz), 8.378-8.366 (d, 1H, J =
7.44 Hz), 8.049-8.023 (m, 3H), 7.880-7.867 (d, 1H, J = 8.34 Hz), 7.837-7.813 (m, 2H ), 7.667-7.587 (m,
10H), 7.562-7.511 (m, 3H), 7.483-7.407 (m, 2H)

MW v PL M.P
C-128 690.79 344 nm 499 nm 277°C
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mmol) 2 KOAc (4.2 g, 43.65 mmol)Z 1,4-t]2-4F 100 mLE 391 3 120CoA 447+ F< SHFA AT, HkSo)
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C-8 640.73 420 nm 495 nm 254°C
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