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AT LA B — AN B2 A T AR AN R RO B o e i AT DAASAN AL 5 ik AN AR 1, B T DA —
HAFEE RN — 0 B — A A AR JEFEEAnST ONLOBRS (e EE) o FRHR 2% be 1) 5
IRRRREANES] N7 N Wl < 7 N Wy = /N L 7S T i I 62 N2 WY S 57 N I 61 = /57 N Y &N 7
Z37 NN AN~ 57 NI = 57 N I S 757 NI I ¢S 1) (ST PRI = W e 7 S 2 NS b
(thiirene) VESIA T M E I T4 (oxete) I ZIA T H (thiete) s "I T /&
(dioxete) \ B T /& (dithiete) (AL bE SR IA T AR 2 B0 I B % 34 e o Ak
WLt (silolane) « ZHRIF BT« IR be  EME T VIR BE S8 430 e VB 30 O bt
(thiane) WRWE NIk SE . BA ST 7 1 ket o] LA A FRE e 2L (silyl) ™ B ikl
(silane)’ 2&H],

[0092]  4nASSCAE FHI “Be SR 48R -0-RIE ], HordhR (R R i TBEFIR ) B DAARSE
Hi H e - HR A o S R B O R o o AR R 1Y) S 49 0 L BN S I L 1 31504 ik Bl S T
[P AR AL, 5] G FH AR JE B 20 AR 2 B K ) e S 2 ] L e e A R R SR (-R-0-R -) B (-
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OH) BCEEALY (-R-0- <5 J&8) 55 o A4 e 8 L A QR [ 1) Joe 25 mT DA B Oy e B e AL 2™ 1A
BLHES T H 5114 Jor 3 R o 4 25 B0 R e o S 8 T DA A AR D v 2 PR A e A 258 0 P e o 22 R e
YSEZ R P

[0093] A SCAE FH A “BRIE” F5 AL FERRC= O AT AT S (4] , FHorRv] DL AT AR S [, R IE fr 5
B 515 (-COH) i (COR”) JBg (COOR”) (HEJE (RR’C=0) FRIE B EE (COSR”) Ak i
(CONH,) + flfi fiic (CONHR”) AUt i (CONR'R”) %

[0094] AR SO IV “RESEBE” $8 (R) ,-S1-0-, F AP RAT DAL i A H  Joe Jik L 55 5 L 7 Tk 5
Jot S ik o e U T DA SR ) Bl B L AR OR B, B R 35 AT B AR SO R o
[0095]  dASSCAsE ) “BAi ™ 45 - S-RIE[A], ForhR AT DAASZ i Y H be Jk 55 B b S 4%
[0096]  R’.R”.R” AJLL2H &1 250 M EEUR 7L 41CNL 0 S S1 BEPI#) ke B 8 , HomT LA
B SCHEM B SCEENT , v DU SRR B BRI, B o] DAL B AT AT 4% S5 7 B 2 L 2N
0.S.Si.BEiX I B,

[0097] AR SCAE I “05 57 48 B H A WA REBR — AN 2 N AR 7 1905 RS AT A 1)
B A BCHUAR I o 55 5 5 A mT DA n] 5 AR b e Bk g 0 A ik o O B AE I A o] DU B — S i 28
(il , B 3R J5 0] DL Bk, B GnfE R BR - B3R ), BRE AR ] LA — AN i 2 A 2
R - G R OF R A T LR IR L R L JR IR B 2 B 0 R A T DL — AN A
HAREE (AR 7% 58) B 2 AR HUR I GREUIRI D% 55) o B PR 75 S 358 T ] DR B B AR Y
ARIG IR LS B IR 05 FE 3L A AT LU 2 301

[0098]  Z 34 75 Jk Bk AT M DA HAR AR BAS EDCA PRI PR U8 L R PR 8 5y | IO Al | ke | e | SR It
I I | SR A | =D TR TR s Mg e | IR | DA PR LR IR | R R
I | I (dioxine)  MEMS (dithiine) . =g PUBELE,

[0099] 22 3£ 75 Bk [T Ay DA HUAR ) B A PRI P P S5 M| e A 2 ) S A AR 4 H K g
IRFFWENY Y E IR IRy R ORI A

[0100] A SCAd F A e s L et e R0 e Bk e SR AR i o5 B AT DALk — 2B 0451 .2.3 . 4,
5EL T 22 A o BRI vl DA R -

[0101] () &K &

[0102] (i) kel A 2

[0103]  (iii) RakZEM (L1) BFATAED, Kb — A2 N RIE 7O 28 451 g A
i B R B T AR5

[0104]  (iv) Bk Gi) . Gii) 8 Gi) A Gii) KWATED, Bh— rE2AE R T7E 4
M 2% JE 7 EE T2 S A SR AR

[0105]  (v) B & 1 & 15/ MEk IR [ SR IA B IR e Jik , 5

[0106]  (vi) BIRFM (v) FIATAYD, Horp — A2 Nk R 1 O 28 4% 5 1B an 280 50 it
T R A A

[0107]  (vi) LiRFEH] (v) « (vi) 8 (v) F (vi) FORT A, b — A a2 AN SR FE 4 h 2
JER B G 2 A T A SRR AR

[0108]  (vii) 7 2] s

[0109]  (viii) FRFEM] (vii) FIATAEY, Kb — AN DA T O 28 20 i 1 E an
B TR EER B A
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[0110]  (ix) B
01111 (x) Z= T & R b il (-CN) (Al (NH2) iz (NHR”) AR (NR'R”) it i
(NHCOR”) Ut fi% (NR”COR”) « fh& 3 FF iR B (NHCOOR ") U2 3 H g B (NR” COOR”) iR kN -
HBARHIBR (NR”CONR™R” ) sk i (NHSO,R”) URS i (NR”SO,R”) , FerpEHIR \R”R” "y
bk L
[0112]  (xi) & T4 R FE ], 5] 4n iz - OH. Tk (OR”) A2 & FH R I (OCONH,,) . A2 ik FH IR I
(OCONHR”) B 2k FF R I (OCONR'R”) , F AR SR \R” 45 Ry 13k s SLIK o
[0113]  (xii) % T HRAF M, Lo - SH B EE (SR”) VLB (SOR”) BX (SO,R”) AP ik gk i
(SONH,) - ffisk ik & (SONHR”) AU % (SONR'R”) , FHrp 3R (R R Ry ik s ST
[0114]  FEARBARI—L 5T, R, Ry, Ry, Ry Ry Ry Ry ~Ryp Ry sRey ~RynRy, ~Ro sRy vRyys
Rge Ry Rigy>Rige s Ryoq T EASHAL 3 AL 35 IR H 5~ (BWG) AL 52 (EDG) BRI (bulky
group) o N 2 FRMEARTE “HL T2 BT AEAS SCH AT LS R 1 S AT R IR R R IR LA
F R il 1, WL 787 (CEWG™) B R e 32 R B Rl T2 AR SR AN SRAE — A or b 4
FRFALE, W 3L a) B b R 7R SE 2 1 7 1 B RE ] - EWG S SE 6035 6 R 2T T 2%
7556 AT HL T HUR A 95 56 L -NO, - "NRy~ - 'NH, - SO,H. -CNL CF, % I FR R  F 3 B R 4L Ik
JAE o it — D R AR, RAE “fhr IR AR ST AT DL e AT [ SO R, gt
FEL 7 R BT i R AE AN b A AR R A L U e A b R TR
5 2219 HL T (¥ B 6 [ o EDG S 481 60,45 - OH L OR WNH, W NHR \NR,, & FL 7 22 75 3% . & W B R IK 95
B -0 i I Bk S P RS 55
[0115]  HAX 3L AT A3 FR Rk SR 3 o P R e 6 20 2 - B e e P e o B3 L o 66 Y e
Fre SR T AR AR e R L e SRR A ot L X L SOXT 1485 - PG E I Pl DL LR

0

\OMOJT‘CHQ)—SL—O‘GL—O F[i— y2 2k
n | | m | X X1
[0116] =&
0
0
Aoty Lofly L
! n | \ | /nl | g
X XII
(01171 Ferbn Al 7 41 0 22 20 A AL A B4, B[] LTV L 5004122131456 7.8

9.10.11.12.13.14.15.16,17.18.198%20,

[0118]  “RAREA (bulky) ” ZEHET W] DL & be s L 75 B be S BE Ik e« F I Joe S0 2k L Joe 22 PR R b
A R pE P R SR e SRR R e BB ek L 5 2 L e S R PR R e L L e A
SR E SR N L EFS RN e E S SRR A R e YE DR SR U A S [N\ N NN |
BSHJE o AR RE e St 5 S, RARAR UL D9 R SR U £ 0 3k LT 2k
T Bl S I (A | A AR A Jo S i o A R St 5 S KRR AR [ D BUAR
) B AR BRI FOX T Bl XTI o £ RE L St U7 e » KA AR B [ D e B BROA R R i . i
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A A8 3 L B fe ok EUA Q) 2 Sy sl S A PR SR R

(01191 A& RARFRIAREE ] T LLAR AL S MR OGRS VA AR T DI PR B P AR A —
ANTRBIER) SA5], BANAY B 52 B FEAG K oR A8, 2428 I 7 FH H S ) S8 A S AR I P R b e
Wy IR — Be o s T USR5 o 22 5 2 A JA ST L S8 A, FEME ) JEFR IR BRR, | (5-Fi7) B
Ry, BR,, (4~ ) A0 55 R ARRIIE ] AT LA SO A 25 D s AP o AR RE LG St 7 S8 o, AE4 NS —
/NI () 08035 LER2ANBR K 843 L R R B RS A S AL AR R AR AR [ ()
L3, 4586 MR IIHR 43, L AnTI T (A AP ERO R FEER O 3E) T BLAR AL S 1 e
F I P

[0120] AR A R B - A St 7 RIAL S 0 e] LELEE — Mha 2 Al N iR L &4

[0121] R AR, AT LA [ J 57 Mk H HELE

[0122] R, AR, AT LA B AAZ G H BN B — DB T ey ik QR Y Sk R 3k |

BRI £ I/f“*%g s, Aos
T )—cn \[;)\ T e
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OCHs

}’O” Bl e sy Ml i, }/éIOCHa
}/Q,OVC(CHZOCHQCHQOCHQ,}G

PO FO

fO—O(CHZ)@N

O(CH,);0H /\ O(CH,),OH
01241 @— (CH2)3 @'\_/O @— (CH2)4
;/@70\/ @03H1?

