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W 22AE, ostRilEel AR EA} GRAS ofUe vl 3, B Fulsh @7 BAlstel HeAE F
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[0081]

[0082]

[0083]

[0084]

[0085]

[0086]
[0087]

[0088]

[0089]
[0090]

[0091]
[0092]
[0093]

[0094]

on
Ju

£9ol 10-1598931

& AAFRSH AAsES T ol s B gAE om @

P L 1R B 7E, S 71D 51, AAEES6), EFT6), AeFET), )9 =
o HFohs AR Jbest, ofn] MEd uieh o] Hojk o] £l x& 2749 7 Afole] i W
o #7] EL 27445 vhdshs Ak 7hest E:

| ols B AASA AESAR, B owEe BE o5 A @guA gon, 1
2AF WA FE O FuUE AASE Aol s,
=

71 EL 228 shetEs st @, shghe Wae A7) el Fod ME

2000mL 37 ZekxFe] 2-ZF 9 2 U R 24 20g(143m0l), 1,3-TE 22 @A 14g(59mol), HE 7] 2(E
ALEA)BHF0)S Hrbela, oA ole2 300ml, EF4 600mlE Hrbele] wekAAch 1 5, ()
Zet23 Yol & EF 76g(710mmol)S & 400mlol] &31A171 =848 TPt o F 80T7HA 7hdsta
4AZF wEbslgith. ALt R] Wbk 3 wkgolS 2000nl ¥ Zwrlo] 7)1 7] £EoR 23},
715 200mLe] B2 33] AAs, 1 F doH fUS5S FAvadlde® g4ska, A vk adlas
oy B &, vl Y SF AASSY. e dojd wke EYES AistARRIRvEaY g R
AAE, T Fo AAZA FHA(]) l4ge AU,

Pd(PPhg),

/@\ b]: Na,COjg ag

B(OH), toluene/EtOH

A 71538, 300ml 37 ZEkaFe  FAIJUEEFEGSRE)  6.5g(149mmol), F4= DMF 90mLE Fltn
kAT, 1 dEde] Jh2rkE 20g(122mmol) 2] DMF(30 mL) &8 #7135kt A3l A 208 wyksla
14g9] A1) DNF(30mL) £ H7bsle], 120CE 1097F wwkslgleh. 71 & AL7kx] W7}s}o]

=]

50mL, & 200mLE H7ieta, &S nAE o BESSU. Ao nAlE WEES o] &dA 7tE B4k AA
3 . THFS wleheS o] &3 AAM(HH) AR dsiugdada) o esS o] g3 AA AAS Patrt. Aol

WA gAE st 7t Axske seHE 18 13g dvh. sEHE 19 EI-MS+ 561(M+1), §3-2 2487T,

<Al 2>
shghe 29

2000mL 37~ =g}~ 2-Z2F o 2Ad B E4F 20g(143mmol), 2,6-tB 2Ry Y 14g(59mmol), E|EZI|A(E
gold ¥~ BekE(0)S Arketa, ool olehE 300ml, EF< 600mlE H7lete] wWAZY 1§, F &
k23 Yol e ES 76g(710mmol)S & 400mle] A7 =8NS FAsATE. 2 F 0T/HA 7HEstaL 4

/\_/r

rLW

Hg
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[0095]

[0096]

[0097]
[0098]

[0099]

[0100]

[0101]

[0102]
[0103]

[0104]

on
]

£3ol 10-1598931

Az murskgith, AeA YE F, ukg
F715S 200mLe] B2 33 AAgsta, 1 F d % 2

o B3 & SuE 1 THF AASNY. o= ‘%iom Eless %f%%% *éﬂﬂ’é‘%ﬁdiiu}ilﬂﬂi
AAste], WA A ZA FHA(D) 9.8¢g8 A