Q | |

| }’O—o O. ACHy) —Si—O~(Si-O)&S'

— ~ TN 2/n :
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[0125]  fERELSCHE )T A R, AT A HE—2D 3k H BL N — e 4> H.C1\Br F.CF, . F1 5
o HE TR T B RUT 5 -CH,-CH,- . -CH=CH-, -0CH, . CO,H.COCH,~CO0,Y.C (CH,) ,0H.Si
(CH,) ,0CH,~Si (CH,) ,~Si ((CH,) ,) CH,) ,CH,CH,0CH,CH,CH,OH.
[0126]  FEANR AT LA, [ - HLFFAE L 2 BE VP Tk ORUT A ey L AR iy
3 EEE BV R 3 | -CH=CH- , ~CH=CH~, -O0CH,CO,H.
[0127] R AR AT LA H O9-CH=CH- A &34 , BiE R, AR, AT LA H 2y -CH, - CH, - H A4
I ;
(01281 HACHMELY BREACHY R B B UL T 0] UEL G -ON FR R L 20 VA T BT
ey
[0129] R, FIR, EYR, FIR, EKR FIR_ (BER. FIR. W] LL& H Aa) -CH=CH- HAE K I ;
glb) -CH,-CH, - LA &I 3k ; 8C) -0-CH, - AR & A 5
[0130] R, Ry R s FI/EER, R R s F/BER, Ry, <Ry Ry Ry, s F/BER, Ry, Ry Ry oRy. 3
F/BER o SR o Ry sRy o BT — AN B T — AN BT RLSS H A7 3 5 BN ) — A e A 1
CL.Br.F\-CF,-CN\-NO, F 3k \ £ 2 A R 92 T2k R T 2 O T2k BUT 2 BAT5-12
MR P L S ) T R ) BN LR R o B - ST R ) o REEWY VHBCAER My R VIO
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3% . ~CH,-CH,- . -CH=CH- , ~CH=CH, - OCH, , ~COH., -OH -CO,H. -COCH, , ~CO0,Y . -C (CH,) ,0H. - S i
(CH,) ,~ - CH,CH,0CH, , -CH,CH,0H., -N (CH,) .~ -C0,CH, . ~OCH,0CH, , - SO,CH, . ~OCH,C (CH,) , - -
OCH,CH (CH,) ,+-0C (CH,) ,+ -OCH=CH, -0 (CH,) ,CN. -0 (CH,) ,0H. -0 (CH,) ,0H.~C (CH,) ,OH -
OCH,) ,OCH,
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s H
[0132]
; <
SL—OVC(CHZOCHZCHZOCHa)a FO g O g 7N\

[0133]  FERELEST Ty b, -Si R ) JMREAR, ATLAMAL HE FREL-0-R, 3 HIHEAHRA1E
20N 1 BB B SCRE 1 A 05 R SRR B 2 PR U I BR B Jor B  FE LS S T R
FEARAT LR A — B A0S NELS T 1 2 e 2 , B0 AR ARAT DU BAT L 12 BRI
B SCHE A P RN R e 5 5 B AR AT DU IR BRI P L 28 I e
BT ARTEE TR ORUT R R R
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Cl

5 o ] ;”O\/\O/@ 4
o)
[0134] T\/@

N4
NN -
o 5 Si(O-TMS),

[0135] AR 4 =CIARIIBA R~ I HE B A & 04945 : S039.5053.S073.U130. U136 . U142,
[0136] MR HEATTAMITIBR R BITEM LGP (R XTA/IBIL & W, HhR, N

Res % %
U M ) BAE TR — 8% 4> :5001,5003.S007
Rep Rec |

C

Cl

S011.5012,5013.5019.5020.5024.,5026.5027.5034.,5036.5037.,5038.5040.,5047 5048,
S106.5119.5124.5128.,5135,5138.5143.5148.,5149.5154,5158.,5170,U008,U009.U010,
U018.U021.U022.U023.0025.U028.0029.U030.0041.U100.U102,U117.U120.U125.U126
U127.,U129.U131,U132,U133,U134,U156.U159,U160.U165.5170.

(01371 ARFEAXTTTARTTIBH) 75 BV AL & 9 (IRAE N TA/ BRI &9, R, N

RSa Rga
o, ™
R8b . Rgb . .
RN ) BHE N —ANE £ 4~ :S002.5006.5016,S017
R R&e Rge
o R8d Rgc Rgd

S042.5043.5044.5050.5054.5056.5057.5059.5060.5063.5064.5065.5066.5067.S068.,
S074.5084.5085.5086.5087.5088.5089.5090.,5091.5092.5094.5095.5096.5097 5103,
S116.U031.0051.U058.U061.U062.U069.U070.,U071.U072.U076.U077.U078.U080.U081 .
U093.0099.U101.

[0138] AR #5 A TVAM VB 75 B PE A9 AL 590 (IR N TA/IBEIAL &4, LR, N

X ‘?2, Rga "L?
Rea
R
iX;Zf‘Emﬁ]wji;iﬂ)@%Fﬁmﬁéﬁgﬁﬁ%&%%ﬁmk
RGb RGC 3 RQC Rgd *

$105.5108,5109.5110.S111,8112,S113.S115,5118,5139.5141.,U107,U114,U122.,U123.
(01391 AR 4 :AVAMVB A 75 B P B0 AL & ) (R4 SN TA/ IBIIAL & 4, AR, N
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Rsa o
Rsp
ﬁ\ ﬁ ) £04%:5049.
8c

010) KB AVIARIV B R mw\% (RAE SR TA/ TBII L2, JEef 35— RN

\ [ " omoarn B /\R7'j \ / =
Rep Rec R7p Rre |
RQa '7_7
/I\Rj\jRgbﬁR ) AL FIRA— 8k 2450045005
Je
Rec Rod

[0141]  AR#EXVITAMIVIIBE) 2= B 1 AL & A FE Tk i — ek 2 4~:S014.S015.S079
S083.5137.5140.5144.S157.U082.U121.U142.S144.U145.U146.,U147.U150.S151.S152.
U153.5155.U157.5161.5162.5163.5164.

[0142]  ARHEVITIAMIVIIT BRI /RBIVER A& (R4 VITA/ B4 &4, bR, N

Roa 2,
R
QDﬁ ) B N IR — A B £ A :5014.5015.5079.5083.,5140, 51570082, U121 |
Ree
R

$144.U142.U145.U146.U147.U150.5151.U153.5155,U157.5161.5162.5163.5164.S191 0
$193.
[0143] *ETEﬁIXA%HIXBH‘J%WJﬁ &9 R4 VITA/BIAL &9, HohR, N

\ / )@%&37\5144\51529@—/l\gzg/l\,
R7p Rzc

[0144]  ARHEXAFIXBI 7R BIPE R A6 A P FES 191 FIS193F ) — Mk A4 .

[0145] AR AR BH ) & Fofr 552 it 77 2 ) e e s B R AL & #0045 S032 . 5035 . 5055 . U045 )
—AEEA.

[0146]  #F LS J7 S, AE R RS (PSS) B AT 18 1 W 't FEE B 214 11 « B 488 o 6 Lt
e B INA AR B A S T LR — P O T SRS EARI X L 2R FE R X R BER
PRI BE R A & 4T DA BB 2D H TR bRk b, T 9 1 3R A5 BRARI X HL 2%, ZEPSS ALY
BURTI G FE A P n] 75 B IR FE 6 T BT B (0 A6 540, TEPSS IR ' i 2 i A
PLH ' (QSUNA PHAE L) 15 R U5 B 36 5nm %, ZE AR ELE (4i) BUAEZE (+UV) B A5 370nm

X
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FIUVER IR 3K (FE3T0nm R B 5T 10%) MIUVEHLIIE S , 76 = HEE Bk A2, 0 X 10 Ml & .
IXEEPSSHE R IE TR 1. 5H T AL AW R I L ¥ (electroswitching) « “Fe i 15
1B MDA G €0 R BU 0 558 TR FE T 20 5 A4 A4 0 P AN S ) A 2 1) T 30 4 A ) g
(HEL) -

[0147] g 7 HBUROIF IR FMIMZ Fh, 2 55 T 0T WG, MR A8 & B I & P s it )7 48
A6 E Pt 7R HOCEUR R ik - R R 3 (ST) A7E365nm)t T PSS 7E 415
(A UVEH W) T PSS LE ] ST A WXt A S G4 s (UV AT ILAH 43 b 2R 1) A8 4k) (1) R
B B HE AR —— A T I B AT WG TS 5355 2 1 - 291 I STHR 7% T AN G, 7] P 3R
AT A R BT AR T BE 6 STHE N, FL B R H G U5 20 Al ) R B B8 K

[0148] AT 15 a8 T[] PAI PR AS AT B ZE O R e i . AT 45 28 T B B s PSSHIAL &40,
M AT 45 2 T 1) P A S AT G 20 3% 4 16 B AT 45 28 T BRI PSS o AT A4S 2 T4 G 2H B 1)
W 87 558 /0 A A 0 R s AT A5 58 T BB B L ST AL &9, 1 vl 45 28 T X0 6 A0 4 Rk B 7
H R R A S N AT AR 28 T B B m ST &) .

[0149] 1Pk BERAR R I TARITIBIY A& (LI AEPSS N IR G 2 ISR i /R M B Fx T
365nmyY; (365nm) BT H G, I A i N T 1654 GRIIB) BIPSSHIAIRE

e 2 max o +UV 365 nm ELE 3 i&;ﬁ
[0150] S024 650 0.02 0.018 0.102 Y 5.10
S036 665 0.024 0.016 0.174 Y 7.25
S020 665 0.115 0.085 0.244 Y 2.12
S148 650 0.15 0.092 0.244 Y 1.63
S027 645 0.156 0.116 0.281 Y 1.80
S001 640 0.182 0.113 0.309 Y 1.70
S011 655 0.201 0.142 0.363 Y 1.81
S007 650 0.212 0.154 0.353 Y 1.67
S149 647 0.241 0.169 0.339 Y 1.41
S124 649 0.249 0.225 0.344 Y 1.38
S026 645 0.251 0.196 0.383 Y 1.53
(01511 S128 648 0.264 0.224 0.403 Y 1.53
S003 650 0.2655 | 0.2055 0.372 Y 1.40
S034 690 0.271 0.246 0.468 Y 1.73
S170 645 0.287 0.182 0.401 Y 1.40
S138 650 0.306 0.262 0.337 Y 1.10
S135 648 0.318 0.224 0.387 Y 1.22
S158 650 0.342 0.291 0.394 Y 1.15
S119 643 0.343 0.295 0.405 Y 1.18
S037 630 0.375 0.355 0.442 Y 1.18
S038 690 0.456 0.431 0.642 Y 1.41
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[0152] 32 Frk £ AU ARYE AT TTAMTTIBAY A A FEPSS T IO Z « 642 1k 2k =4 e i
F365nmt; (365nm) S H Sl , PR F A AE AR AT &4 GRTTIB) PSS AR

Al

] ) max 2 +UV | 365nm | #¥#% i&;f-ﬁ
S017 605 0.009 0.0025 0.049 Y 5.44
S002 612 0.0325 0.0095 0.116 Y 3.57
S006 610 0.038 0.013 0.141 Y 3,71
S096 609 0.045 0.014 0.183 Y 4,07
[0153] S044 605 0.062 0.027 0.222 ¥ 3.58
S067 615 0.068 0.03 0.182 Y 2.68
S074 620 0.069 0.024 0.189 Y 2.74
S056 610 0.071 0.026 0.194 Y 2.73
S097 611 0.073 0.029 0.206 Y 2.82
S075 670 0.079 0.031 0.302 Y 3.82
S057 610 0.079 0.033 0.204 Y 2.58
S084 625 0.09 0.051 0.23 Y 2.56
S042 612 0.097 0.04 0.233 b4 2.40
S066 615 0.099 0.049 0.226 Y 2.28
S054 630 0.106 0.056 0.268 Y 2.53
S060 615 0.107 0.038 0.22 i 2.06
S090 624 0.107 0.058 0.183 Y 1.71
S087 628 0.109 0.055 0.209 Y 1.92
S068 615 0.111 0.051 0.239 Y 2.15
[0154] S086 610 0.115 0.071 0.231 Y 2.01
S089 656 0.137 0.126 0.564 Y 4,12
S065 625 0.138 0.054 0.281 Y 2.04
S095 625 0.16 0.086 0.279 ¥ 1.74
S085 640 0.161 0.08 0.187 Y 1.16
S092 627 0.162 0.093 0.307 Y 1.90
S091 629 0.164 0.095 0.287 Y 1.75
S094 625 0.179 0.103 0.311 Y 1.74
S088 656 0.202 0.132 0.457 Y 2.26
[0155] 3. ATk BERAR B X IVARITVBIY A& ([ AEPSS N IR G L I THE i R M B fx T

365nmyt; (365nm) BALILL H G, IR SRR R S U TVAL &4 GRIVB) (FIPSSIR AR -
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] ). max 2% + UV 365nm | &k | REEHRK
S049 625 0.087 | 0.044 0.217 Y 2.49
S105 647 0.197 | 0.134 0.272 Y 1.38
S052 630 0206 | 0.116 0.318 Y 1.54
S118 648 0223 | 0.124 0.34 Y 1.52
S098 645 0273 | 0.182 0.377 Y 1.38
01561 S112 663 0278 | 0.246 0.318 Y 1.14
S141 643 0282 | 0.183 0.377 Y 1.34
S111 646 0292 | 0.192 0.322 Y 1.10
S108 645 0292 | 0215 0.374 Y 1.28
S$109 645 0296 | 0217 0.367 Y 1.24
S104 645 0299 | 0.203 0.383 Y 1.28
S139 644 0322 | 0216 0.403 Y 1.25
S110 653 0346 | 0221 0.414 Y 1.20
S113 643 0417 | 0.293 0.514 % 1.23
[0157] S115 644 0.567 | 0.401 0.71 Y 125
[0158] 34 prik B MARHE X VITARIVIIBAY K A A FEPSS N MR G S - I 84 it /s Y 2 iR
T-365nmyt (365nm) AL, H YEh) , A T AR TE X VI T4 &4 (RVITB) PSS HIR
K.
0159 [ty [rmax |4t UV 365nm | HeHk | R EUE IR
S014 525 0.004 0.006 |0.011 |Y 2.75
S073 550 0.0105 |0.006  [0.06 Y 5.71
S079 490 0.023 0.008 |0.17 Y 7.39
5083 550 0.023 0.008 |0.167 |Y 7.26
S137 497 0.033 0.016 |0.15 Y 4.55
$039 570 0.048 0.028 |0.372 |¥ 7.75
S140 516 0.065 0.032 |0.276 |Y 4.25
S152 522 0.069 0.06 0.263 |V 3.81
S155 516 0.081 0.045 ]0.329 |¥ 4.06
S144 513 0.082 0.04 0.318 |Y 3.88
S151 514 0.106 0.056  |0.403 |Y 3.80
S162 520 0.119 0.06 0.398 |Y 3.34
S161 511 0.122 0.06 0.455 |Y 3.73
S164 554 0.235 0.134 |0.546 |Y 2.32
S163 588 0.252 0.116 ]0.533 |Y 2.12
[0160]  3R5: Pk 1 K B AEPSS T RO L .
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[0161]

[0162]
N

[0163]

[0164]

twEY | Max i +UV 365nm |k REFEFREL
S032 600 0.032 0.008 0.594 Y 18.56

S055 640 0.042 0.008 0.191 Y 4.55

S035 540 0.05 0.016 0.416 Y 8.32

S004 630 0.0325 0.02 0.139 Y 4.28

S005 618 0.072 0.028 0.195 Y 2.71

FEPSS N B MR 't JEE B8 b AW e ) 8 A R BB A T 224k - R 6 1 HY 1 4% R 4L

R RO AR IE S PSS A A — S il g2 2k IR

F6: Prik MG Y PSS L BUREE X G R A B A XS sz FH v ™ (38 m) A
X7 (D) TR - - EHE N/AANEH .

Al A AIV
5% 2 B X M v v e
weL AT Y x v'x —

ELy vv v v
FAE I E&L — — Y —
RIFIRy -— _— x
KA vk v — o %

43R v v v

FZARKR ISR v vv v
73R v v v
43R x v —
EDG IR --- vv -

73 e v'x v
43 v x —
EWG IR v x —
M SR v x _—

gy L VY N/A Y

s TR 2 ’
g R; {& N/A x x

Ry 1 N/A x v'x
R Aym- 3 vV v'x —
A-A5 T ARy - x -
4-4z 51 B Ry x — -
. stz — vv —
EDG# 5 i1z o x _—

[0165]
[0166]
[0167]
[0168]

AJ LS5 FEAN [R) AR X PSS SEMA o Eb 458 A [R] 5l A [R] 45 A X AL 4 5 491 T -

* 5032.5035.S055F1/BS075/] “Sk & 4544 5

* S014.S032.S035.S079H1/BKS083 [ BEAZ 45 4 ;

* S001.5002.5003.5038.5049.5052,5088.5104.5108.5109.S138F1/EkS158[1R,
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A1/ R, 7 ) AP R - FE T

[0169] S001.S007.S003.5042.S057.S110F1/5%S068FK) B HE [ ;

[0170]  * S002.S003.5020.5026.5034.5036.S037.5054.5074.5085.5086.S087.5096
S097.S098.S12.S118F1/8kS119) M HL &[] (EWG) Fgh L 34T (EDG)

[0171]  + S034.S037.S038.S088.S089A1/mS1 100 ZEK: ) FL i ;

[0172]  « S054.S091.S092.S094F1/5%.S095 k) LA IE A i) 37 B b2k

[0173]  * S098.5104.S105.S108.S109.S111.S113.5115.S138.S158.S170M 1 BUALHEF] K
ANERK FEFAZH

[0174] AR FH EHEY T LB X FERE DL B, I H ARG FAR 4 A % B
(1) 4% Fh S e 7 R A& W0 77 THI 2 A FR 7 PRI o B0 & — S AR vl DA 8 vy BB IR PS S B il
FERHAH & o AN, A0 2 “RARAR” EWGEREDGHUAREE A 7] LA S iy i ik — Le b & MO AEPSS T I W
M

[0175]  HR¥EAS K& I ) &5 Fhsiz i 5 8, AR 2T TA/TIB BRI TTA/TT1B 8¢ IVA/TVB.BVA/VB.
B VIA/VIB ERVITA/VIIB B VITIA/VITIB.BEXTA/XIB B XA/ XBIIAL &Y a] LLE A KISTNZ)
1 ZE 2920, 85 H: 7] AR ] B 5 VE L, Bl in£92.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.
18 198k H 8] ARl E ek VE Bl s 8 41.1.1.2.1.3.1.4.1.5.1.6.1.7.1.8.1.9.2.0.2.1,
2.2.2.3.2.4.2.5.2.6.2.7.2.8.2.9.3.0.3.1.3.2.3.3.3.4.3.5.3.6.3.7.3.853. 9. 8 }
(B A AT & BT