2:f]

n

Pd(PPhgs),
E S
| = F Na,CO3 aq ' T
P + S S NZ
Br N Br "B(COH), toluene/EtOH I —
{tn
Bys 7]%6‘}’ 300ml 37 3 E]—}‘f]'_oﬂ _ﬁ\_§]—L}-EE(55%‘E‘) 4. Sg(ggmmol) DMF 60mLE —T‘* 15‘}‘0:] Eﬂ'é}?\iq

=

O @eree] FhEnbE 11g(66mmol ) SJDMF(20mL) &HS H7lslgith. A& oMW 208 wukslal, 8ge F7HA
(I0)°] DMF(20mL) £N< Hrlste], 120C=E 4U3H ﬁws}o&u}. O %5, AL Wzste] WEekE 40nl, =
180nLE A7beka, A& uAE o3 s A aAE HEES oA 7hE Ak AAR F
THFo} wlgheS o]&gk 44 AAE Psisict. Aozl %‘%‘ A5 AAstelA 7t Azxste] SFE 25 7.6¢
Aok, sEE 29 EI-MSE 562(0M+1), 832 279C, FEldeol&EE 94Colqlt).

_1

juied)

<A 3>

Hd

313HE 169

2000nL 37 EepsFo] 2-FF e 2R 22 20g(143mol), 1, 4-t]H 2Rl 14g(59mol), HE]2(Ee
sd ) BebE (0 Hrreka, ozlel oleg 300ml, EF<l 600mlE FH7bete] wdAAG. o F, T Ze

i)

23 Yol &2 EE 76g(710mmol)S B 400mlol &A1 FENE FEYasivt. 1 5 80T7HA] 7Fhsta 44
Zb wnbsigich, Aehx] @7k o 9kg s 2000nl B Zujrle] &1 7150 FEoR RS, &
7155 200mLe] &= 33 AlAsta, 2 5 dojdl {715E %APU}:LLﬂ o ggsta, A9 Sbvadles
ofa} g &, SviE At S AASNY. veoR dojdl nkg Eftes APz ARvtEIg R
AAste], wAel A RA FA(M) 7gS AATt.
Pd(PPhy),
F
e O, om 4= O
“B(OH), toluene/EtOH
(1

A 7)58k, 200ml 37 SEkaIe] AShFEF(55%%) 3.5¢(80mmol), F-4= DMF 45mLE5 FJate] mutsict.

=

I dgde] JhEnkE 11g(66mmol) SIDMF(30mL) &S H7betich. A& MW 202 wwkear, 7go] FAHA
(M)l DMF(15nL) &8 H7bste], 120CE 1393F anbapgivk. 2§, A7k W@zkste] Wghe 5oL, &
2000LE H7letal, A& nAES o3 Bt fold A WErSS o] &34 JtE B AT I
THFS} HlghES o] &3k A4 *g*Ur At gl ol eEs o] & A FAE Fdrt. ojx Wy uAE
gt 7t Axske] 8gE 162 5g At 3EE 169 EI-MSE 5610M+1), &3> 305C, #eldel2=
#5974 skt

ol
[e2]
L=

rlr

<A 4>

gtE 79 ¥4
2000mL 37 ZEtaol| 3-BE R YR 2 31.24¢(155.6mmol), 1,3-T] L. =l
(Eg)vldZ29)ZebE(0) 10.24g(8.9mmol) & H7bskar, o]Zlel ogk& 300ml, =
ARG 1 F, F Egea e B ES 762(710mol)S E 400mlel &A1
800(;7,}1] 74Dstar 4AZF wEksketh, ALezx WZbE 3 kg olS 2000mL o Zuv)o] £7)at
Zow RIFAT. §71%% 200mLe] B2 33 AAs, <
olgk Bl 4S o3 BEHE 3 gujE 7ol =8 xﬂ
ZeazntEadgse gAste], A £ dAemAM T30

00

_16_



[0105]
[0106]

[0107]
[0108]

[0109]
[0110]

[0111]