[0176]  FRAEAS & BH 1) & P St 77 22, 7636 5nmak 2 3% (40 H %) R, R ITA/TIB. B,
TTTA/TTIB.BLIVA/TIVb.BYVA/VB.EVIA/VIB B VITA/VIIB.BXVITTA/VITIB.B{XTA/XIB.BX
XA/XBIIAL &40 PLEA BIPSS N0 05 %8 £ 28k e 18] AT S sl ya F , 171 £90.05.0. 14
0.2.0.3.0.4.0.5.0.6.0.7.0.8.0.9.1.0.1.1.1.2.1.3,.1.4.1.5.1.6.1.7.1.8.1.95§
2.0 B HLTA) A Ar) £ B BV ] o AE R e STt )7 S, #E.365nmEl 4 1% (B40L H %) T, ik fk
EYRT LA R A MIPSSH 2 /00 . 052 2 2 8 H (A A A £ & 5 yu [, 7 an %220, 05.0.1.0. 2,
0.3.0.4.0.5.0.6.0.7.0.8.0.9.1.0.1.1.1.2.1.3.1.4.1.5.1.6.1.7.1.8.1.98%2.0. 5}
[F) A AR B BTG

[0177]  H A H RFMBEMNHED R ITRIIANAEH R EAE RIKEE O T
(coloured molecule) BBk} X BEAL IR = FEPSS T A BU/NBOGFE AL A P HI 6 Ee
B TERRHE AR i BH 1) & STt 77 58 B A 400 v A 15 358 3 5k (41 T DA i VA A i o BV R AT 1)
SIAFI AT DL 4 e SR e i R e e AU

[0178] 37 Prik 5 K oA IR L o Vs A P = A48 8 I R I AR ) Y6 wt o

S ITE7 1 7l VA
5001 = T K 5-6
5002 —H AR 1-1.5
S003 —H AR <3
S006 —H AR 3
S011 —H AR 3
S017 —H AR 1
5020 —H AR 3
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S032 = H T 1
S039 = H T 2
S042 = H T 0.5
S044 = H T 1
S049 = 2
S052 = H T 1
S054 —H T 5-6
S057 = H T 1.5
S060 = H T 1
S066 = H T 2.5
S068 = H T >20
S075 = 1
S079 = H T 8-11
S096 = H T 15
S098 = H T 1.5
S108 = H T >25
S109 = H T >25
S128 = >25
S138 = >20
S158 —H T >20

[0180] SREHEM

[0181] AR B4 AT DL SR T NE R & B 0 AE R e sty R, R & B U nT LA
VRSB ; BEEA T LLEE T F %K & (nethathesis polymerization,
ROMP) il 2% o 75 5 & W0 1) M Bk 5 3= 5% R HL A 6 25038 €350 43 (1) 56 1) 4% T ROMP 25 A4+ 1) SI2 48
Ny RIFEPCTAARWO 02/06361 F1W02004/015024 7 Fr e £ (01, 2- — (3-MEmy 36) IR IR M52 1
Fr itk 17

[0182] 7 Hbuesijy b, Hb R4 R TARIIBL T TARITIB ITTAFITIIB. IVAFITVB. VAFN
VB VIAFIVIBVITARIVIIB.VITIAFIVITIB. X TAFIXIBERXARIXBH (AT — N HIAL S, b
R, EB A -CH=CH- H45& B AR G4 , 7] LA FHZEPCT 2 41iW02004,/015024 H 4434 [ ROMP
TT RN AR5 S Bk 2 W)

[0183]  FEFRELL ST 7 S b, X AR A IAFAIBIY H AR, A CO,YHIR 75 BE A6 &4, 7T LA
{4 FHYEPCT A AAW002/0636 1 H 43R FRTROMP 77 72 Fl 4% A4 il 2% L AT Y B0 2 R He, S0038 € 1 i 1)
LIRS ER ) o AE L STt J7 22 P, R AR, AT LA AF

[0184]  fEHEuesjy 2ok, Horp AR #E 0 TTAFI T IBL IVAFITVB. VIARIVIBI A — Mb& W,
Ry, 2 NCO,Y, 0] LA FHAEPCT A AW002/0636 1 H i [rIROMP /7 vk Rl 4% A 4% HAT Y B0
8 R R S0 M T 1) 35 SR A B 2 SR ) o FE R St 7 SR, R IR, AT LUONF . SO48/2 AT LA 5T
FRYEA R B 1 — e s it 77 R 1 SR A AW A R A &P — NS4

[0185]  fEHEubsipfyerp, R H U I TTAFITIIB.VAFIVB. VIARIVIBHfF — I &
W), Ry, - cZ—HCO,Y, AT LUfE FHAEPCT A #iW002/ 06361 H Fif ik [FIROMP J7 12 A0 4% 1l 4 LA s
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0 €0 R SR 1 T ) B0 BR W B R SR o AE RS S 7 2 rh L R IR, T BLAF

[0186]  7FItsbszigiy &, PR #E VI TAFIVIIB.VITTAFIVI T IB. X TAFIX IBELXAFIXBH
E— M E R, M/BR, 2 —HCO,Y, ] LI FHFEPCT A 4iW002/0636 1 H fifiik
[RTROMP 77 923 1 2% A4 1] 2% EL AR Y 35048 €8 R H B0 (4 1 IR PR 38 SR W BN A SR ) o A R e S it 7 8
H1,R FIR, AT LUAF.

[0187] il 77 AN 4 4

[0188] AUk BHIGLW Ko AL — FhEl 2 Pk & W A0 — a2 Rl 714 7 A4 o A R BH I
P AL — Pl 2 A T o T A AR B 0 0 400 o ) S 2 2 ) S ) 3 V77 AT i
[0 S FF H AR SO R e g 711 11150 ] LA E— 2D 0 B N R I — FPER Z M AW R AW AR T
R AT B AR O A7 M A LSRR T AR TR T A ) ekl AR B R B )
UVBH $475) 55 o AR S0 E AR N 53R R B il 71 20 43 o] LA AT — PPk 2 T — M Ihae . 45
B EWE VIR A H GV S MR 5 A 4G4 mT DURR A 5 — ) 55 4H 25, [ I 42
AL )R8 L S 45 M B AR S T Rg

[0189]  HR 4 A B I & AN 7 T, 24 S A, Fe b Bl o DL R MVLTEILT A B D4
50% &/ 2160% B /DA)T0% F /D280 % BLE 290 % , BRI (BT A £ fE B . il AR
Hiy, AR A B R AN D T, 2 AE R S, B Rk T LR A B VLTELLT A/ T 24550 % L 5L
INT 2940 % BN T 2930 % VBN T 2920 % B8N T 2510 % 35 H: (8] 4 4] B0 536

[0190]  HR 4k A i BH (1) 25 FhSi i 75 S8 ) — PP ER 2 Bk S T A LL D N & (% &) f74E T
R - £90.05% 22930 % B (BT 2 2 Va1 1 £91.2.3.4.5.6.7.8.9.10.
11.12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28529% .

[0191]  &IERIEFIEREEA —DEE A N RRHIE R AR 71 b s 2150 CHUE &y, 28
AENTE20° CHT 250 . 001 mmHg B BEAIG , 3 BT 2 (YT) L6 BEAIG s TN S 9 2980 C B /=, 4%
RURZIA0 CECEAR o 7 R L STt 7 &, T 77AS FL A HONEHC 1 % A =4 » 8038 AS B A -NH L iR
S B AR A Y 7R B S AL HE  AEANER T = H B B R DU L BRI T A T S DR IR £
Jalig K T P B IR B A

[0192]  ¥EFIAYHE— D LB ELFE 2 IRl ; — A RE R T ks T R AT R R
Filg s N- FF SRtk s J5e il (NMP) & 552 2.8 s B8 54T 9 (mineral seal oil) ; ~HEEIE | ML TR
fig;Eastman CL1MHH; & R 5% T le; £ R ~ClE; BokR —Olg; T R 5 =H
Mt BT R (T4 = HED) s T R R orgs 2- Q- L CEE) A A H
Fig s DU LD AN & 1R T BE 3-+ i U B =R 2 R AR AR T
Bes1,4- 7 B T3 T HEE; FIRENE; FIRCES: & R 5208 ~HIFER AR
FRME; 1,3/1,4- PRV e — F I (CHDM) 5 1- 28I ; 2- FERR I G s BRAEIR HH I s — (N =) T 2%
Bk FERIRIIR &9 (Dowanol ™ TPnB) 5 1-+ el s 00 ke — HEE O LMk, — 0k
NEERF G SRR C e —HEE — T BF (butyl diglyme) ; =R A% — Q- 4O H) K
fg:1,5- —&IERLE; — R TS Dl 2,2,4- =F3E-1.3- R B KPR, R (2=
Fi) B FRERR TS s M R IR 7 T s 2R (& ) BRIHER TS s /N £ 2 RESAUE 3R (4 B9 i
fig; = HEE ~-2-243E TN (TEG DEB) ; = TR H s (THR) 1,2,3- Ak =3
(propanetriyl) i PUE A B0 (BR T 0R) 5 58 £ - — F K 5>+ & ~250 (PEG-DME 250) ; fiik
B2 )l (EC) s —(2-2 %) —WEs, Y H &, + /5 &bk
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(hexadecamethylheptasiloxane) ; Xf 78 “HIfg — Mg, —[2- Q- THRIELERE) 4HE]C =
W 1is (BBEEA) ; =2 —WE — (2- L E:C R E) (TEG BEH) ; BRER A 4A g (PC) + = T & F L gk
(FAAESE =) s = HEE 2R (2 F I = HED VU H B Rk 18-76-Tik; 1,3- F 3
KA IRR I (DMT) 5 3R (2 %) — (2- 32 RER) 51,5 0 = — (428 X HREE;2- 4
RO K- (s) -PLBRMG ; =7F B, N W¥,2,2,4- =HI3E-1,3- R R R T BRI = (K
W) FERE SRR R A (Dowanol™ TPM) ; — (7§ —E¥) —JEHI NG, 75 —WEIE T Wk T
TR THE R (N B K H RN 8 BRI 3R (4 B KHREg;2-2%-1,3-
(SRR

[0193]  —Fhak 2 FhiE AT LA DA DL R BAFTE TR 3 el b - 2950 % £ 2995% (E &) (5
V) AT 5B B Y L 4911 20150 .60 . 70 . 80EE 90 %6 B 8] 4] B B Y i«

[0194]  FEA R B ) FE L 5 it 77 R, — Pl 2 AR AT LA FETE A S X R 2R
S L FE T 24 T % (PVB) B-90.PVB-B72. 58 (H B A TR H ES) (PMMA) T A4S IR
(NBR) 5 ) ME s e B (PVP) 53Rl — % £ 075 (PVDF) 3R (ZHERESAU5E) (PDMS) 5B (TN
15T Z,T6) (PEMA) \NBR. ¥ T4 3L 47 24 2 \PEG-DMA (3% (2, %) — W LN MR TE) PHEMA (58
- FIE AR 218 Plexiglas™ G-UVITHMER BBE T4 58 T )% .PDMS-g-PEG (PEG-
o PE I PDMS) WPEO (R4 A 2. 9) PEG-MEMA (PEG- HF JL % H9 3L P s e 155) . PPGMA (B8 (7§ —
fi) \EGDMA (£, i — W B PG ER ) PVDC (R — 5 & Jf) PVC GR & & Jf) PVDC-PVC. 3R
Wt L34 (COC) (APEL™) ¥ FH 3L £4F- 45 2 (CMC) LSOLEF™ 21520.SOLEF™ 21508, T KB 7%
EA VRS T (polyisobytulene) -600 5 (Z Mk - - FFIETH 1R (EMAA, SURLYN™ 60) .
BN (NIHIRAER) BRI R (R =R - 35820 BRI R T .
R (4-FKOIFTEIREN) JHEMA (52 2, 38) H L N MG RR B ol HL 4 & L AL R ) . — PPl Z MR &
MIRAFAE R T LLRNZI0. 1% £ 2910% (&) s AR 2 sy B, 61401.2.3.4.5.6.7.8
89% « ol L (A AT A B0 sl Y ) o 7RSS Sty R, — Pk 2 R R A T DL AR A T
FURIAE -

[0195] 7 HFef R SO B 2 S, IF BLnT DUELTE 0 4 i 2 | DU e 3 4 £ 4 L IXRE I 3R ) 5K
10 FETBABF,, (U SN ERAR DY T %) \TBAPF, GNaBERRIY T 40) rmrasme iy T4 — (=9 e
TG W ) AL . =3 P AR £ \LiBOB (. CRER IR 4 \LiCl104 (FaRe) &5 . — Fhal 2 Fh ik
MAEAERE T LLRZI0. 1% 2 2910% (&) sl H AR & eVa R, fa01.2.3.4.5.6.7.88%
9%,

[0196]  TEAR 2 WA ity E L 51 it 77 2 v, FHL Amf M2 711 (R A7 5 A% 24 B W BUFE fr 6 6 28) T DL
FEAE—FhEl 2 Pl S b o o ar MR AR A BT P AR A € 1 AP D T 48 1 [ AR A4
ol o B i M2 7 PR3 JE R SR AG T 3R AT DL AR 5 B B2 5 R 11 o H A7 AMEE R R DL AL
2= G o FH ap M T 0 S A 45 L DU SUIIR Bk /S JRUBE IR 1 Ak | DY S L bk
TE DU - DU FIE M e 1,4 AR 1, 2,4, 5-TUFIE IR VTR LR 2R IR LR
S — FhEk 22 Bl RME I AFAE BT LU0, 1% B 24110% (&) 5= [T 5 ui
FEl, 111.2.3.4.5.6.7.8849% .

(01971 ARk AR A& BH 11 35 ol Si2 it 77 28 ) 204 W0 rp AL 25 35 € 700 T DASRAS T EE I e A/ B8
THE VI WIGIE SR S PG B ARSI EW & E AR DGR I E R B . 6
T iE B FAEAR G AN THIRE 12 1 o & TR S B 3G — Fh el 22 Rl A TR FI &
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B e L EE . e R E ARIAAEE T LLUNZ0.01% 2 2910% (B 5) s 4T
B TE ], B 401.2.3.4.5.6.7.88{9% .

[0198]  UVIRHSCHHI] (W Wil A id i Fivith 7578 B RE B AL & A &) vT DL BLFE FE AR HE A
R & et 77 22 B 46 o UVEBHL BT 71 (%) SE GRS DR  2- F2 5k ORI 2,27 - — 5%
Fe-4,47 - HEEE IR 2,4 SRR ORI 2 (2-FR k-5 HAEORL) SRR =k 2-
3,3 HIEHIHIR LHE2- QH- I =M -2-3E) -4,6- RURIER®Y . 2- QH-ZKIE=
e -2-38) -4, 6-— (1-FBL-1- 3L 2, 58) \Hostavin™ VSU(N1- (2- Z 5 26 0E) -N2- (2- 2. 4%
RIE) - LAE RN G o — Pk 2 ROV R AEAE BT AN 2)0.01% 2 24)10% (&) 5%
HIFAE T F S sG], 1401.2.3.4.5.6.7.8819% .

[0199]  UVAZE 7], bt WTHALS (32 BH HZOGIE B 7711 AT DAL HE AR AR 4 A A BH (1) 25 Pisic i 7 52 (1)
HEYH HALSHI L e452,2,6,6-PU T EEIRIE \2,2,6,6- DU FH -4 -WRERE . 1,2,2,6,6-
FLF S -4-WRIERE (1,5,8,12-D0[4,6- — (N- T %:-N-1,2,2,6,6- L AL -4-IRIE AR HL) -1,
3,5-=M&-2-3£1-1,5,8,12- VUM% + — %t (tetraazododecane)  — (2,2,6,6- VY Hi 3£ -4-1K
ME L) 2% TS, — (1- %A IE-2,2,6,6- PO L -4-DRNEHL) 2& —FRfE . Chimassorb™ 944
(EI6-1(1,1,3,3-TUHFETH) ] -s-=8-2,4- H]-[(2,2,6,6- VY H 3 -4-Rig %)
Wz AL - NI HE-[(2,2,6,6- VU H JE-4-DRIE L) T2 %E]]) \HS-508 (= (1,2,2,6,6- FLH
Fe-4-WRNEHRL) 28 PRER % iR — (1,2,2,6,6- L 3L -4-IRIE L) FRLE , —Fhek 2 Muvia g
FIMAFAE R T LN Z90.01% 2 2910% (HE &) B BT £ maya B an1.2.3.4.5.6. 7,
88K9% .

[0200]  FHi%&

[0201]  FR¥EAS A BH 24 Fh sl 5 R AL &40« AL & W sl i b Rl mr DL AT e A B A
RS Eul N A S WG] DL T IR ER 2 R R ) AT LA B TR i b an
I BB, IO OGS I R XA R B S S IR BRSO R A AR K
A OCEUCE AR HER B4R AT AR IE SR A OGE B R A DL RE T4 B
FHRGE 5 T I R AN AE 2 T 03 7 1 e 6 A i S wp 4 ) 20 7 K

[0202]  7RAEUESjE A, b Rl vl DARE B 70 5 — B A) b, B0 e 0 R B — AN
B A 2 18] R RS i B T N UV BV TSTE BB ' AL S FH H S 7R A A RIS A 22
() % 46 . e W TC B FE A B VA B B M 1 B0 L ) B 4 R 3 ] DA R N E S e
AR AT DA A AR 5 J2 ] 5 2 ] A s JBe - 4 2, I EL AT U B RE FE A S 1 )2 : 290 1
K (CK  um) 22 2510050K | B (BT fAT 2 & 5yE B, B a0 29 100K 22 295050k B 290. 1
K 2B 2 10TICK  BRZT0 . 5K 22 29 510K B8 L TR ] 2 2 Bl 7 [ o 7E e st 7 R, 7%
PR 2 B ) — B A B3 — 1 R B AR R S T B, R E B A A SRR
o

[0203] 55— N/ 55 — b4 mT LSS, M AN 3% B BZE B L B3 AR b B 7E R AL S 7 &
W, 2B R L B TS A L B I AR I M 2 (AT, O 2B B (Bl an , RV R 5 R
INFZ15% INTL14% INTF293% INTF 292 % BN T 291 % o v LA B A8 2 A1 5 360
5L, WA 138 P 0 150 , 48 R B BYK-GardnerffXL-211 Hazemeter.

[0204] LB 5 &, B — AN/ B 5 R AT DR W (U mi s ) 2 B v TR mi s K
()0 o FE G STt 7 2, 28— FH /B8 — A T LA FH BHL DBy e 4238 3 B B A () D ) I e HL

33



CN 108690045 B ﬁﬁ HH :I:; 28/101 1L

PR} Ak B B ) 87 FH 3K 5 i B A R A R St T R, DG Y R Bk AT BA AL T UV
YR B LA S BT UVEEL T B S2 45143 $5 EnergyFiIm'™" (ArtScape) FllEnerLogic (Solutia) »

[0205]  7F RE szt 7 S b, 0 B mT DATC B R oA B B R alE A AR S I e E A
Bl B3N B (insulated glazing unit) (IGU) BB XU 88 P 1) B& 2 R 37
(secondary glazing) . illi& IGU . T &5 ALK I ' A 8] e 78 B s sl L B A 3G M R 7 VA IR
FEBIUNW02010/1420197 , 4nfc B I+ #AF (AR ) B IE06 7 IO TGURTHL R R GL AN/ 8%
Hl RS TTI2

[0206]  FERELESLTETT =, 0 TARIE A ITAMITIBI AL &4, ForhR MR NF, ZHS HXOAS
RGBR, H 227D — A HEA g H B A bt

[0207]  FERELESERf 7 =, 6 TARIE A I TAMITIBI AL &4, ForhR FIR,NF, ZHS HXOAS
/Db —PR AN EE,

[0208]  fERLUbsti Ty b, % TR S CI TTARITTIBRI AL &4, PR FIR, WF HZ NS Ry,
BRI D —AANY T H VBN T FE AN g bR AN Y F A

[0209]  FEFELLSE T S, % TARE I TTAMITTIBI AL &4, HorpR MR NF HZOAS, & 70
AR AR R HHCL.