[0112]
[0113]

[0114]

SE5451 10-1598931

OH)s toluene/EtOH

N Pd(PPh3)4
. "G
(v

1000mL 37 Zdf~Hd 2-ZF 0 2 IR EA 14.25g(101.84mmol ), Z=ZHAI(IV)E 15.66g(40.35mmol), ElE&}7]
A(EFFLZAI)FEE(0) 3.62¢(3. Immol ) A7slar, o]Ad ek 100ml, EF4 300ml S H7}5te] uxk
AT 2 %, B ZEkaa ol SAUEE 31.6g(298. 1mmol) S & 130mlol SaiAZ] FEAE FUsSI),

F 80T/ ZAdeta 447 s, Aed WS F, ugele 1000 o) Zusle] 713 7]
B4 $3on PANAY. §7154 00l £2 59 A7 di. 7 F el 4158 Pahlsos @
Faba, A% FAhUEe o3t BAS F, §ulE 49 2R AANUG. deom dojxl we EFES
Ae g Ak Al AAs, B AR FAAW) (0.000) & 25

Pd(PPh3)4
, \T/Br ©: _ Na2COzaq
F B(OH), tolucnc/EtOH

A% 71538, 500ml 37 Zet2Ad FAFFIEF(58.8%F) 4.22g(103mmol), F DMF 100nLE F¢iste] wuk
sttt a2 @erole] 712ulE 8.65g(51.7mmol )] DMF(30mL) &< ﬁﬂo}iiu}. A3l A 308 mukalaL,
8.46g(20.7mmol) el FZFAI(V)E] DMF(70mL) &H& H7bete]l 120C2 10€7r wukslith, o2 5, ALzt Wzt
ste wlEhE 50ml, & 200mLE F7hebal, A& nAE o3 ST FolX uAle wEgES o &4 Tt
d A AT =, THRSE WehEs o] 83 A4 A4 deddld dehes o83 84 FAE Pt
dojxl Wi wAE AgstlA JtE dxd F, ARz aRvEafRdE AGAstd s@gE 7S
3.51g(4.92mmol) ¥Adt. 3HE 79 EI-MSE 713(M+1), 32 203T, freldo]&x= 98T olATt.

<HAld 5>
s}

1000l 37 EEkaFe]  2-7hEnbEEddE S 11.0g(38.3mol),  3,6-TIHER-9-wdIt2niES
6.0g(15.0mmol), EHEZH|A(ELHADEA)FeHE(0) 1.6g(1.4mol)& FH7bskaL, o]z oﬂ%—% 100ml, =5
ol 200mlE FH7bskel mRtAZITH 1§, F Eekas Well B ER 15.0g(142.0mmol )& & 200mlel] 8314
2 FENs FHSITE. 1 F 80T/ hdstal 1A wwkeitt. A2 W@zE -, vl 1000mL

(
(

e 110 34

b
b

o Awrlel &71a F71SH FEoR EREith %71%—% 200mLe} &= 35 Ak, 21§ dojxl 7]
TS oo g4sta, I Fntavles o 2dEe &, s 2 S5 AASAGH. E}—
2 dojx U EFES THRS wlehSS o] &3 zﬁﬁﬂo ngﬂfs}o%, WA g EA S 11(5.1g) S 99
o, 3HE 119 EI-MSE 726(M+1), 82 275TC, freldelEE 143Te|ut.