[0210]  FERELESLE 7 S, i TAR PG ITIAFITIIBRI AL &4, He PR IR, AF, HZ NS, Ry,
AN T REBA T %

[0211]  FERE LSt 77 S b, A T AR N TAMIBI AL &4, HorpR MR, NF, Z NS HR

SjJ S CH . / R\ / N Gi
U 3 Rnggé—QN ;.sgé _N—cHs
[0212]  fEFELes Uy b, % TR 4 N IAMIBI AL &4, FerhR MR, NF, Z NS HR, N

:F; S _CHs
\ 7

[0213] 75 HEE St 7 SR, 0 FARAE AR AR TBAO AL &40 FohR (R, A ELZAS R IR,

440

[0214]  fEF-ELS 7 b, X TARIE A VITIAMVITIBRI A &4, HorhR AR, AF HZ A0,
R0 Ryon Ryo IR, o B HE A, AL IR, (REAZR,,) AN RFEC H o BRC H, PR Ft B
[0215]  FEFELLSLE T R, AR AAEHE FAKM — £ 4~:5001.5002.5006.5042,
S054.S06854S079 . 7 F L St 77 8 , AR BHANELFE N IR 1) — AN £ 1~ : S003.5004 U008,
S0148§S015.S03384S075.

[0216] X} TASCATFHI 5 FE O, U IF I TR AR AR s I, 7 224 22 A mT DA dnfe] ey
1l 2% PRV I S AA A 5 2 DA 3 S AL AR 8 ), o7 2 B T A G e G i) 2% TP 3R S A 4
[0217] AUk BRI HE At — Fh ELFE G AR SCHE B (1) S it 7 28 57 THI AT Al 28 65 () S it 77 28 o AR
R R B AT AR S i 7 5 5k 7 T AT DARE XS A R B AT A e st 7 = T T iR VA
G IS B G, [ 2 TR AR I B IR 7 A P ST it 7 G830 43 b e sk R R R FR ) vk

®
e "N r_&é /" N—CH, R Ky
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ARSI it 451 3R AT 8 3

[0218] i@ FH vk

[0219] g ¥ 70 B AE A P RG T-080 5 24 00 B0, 38 5t P B RS S A VA 7B <o ] B AR
Hh, {5 FAMBRAUNYA A 44k R 45, 78 2B ST A8V 771 28 i A 2 3 1 S A 2 i A FH T
NMR 73 #7 )% 771 (Cambridge Isotope Laboratories) 23 KPR fEH AR A
Silicycle IncPyRER60(230-400H) FEATH 1 . )\ FAIA & W H SynQues t , /i 44 71Pd
(dppf) C1,#1Pd (PPh,) I H Strem. Fr A H & 1 & BUHTAK I FI A A B Aldrich,
AnachemiaBfCaledon.'H NMRZFAF & 7£400. 103MHz LAE[{Bruker AMX 4001 %% AT .
e NMRZEAFZE100. 610MHz TAEfIBruker AMX 4001X2% b 3EAT 1 . 1 FIR% B 04 g 2
Fhr e, AR XS T DY R A b (TMS) (9 8 75 0 AR IE A 2 AL (8) o DA 24 HR 38 A5 A 2L
(D) o8 T SRS TLOHR I KR MEAT (Spectroline E- 251, 4T0uW/cm’) HEATAL & ¥ A3
I8, FE3E 2415 50 R, 48 FI365nm . 313nmEk 254nm Y5 o 48 FTH NMROG 6 I BT A b Fa s i 44
Wy o A F 27 1 490nm B4 34nm A, 198 ' Fr LAY 55 %5 = e B 6 1) L 5OWES PG HEAT I 3R IR i
[0220] (LA WUH P A BT IR AR B A B 24 B EE ) 4% P IR SR (TR B Ik &4
151 T NMRAF 72 B — L84 1) B, BT DA 24k & 038 T-CHC L, A BN A B B R v
TAE365nm N HEERF 107> B, B0 B 200 %% 20 W% FE A B ARAE o 7RI T Z8 BRI 7, 48
HPLCAfAL, 7= 4y , 15 21 AH N P11 2R S AL 4% o 24 J1 28 o) 46 3R S b A (FE R o B 4 &4, 461 2
T-NMRAFF 78 B — L84 i) B, BT DAKG 1240 & 03 T-CHC L, A S TBON BTl A S 33 i A v o m] DL
A0~ 5002 700nm ¥ K AT LG B S TR 1043 B, B3 B 2042 BN FE A it — 2B 1)
Ak, o AT LALEE T 288 77, I HLAE FIHPLCZE AL 7= 4 , 15 B A0 S F 348 A 4K

[0221]  Stads (PSS) A FHOceanOptics /3 ey FE HERAFUV/ Vi s e i , B 2] I (X
WS R 5E o 18 Ak B D E T A R 2 X 10 MY, 3508 FH AT G EEAT Y6 h € B 3 A O X
ORISR A2 o AR5 SRR, T O (LA AT FIQSUN SS-150 K FHAR L 2%) F S B i , B 21
GG RS 52 o S T LEUVRE W IR FR A7 E R 3RAFPSS , il £ 55 —RR T F W Fradk A B B, 24 8 e
1 AR R 48 N UVBH I

[0222]  Hab2F 5 s A S TE S 1 % wi L fif i (TBAPF B TBAPF ) 134 771 (= H i HH
fik , 2 JE 8 =& 280) T I IS, TN BN E 25 B (AR 5 1T0- 1% )2 N BE 506K
T /N ES FH S 700 0 0 B I S5 B T s PN AR — AR PR AN RE ), I R #7 T-365nm UV
JEUE , BRIk BIPSS o 7] T A0 % B it P | (0 292,50 %212, 548) , H WIS I3 v bb (o %
AR A , W R (0 3] T Y Ak 2 e

[0223]  JE & RITE:

[0224]  FF WUE EKumada B8 F 7k OF RA) R RPN EEE 2.448) A
IK Tk IF FR AW N> B IR ARE) 51 K SN, B2 3 1 N~V (1) YR AR E 3 72 TC K £, Tk
HVE TR (R 35229 8) |, NG R AR IR AT B 978 « 78 DI S B2 » B % % B (B 972 30
R CEZIR A A R SR B AR R 2 ek R N2, 3,5- = IREEY (124
&) RILL, D - B (C2RBEES) — k] &4 (1) (Pd (dppf) C1,) (0.4mol %) [ TE/K 4 Bk
O TEEWR T, PP 1% R BIR S P16 /N, SR IS U EITE UK b, FH5 % HCL K o 73 B A HLER 47
I B BEBUK JE « 3R /K B & F A ML), ZeMg SO, T, ik Bif - d ik g 4 28 A B
VR POE AT B P, B FLAE R 7S AL B, I SRS, R B A AR K.
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[0225] T 5 B HEKumada B8 FH 7k 07 RB) (A RN NEEE (1. 14 8) At
IK Tk, FF AW N> S IR ARy 51 S BE, 24 1 P47 () YR ARE Wy 7 TG 7K £ Tk
HH R (s R 124 ) IO\ T S5 R R R R AT (81908 o 6 NN 5 2 i » K512 S o 7 1] 9 30
I3 RZIR A Y AV R I R A e B B R S HR A IR (0°C) J7 R (1
1) AIPd (dppf) C1, (0.5mol %) HITE/K L BRI - i Z R SR A WL/ AR JE iR R =
T, FEBEFE L6 /N o 8K N VK V8K B, FF 5 % HCL B A IR A« 3 B A LR 4
I F G BEBEBUK JE B A 1A HLZE R FH ER /K B , Mg SO, 8 , i 98 e 1o e e 28
Bk 225 o PR L A3 2 P

[0226]  FIFXUE fiESuzuki R 3E H v OF RO) B RREREN— /K &9 G4 &) I TK
d, FEIIN2, 3,5- = IREWY (1248 FIBIER (2. 3249 8) M THEVA K - 388 1 15 4 A8 28 ik 1%
605> B S VR B it Ao NN DY (2R ZE8) 42 (0) (Pd (PPhy) ) (Bmol%) , -4 S SiTR &
PN R L8/ AER EN R Z IR S5, 40 B A NUAEFIZK AR, H FHE t0AcEE UK AR 5 I
A HUZE FIKBEE Mg S0, 15 , i I8 i I e e 28 A B 25V 7)o DR 81 (T le) 13- B3
LAY

[0227]  H T H RESuzuk i R I8 H 7772 OF £D) BBk — /K &9 (34 &) I TK
H RN TS BRI (12558 A0 ZE0ER (1. 1259 5) 09 THF A o« 388 i e e < o 1 i i i 6 0
GBI S SR A I I (P (PPhy) ) (2mol %) , FF45 S NI A5 4 I Bl i 2 - 48 /Nt o 7
AHESEZ G, 2 BEANEAKA, IE FHELOACKIUK AR B 3 1A B K B, &
MgSO0, T , it 8 I 8 i g e 28 R ok 259 7)o R 8 1 A5 BSHEE (A 540