@ @ Pd(PPhg),

N Na,CO,3 aq

j Z//> + — ——
Br = Br

<A A4 6>
338 129 4
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[0115]

[0116]
[0117]
[0118]

[0119]

[0120]
[0121]

[0122]

[0123]
[0124]

[0125]

[0126]

[0127]

E£4dl 10-1598931

on

1000mL 37 ZetA3e] 2-7hEntEd A d B E2F 8.0g(27.8mol), FIHA(VD)E 4.0g(12.8mol), HEZI|A(E
aﬁﬂ‘éﬁimwﬂ}w(m 1.6g(1.4mmol)S H7Fstar, oAl oer& 75ml, EF< 150m1 S H7bebe] mukA T}
a2 %, % Ze2a Yol g2 EF 14.3g(135.0mmol)S & 150mlol] &3A17] FRAS EYadnt. 1 F 80
CT7A 7Fdstar 17417 wukslgieh, Ae7kx) W¥zhs 5 wk-3-ols 1000mL —Erﬂ Zuzle &7 §715% 5
o= BT, f715S 200mLe] B2 33 A4S, 1 F doAR {§715S ItadlEes ggsta,
At EWH}JH] S o3 BEe F, &uwE At FF AASY. teo® dojzl vk EFES THRS v

S oz AAste], WA mA|2A e 12(5.1g)S Ayt FEE 129 EI-MSE 637(0M+1),
e 235C, fFrEldo]l&xE 98T ol

PA(PPhy), v |
Na2003 aq C —N

Ji |  toluene/EIOH
Br By =

v 12

10#

4\/

<A A d 7>
3t 249
1000mL 37 EFEgaFd 2-7lEnEEddEEM S 8.0g(27.8mmol), 1,3-UERRZE-5-ZFQ 2dlAls
4.0g(12.8mmol), HEZI|=~(EAL¥E23)Z5(0) 1.6g(1.4mmol)S H71skaL, o] 3ol oﬂ%% 75ml, B
ol 150mlE Frlete] WHAIZATH. 1 % B ZekaF Yo B EF 14.3g(135.0mmol ) S & 150mlol] £3)A]
71 89S FYsigitt. 1 F 80T/ 7hEsta 17412 wdkelqlnh. A7k WZs &, REg-9lS 1000mL
Lol Ayl &7 {15 Y FeoE B3, f715S 200mLe] ER 33 Algeta, 1§ Aozl /7]
TS It o R ggeta, du Sl o BdEs & 8E A SR AAST. te e
2 Poizl ¥k EES THF9F WigheS o] 83 AAAoz AAste], WA uARA FE 24(5.19)F AU
. 3}gHE 249 EI-MSE 579(MH1), €32 279C, fydol&=& 86Tt

Lt

73

f{_;

ru o

<A 8>
shghE 279 A

1000nL 37 Zex=e 2-7tEuEEEd B 22 25.4g(84.0mmol), 3,3'-T/H 2R H]#HJL 12.5g(40.0mmol), H
EIA(EYAIETAA)ZE0) 0.8g(0.7mmol)S H7tstar, oA dgE 40ml, EF 8mlE H7tshd
WEAAT, 1 T 5 Zgad Uld B EF 14.3g(135.0mmol ) S & 150mlol] £3IA1Z] FLAS T
o, 2 & 80C7A 7r4Etal 17413 ﬁﬂio}%iu}. A271A ¥ZhgE & ah-gAS 1000ml 8 Zwrlel] & 1
71538 o EEENT. f715S 200mLe] B2 33 AAsm, 2 F do4A §715E Il
@stan, Aok Favladgs oy # %‘6& 5, SE Y TH AASGY. gee® do wkg JSL”
AgFtAZRazEntE Y3 & o] &l AAlste], WA uAEA FHFPE 27(5.09)S AT sF= 279 EI-
MSE 637(M+1), 88 AZFHR &3, FEldol2EE 96Co|UT).