[0228]  HTFriedel-Craftskid b i@ HiE OF L) &AM (1.2-1.5495) AR
P EIGAAE Y (1029 58) FURUT & ST 28 (1.5-4. 024 &) 75 JC/KDCM A ¥ 458 - 95 7R
b CBZ IR ST PE 3040 Bh 3T AR SR T BERE60/NN AR S RN A K, SR IR S B
JHDCMEE UK 1438 43, H FH/K e & FE A LR 73, SMg S0, 08, Tk i I Jd ik e e 28 B 2%
V) R 1S B R A

[0229]  F-FNBSEALIE FH 77k O5vER) S5 BEAAEY (14 8) 3T =& F 6 OcM) OF
ZF1) V&7 (7 £F2) (DUERR (THF) (U5 %8F,) BUDCMANTHF VR &40 (OF Z2F4) T o ITAN- IR
RBEFATE % (1. 125 5) , HAZE P IZEAY- 24/ 38D HAAHE I NaOHE
WKL, FE o B AN 7 o FH &R e R UL K 5 55, 9F KBRS & AN,
ZEMgSO0, 15 » b I 38 3k W s 2% R Bk 25V 771 o o R BERE B PR (R B AR ), B e RO TR
BEIHERI S

[0230]  HTF & mAEERBIRGE % 5 EG) KI5 R (2.048) I T LK LB, H¥
VTR HI A -25°C A -50°C 2 A IIANIE T 348 (FEC kb 2. 5M, 2. 224 8) , I Pkiz e iR
G55 Bl MANAZS \VE A M (1. 0249 5) , Hidh iz R MRS Y 1812 iR A 2 = Rt
SR JE B N 10 %6 HCLIA K o 43 BS A LR 43 H FHERZE UK A48 93 o 4 6 9F BB HLEEELY)
FHER /K Bk, Mg SO, T-H , i i 8 i g i 28 B 22V 7)ol i i i i SR, FE K15 3
(0 R A R rh P AR B I IR T, AR B A &

[0231]  HTH R A () FIEH 5 7 B K5 3R (2,049 8) I T IK Ol OF %
H1) /KU SR (O ZEH2) BLTE /K £ AN TE /K VU SR IR RV &40 O Z613) w312 1 W
AHZE-25CE-50C A INIE T 28 (FEC b 2. 5M, 2. 229 8) , B Z R BIR A V)

36



CN 108690045 B ﬁﬁ HH :I:; 31/101 1t

1538 . 2220 - 3070 BN )\ IR M (1. 0245 78 S5 NI 77 P AR VA 0 o 1of e o2 YR & 4T
PEEE, I8 IR P E IR, HEE N 10 % HCLE K o 23 B A HLER 2 » 3 P Bk A BUK 1
By o K I I HLEE A P ER K Bk , Mg SO, 458 , b i 1 o et 28 e B 9 7)ol ik
FE TR AL JFORE, FERE 1S B 4 o 78 R b R A B o RS TR R 2R LA
[0232] T HiE il f0iE 5 vE OF R I BURE (124 8) FIDMSO (3. 188 /R) ¥ A i
ANEENH QU E) HPFXIRE Y E B G 0 BARE#E GER 2R &) R PIRAY)
R ~40°C, & (S BIRA PR B35 i oy i K AL 60°C) fnt, 1,2- =& 40 (1.08
M) AEMNGE R, VLR EIEF]60°C , SR JE UG F B o bk OB, HAEFL A ZTT/NF
SN IRA I VB IRFE~30°C, IFHRIE UK b Bz iR S E 0 W0R S I e bk %k
JUIR, BRI S A0 r= H EL AR 5, TR RIREE TR ANUZ , 1 8 2 1 b R R o
Ok, R4
[0233]  JH IR IFFIRIE M AL 38 HIJ5 T2 OF ) KAz (1.1345) Pd,dba, (1.2mo1%) .
AL (2, 1- W FFE)) = (IR Gmol %) AL (3458 AR (34 8) N =3
[ S b, FH R 25 1, 9F A AW FE20- 3020 4 NN IR R (124 8) 761, 4- — S
(0. 3588 1) H (BRI o Sl ZU P AV VR T A0 FE [T 48 /NN o 4 B B ¥ 1) 22 35 3L, FF A 7K AT
fik 2 [ 43 TR o 50 B8 4% )2, HEF R B AR BUK 2 - F 3K & A HUZ , & KRR BT
W, i PR IR AR  AE AR BT B R AN 2 S RIS A )
[0234]  HR4fE 77 EK1.K2, F T4 XXA/B (O £5) MIALA MR8 G o5 & AR R I
IR, 77 SR A A 7 AXAFIXBLR, AR, EER AIR, ERR AR, (1) 2 /D —ANAAHIA]

(152)

[0235] Rs Br

|\
RsSR"’

(150) (151)

(XA)
[0236] & Bk 6 [ 38 A v O BK1.K2) K1 R 3R — Rl L (150) (1.0 8) %

TFIK LB, IR AZIERA H B - 25 CE-50°C Al NN IE T 348 (FEC b2, 5M, 1.1
&), X R PR A YILE 5 B IO\ IR Il (1. 04 &) , WiHEiZ ) MR & IF 1218
i IR AR SR SRR I I 10 %6 HCLA K o 73 B A LR 40, I FHBRZE UK I 3870 4 &
I A HLE U F R KB, ZMg SO, T 458 , aok Jil 5 e i e 7 26 AR B 25 ¥ 77 o J i A s 1
A J5R), HH 15 2 ) TR R e b R AL G R T, A3 B R A (151) .

[0237]  K2: 4458 — 05 B (152) (1.0 &) MVEHIA T oK Sl , FF s R 21 % - 25
CZE-50°C; fAINIE T 4 (FEC K 2.6M, 1. 1249 8) , Bl Z MRS Y10- 15504, 45
grrmA b EA (151) (1. 0245 B BRVE TR . 1 12 NTR S 157 B, II 10 % HC1A K .
Iy BANUER 7, I FHEEAE UK E 53 « 45 I A HLAS U FH B /K Pk, 2eMg SO, 4%, i i
T I8 e i 28 A B RV o A T Ak SRR RS 2 B0 BT AE F R b R AL 3, ok gE T
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KT 22 E A

[0238] AR i A S BH 1) % b S5 i 7 S8 B AL S W) B0 S AR AR SCHE S A T o O TS R
I AR 1 PR S M A - B DLd sk R SO IR 6 5 VRN 5 il 4% IR A 4, HF B 24 B FEAR
U B R HOR 2E 5 BT 2 L, 3 B AT B 23 TR A SCH R TR A K B
H,

[0239]  sjifafsill : SO03MI A i -3, 3" - (BRI -1-44-1,2- = 3%) X (5,5” - - - T 2&-
2,27:57,2"-=IgEwy) (J7%11)

Br. o
S S
S | Br N\
Gw v o G
Br \_S
(1

o<

A /Y . AIC, ,
s S
| 4
[0240] (1)
R F
: F
F F
Br
| N/ | F F
s SN = n-Buli
s/

@)

S003
[0241]  37-yR-2,2":5",2"- =MWy (1) & B AR5 T SEA, LL83mmo L LA (72483 %) il %

(1.

[0242]  3/-JR-5,5"- —-fl-T3-2,2":57,2"- =MWy (2) & AR 38 /7 &RE, LL38. 8mmol
L (P2 2297 %) #1145 (2) .

[0243]  SO03F) & i : 48 7 226, DA Tmmo L HUAE (P2 %37 %) il £ 16 &4 (2) S003. 'H NMR
(400MHz ,CDC1,) 8ppm 6.85(d,J=3.7,2H) ,6.70(d,]=3.7,2H) ,6.45(q,]=3.7,4H) ,6.38
(s,2H) ,1.39(s,18H),1.20(s,18H) .

[0244]  sZjtaf]2: SO0/ & R -37 - (2- (2,5- 2K FEIBEWy -3-3E) -3,3,4,4,5,5- /N FIA K-
1-45-1-%8) -2,27:57 2" - = 1wy (5% 12)
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N\ s 1. BuLi, Et,0
8 ot

ous] 8

[0246]  SO05H & k. 410581, % bin-BuLi (0.50mL, 1.23mmol , fEC. %2412 . SMVE ) AbFH
7E-20C Fb&9 (1) (0.39g,1.19mmol) 7EJE/K Z Tk (50mL) H FIVAT, SR I P4 BE20 5 Bt
ZIEZEHEEIIMALEY) (7) (0.34g,0.79mmol) (K TE/K £ Bk (50mL) 1K « K5 1% I SN VE &4
EFE16 /N, R 7E L AT IR i A E10°C o IMANS % HCT (K ) (30mL) ¥ °K e M, I H
Et0Ac (2 X 30mL) 28X . F#h 7K (30mL) B & I HKIA WL H 7, AMgSO, 45, 1k ik I ile 4 5] ik
Jig b o 3 ok P A 3 (955 ke /&) dlifh , A TRl A £ B VR S b e AL HE E A
W, 43 #190mg (P25 17 %) 15005, 'H NMR (600MHz,CDC1,) 67.45-7.43 (m,2H) ,7.39 (t,J=
7.6,2H) ,7.32(t,J=7.3,1H) ,7.25(dd,J=4.7,1.5,1H) ,7.17-7.12 (m,3H) ,7.09 (dd, J=
5.1,1.2,1H),7.03-7.00 (m,4H) ,6.78(dd,J=5.1,3.5,1H) ,6.70(dd,J=3.5,1.2,1H) ,
6.57 (s,11) ,6.07 (s, 11) .