<A 9>

st 319

Hd

ot

1000mL 37+ Zg}xFe]  2-7lErREEAdEEAN 8.0g(27.8mmol), 1,4-THERE-2 5-U)ZF o 2WAS
4.0g(12.8mmol), EIEZGI2(EgHALE2)ZEE(0) 1.6g(1.4mmol)S H7FstaL, oA g2 75ml, EF
ol 150ml1E H7bste] wRAIAHT. 7 3 B Zekag Uld EES 14.3g(135.0mmol ) S & 150mlel 234

7 g FURAY. 1 F 80T AAdekn 1747 wursglh. ek 32 F, wgelS 1000nL
B Auslel §713 47159 £Fow FHNAG. #7152 20mle] B2 38 AAetn, 1 F Pojzl {7
2 FAvhnigoR Baetn, AW FAUES ofd BEE ¥, $uE 4d FF AASUG. veo
2 o7l whg EFES TS WHee o 8% AAFow FAste], WA wAZA HEE 31(5.19S I
. 3shE 319] EI-MS& 597(M+1), FH42 263C, FrEdolEE 92T AT

<A Ao 10>
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[0128]

[0129]
[0130]

[0131]
[0132]

[0133]

[0134]

[0135]
[0136]

[0137]

SE5451 10-1598931

2000mL 37+ EZebsAel 1,3,5-E B2 EHAl 19.0g(60.0mmol), 2-7F2ulE s d B EAHS 36.0g(125mmol), H
Ef|a(Egad 2 29)Ze5F(0) 1.6g(1.4mmol ) H7Fskar, oZle]l ol gh& 100ml, EF<l 600mlE % 7Fete
WA, 2% 5 Zekaa ol BESF 50.0g(471.0mmol ) B 480mldl] &3 A1%] #%Qﬂé Felahel
ok 2 % 80C7HA Zhdstar 24413 anbegiek. AL27hA] WA $, wbgel 2000mL o 2w 7lell §7]al
F7153 Feor 29 }Oﬂ\ﬂr F75E ZOOmL«] 2 33 AAsta, 2 F dofdl {71S5S Fdvtavae=
getal, A Akl s o3 2§, 8ulE A S A7l e doxl
AP AR ARk E s 1E ol gall A AAlste], WA aA=A FIHAVD) 17.2gS AAT.

;:) ‘_/%
Pd(PPhs), <\/ iy Br LV/
Na,CO; aq (/\\( @ 7\

Elli

o

P + =N \ N-
Br Br toluene/EtOH f\/ S S
~F o

V1D

1000mL 3 %E‘riﬂ of 3,5-UEFa &M 2.6¢(16.2mol), FIHA(VDE 8.0g(12.5mmol), EHIE}7]

(Eg)sd 2 29)ZeHF(0) 0.8g(0.7mol)S H7Faka, o] Ao oehs 60ml, B¢ 120m1 S H7bete] YA

o 2§, F Eaa e SAYEF 5.9¢(185.0mmol)S & 48mlol &A1 —?%QH% AT,

80C7HA 7hdstar 17413k WPOWD}. A27HA Y% 3, 9 S 1000mL W9 Zwrlel &7la F71%

Feor TS #F715S 200mLe] EE 33 AAgsta, I F o {fUISS @rtavidos
oA 5

o ¥ [

g S ©
gasta, A abmladaS o B & s Ay S5 AASGY. ggoE dojxl RkE EFES
THFS} wlgb&S o] 83t AAHoR AHAste], WA uAZA 3FE 32(5.69)F AAoh. 3FE 329 EI-MS+=
6730M+1), S 217C, FYHo|EE 92T oI}

Fo o F PA(PPhg), A

X =
win e L NazCOs 2a
toluene/EtOH

B(OH),

32

<Al 11>
s}3HE 339 A4

1000mL 37~ ZEtx=d 3,5-HESFo2WEsd B2 4,.7g(18.0mmol) , 57 A (VDS 9.0g(14.0mmol), HE
G ~(EYADE D) ZEHE(0) 0.8g(0.7mmol )S H7lslar, o] A oﬂE&% 60ml, EF<l 120ml S FH7}sete]
WAAT, 3, B Zekad Yol BUES 5.92(135.0mo01)S = 48mlol EaAI FEAS FYsA).

O3 80C7HA 7tEstar 17A1ZF wukskgith, ALskx] Wzbek 3 ukSolS 1000ml BN Zwv)el] £7)a §7)
s oz EINT. A715S 200mLe] B2 33 AAsta, I F doX f715S Fvlavlges &

, A S es o 283 F, &WE Y 57 AASIT. Dhjii Aozl vk =S
THRe} HgbES o] &3 AZAASR AASte], WA nAZA S5tE 33(7.19)S ATt 3= 339 EINSE
772(0M+1), §AL 178°C, FEAoleEE 80Tl qlTt.

Pd(PPhs),
FsC._ - -CFs 3
Na,COj; a 7
V1D + ijr | Teevtsad \\
toluene/EtOH
B(OH),
33
<A A 12>

7] 110mme] AEAEFH(110) 0.5 o Folx dFo] FAH 2] 7o, 7 wete AgFFRon 4
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[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

E£40l 10-1598931

on

FE 4.0x10 Pax HFAZT. WA, 11046 FFPFORA, FeTeRAP(CPO)S 30me] FAZ o
AT, 02 AFFEFORA WBE some] A2 YA GEO2 ATLETY, WAES &
2E 5249 sFE 13 ERERA HA Q3 A=l ow HAloE (IR 2(4,6-t-FF 24
‘é)—JJEIElHIOIE—N,CZ'L ZIE](FIrpic) & UE SAJoRRE T35t 35me] FAZ o35S 3
A8AtE. Flrpicd FE+E 8.0wtho|Att. th2o 2 HAXFEZ o024 Alg3E 26mme FAZ FAScr. &3k

AR5, AATYFOZA HAAELIDE 0.5me] TAZ FHAUG, ATOE AAFUS A,
Ago2A AFUEADS 17ome] FAZ FYn, = 1o vehls &g P £33 A4EES Al
of AAFYFE /M A f7] BL aE A5

Poizl #7] EL 2ol % AN A&l AF A4S A A%, E 1% gL 0F 542 e A
SRy, 1A A%, A 2 W B lm/arol Ao e e, e s adEge] %

5}
b2 470mmo]aL, Flrpic2H-E o] wgo] dojxa gl&& & 5 3.

<A Al 13>

v

AN 1201 9] WFFY B2E AmA S 28 AHET A olgldE Al 122 AP ol £ BL
242 et

<HAld 14>

AAle] 12014 9] BFF TAE AREAM IgE 166 AHER A ofldll= Al 129 Al skl 7]
EL 2245 28l

<dAle] 15>

AN 120049 WEFe] FAE ARZA HFE 72 AH A ool AN 125t FASH she] 471 EL
axE s,

<dAle 16>

A 12048 W3Sl TAE AREA FTE 112 ARSI A ol9dl= AAd 129 FUEA o] #7)
EL 2212 A8kt

<HAld 17>

Ao 1204 9] W= TAE ABEA FFE 125 A}
EL 22& zFAlsl9itt.

o
o
o

A olglell= A 129 FLEAl dtef {7

<A Al 18>

A 12014 ¢] IFF SAE AREA FFPE 245 AT A o]ole AAld 129 FYUA ko] {7
EL &A5 #A3k3itt.

<A Al 19>

AAlA 1204 9] WFFo] TAE AFRZA FITE 273 AFEE A o]9dl= AAld 129 FYUIA Ft] {7

EL 22k2 2 skqint.

<2 Alel 20>
AAe] 120049 WRF BAE ARZA HEE 31S A4S A olgeli AAld 129k BAS sl 77
BL 24HE pshsinh,

< Ael 21>

AXe] 12014 wHEe] BaAE ARA S$EE 328 A48T A olsoln AAd 129 FAsA ahed §7]
BL &4HE A4atginh,

<A el 22>

N6 124049 HRFe] BAE AREA A 332 ST A olsldlt AAld 129 FUeA shed £

BL &4HE Apatginh,
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