[0247]  SEjitaf53 : SO06IK & il -5- (4- L) -3- (2- (2,5- 4 HEmEmy -3-3K) -3,3,4,4,5,
5 7NFIAIK -1- M- 1-F5) -2- 2R BEmEmy (07 %13)

ar

N82CO3H20 Br
Br Pd(PPhs), A

[\ TAF/H,0 s @
o/ s Er W,

C.OBW

N32003H20
Br. F’d(PPh3)4

/ \ TTHE/H,O cl
Br” S Br

[0248]
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B(OH2)

Na,CO5H,O S @
aLlsM) O cl

Pd(PPhs), 6)
TH FKHZO

-BuL1
[0249] THF;’EtQO

(6), n-BuLi

—_—
THF/Et,O

S006
[0250]  3-yR-2,5- ZRFIEWEWY (4) B 5 Al MR HE 7 ZC, LL6Tmmo L ;LA (F= R T77%) 4% (4)

[0251]  2,3- JR-5- (4-FRHL) BEW;y 6) A R P87 RC, LL19. Tmmo L FIAE (5= %23 %)

2% (5) .
[0252]  3-yR-5- (4-FIKIE) -2-ZKFLWEWY (6) B & AR HE /5 ZC, LA32 . Immo l FUAR (7= %
78%) il (6) o

[0253]  3- (AGIAK-1-J-1-38) -2,5- “ZKIEBEW; (7) (A R 7R3 @0 0 I SRR
PTI0G3 < 2L 3SR et rp K43 - R -2, 5- 2R FEEWy (21.0g,66.6mmol) ¥ 17
JKTHF (300mL) H1, FE A TG /KB (400mL) o K13 A F 22 -43°C (F-0K/ ) » £E1043 % 3
[ I -BuLi (ZEC bt 2. 5M, 32, 0mL , 80mmo1) o WILEL F 85t o i3 F T 2 -40°C , It Hki%
IR A 155780 M B A YTIE . — IRPE N J\VE PR ) (10, 7mL, 80mmo) , 4 i &
TR 2 -24°C o iR JE IR W ML AR 2 - 38°C, i #H iz R MR S W E BIR EIA £ -5°C (3/MET) o

L AIAT0%HCT (15mL) 3 K% N7, I Z IR A BRI K (300mL) H . 43 B A AL , I H
Et0Ac (150mL) ZEHU/KAH - 45 A LA 7K (2 X 500mL) HE , ZMgS0, 45, i i I i ik

e 75 I R 2577« FMeOH (50mL) 75 Ab B A5 21 (1) #8 (4 I W, H i AR 2 3a (kK (2.30g) -

BAZIE IS EAEDOMAR , - S AERERR b o PO il (D e) 759 31 08T Ltk 20 7
(73%) 111 (7) -

[0254] SO0/ K : 7525 B P AN Sk 1 1 KOG TR0 1L 33U R e, 4 (6)
(10.67g,30.5mmol) ¥ T Jo/KTHF (150mL) H1, FEIIATC/K L 1k (250mL) o 44 1% 2 SR & ¢
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HIZE-40°C, FHAE103 8 Iin-BuLi (FEC BEHF2.5M, 15. 3mL) o fdi #53 FI 0 35 B A #E 105
b AESS R AN, 2B I (7) (13.07g,30.5mmol) {75 /K THE (100mL) V& « 52 37 il
T2 -28°C, JF 218 HA HR [A] - 40 °C o 1% ) N3 £ B 2 A SR R F) - 12°C o J@ad i A
10%6HCT (15mL) A KN, M A K (200mL) H 78 & 3515 73 B /K AH , I FHEt0Ac (250mL) 2&
B I B HLAE FH 7K (500mL) e , 4Mg SO, 45t , ik 368 I i ik e i 7% R ok 25 7 771 o it
R B (CAE 2% Et0Ac/ Cbt) 15 234 0 Ry AR A, A 73 :F1:5.57g (26.9%) i
F2:6.08g(29.3%) .'H NMR (400MHz,CDC1,) 67.38-7.28 (m,9H) ,7.10-7.07 (m,6H) ,7.02-
6.97 (m,4H) ,6.28 (s, 1H) ,6.25 (s, 1H) «

[0255]  skjifs4:SO0THI & k-3 ,3"" - (BHWI L -1-M-1,2- = F%) X (5,5"- = H3L-2,
27:57,2" - =IEWy) (J5%14)

?
S007
[0257]  SOO7 £ A« MR8 77 226, LA3 . 6mmo 1 HUAE (77 %51 %) #145:S007 . 'H NMR (400MHz
CDC1,) 86.86 (d,J=3.5Hz,2H) ,6.65(dd,J=3.5,1.1Hz,2H) ,6.46 (dt,]J=3.5,2.3Hz,4H) ,
6.33(s,2H) ,2.49(d,J=0.7Hz,6H) ,2.20(d,J=0.7Hz,6H) «
[0258]  sLjiff5:SOLLH & R-3",3"" - (&I -1-JF-1,2- =5 W (4,4”,5,5” - Py H
$-2,27:57 27 =Wy (J7%15)
Br
d NBS,AcOH m 1.Mg ERO =
s Br” s 2. Pd(dppf)Cly, Et,0 \ [ s )

(8) Br 9)

[0259]

1. n-BuLi, Et,0

2, /.
F /@ Qv
" /
S011

[0260]  5-R-2,3- HIJEBENY (8) )& ki : Z54r %, m12,3- —HIFLMEW; (21.68g,192mmol)
FEOKBEE TR (20mL) H B9V R IMAN - SRARHE A Bt IV ik (NBS) (34.39g, 192mg) (I FE 155 2250
C) AEL0 B 2 Ja s IRBLTERE (TLC: Thbe) » SR e BIFE UK b o — B4 21, FHDCMAZBUA LA ,
I FHIM NaOH. 7K Fl # 7K e & I 2053 - FAMgSO, T-1A5 2 VAT, 72 F0 3 N IR 4, 19 313k
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P L IR o PR €5 1513 58 (19.07g,52%) « 'H NMR (600MHz, CDC1,) 86.72 (s, 1H) ,2.27 (s,
3H) ,2.09 (s, 3H) .

[0261]  3’-98-4,4”,5,5"-PYRE5E-2,27:57,2" - =MWy (9) (& il : R4 75 %A, LA3 . 9mmol
B (72230 %) #il 4 (9) . 'H NMR (600MHz,CDC1,) 87.09 (s, 1H) ,6.93 (s, 1H) ,6.85 (s, 1H) ,
2.36(s,3H) ,2.34(s,3H) ,2.15 (s, 3H) ,2.12 (s, 3H)

[0262] SO & A : ¥ 5 12, LAO . 2Tmmo 1 MR (772220 %) i 4-S011."H NMR (400Mz ,
CDC1,) 86.74 (s, 2H) ,6.34 (s,4H) ,2.34(s,6H) ,2.11 (s,6H) ,2.08 (s,6H) ,1.85 (s,6H)
[0263]  sLjifsl6: SO12/ & -4 - (2- ([2,27:57,2"- =MWy ] -37-35) -3,3,4,4,5,5- 74
H-1-M-1-48) -[2,27:57,2" - =MEWy ] -5- R IR I i (J5 %16)

RF

MeOH, H;SO,4
_—

L3

S047
[0265] [ 100mLf¥ [51 JEE B0 M S047 (32mg,0.055mmol) + H 2 (20mL) \MeOH (5mL) Flf
H,S04 (0.2mL) - BEIZEFT it B - W& 7 ) 7K 2% (Dean Stark trap) , JFII#R AN %R &418
INBS AR HZ G, K (20mL) FAoRE S BLVR A4 » H FIDCM (2 X 20mL) ZEHL K& 1A Lk
o3 F#h /K Bt » Mg SO, T4 e 4 BIRE R b o 3@ PROd A 3 (9: 10 48 /Et0Ac) Akl r=
W), 774 19mgfS012. 'H NMR (600MHz ,CDC1,) 67.70 (d,J=3.9,1H) ,7.28-7.25 (m, 1H) ,7.18
(dd,J=5.1,1.2,1H) ,7.16(dd,J=5.1,1.2,1H) ,7.07(dd,J=3.6,1.1,1H) ,7.05-7.01 (m,
2H) ,6.84-6.81 (m,2H) ,6.73(dd,J=3.6,1.2,1H) ,6.71(dd,J=3.5,1.2,1H) ,6.46 (s, 1H) ,
6.37 (s,1H) ,3.92(s,3H) »
[0266]  SEjtifs|7: SO13K & -4 - (2- ([2,27:57,2" - =WEmy]-37-3E) -3,3,4,4,5,5- /5
WE-1-0-1-38) -[2,27:57,27 - =Wy ] -5-FRIR2- (2- (2- LA LR L) L HE R
(7 %17)

DCC, DMAP
DCM

[0268]  [A)50mL K] & JES e i N S047 (28mg, 0.039mmol) = H F¥ 81 2, FL Bk (50mg,
0.08mmol) \DCC (17mg,0.08mmo1) \DMAP (10mg,0.08mmol) FIDCM (15mL) - 7E G, N £ fx M
TBE A2/ AR5, 8 B i 8 R TR S, 7K (10mL) # B, 3 FHDCM (2 X 10mL) =5
W5 AT WL 5) FHER 7K (10mL) ek , ZMg SO, T4 vk 4 B e 1 o 3@ i PRt e ik ik,

42



CN 108690045 B ﬁﬁ HH :I:; 37/101 1t

A7, 7581 13mg 15013, 'H NMR (600MHz ,CD,C1,) 87.72 (d,J=3.9,1H) ,7.30 (dd,J=5.1,
1.2,1H),7.22(dd,J=5.1,1.2,1H),7.20 (dd,J=5.1,1.3,1H) ,7.11 (dd,J=3.6,1.2, 1H) ,
7.08(d,J=3.9,1H),7.06-7.03 (m, 1H) ,6.85-6.81 (m,2H) ,6.77-6.74 (m, 1H) ,6.74-6.71
(m, 10) ,6.52 (s, 11) ,6.41 (s, 1H) ,4.47-4.42 (m,2H) ,3.83-3.78 (m, 2H) ,3.70-3.66 (m,21) ,
3.65-3.62 (m,2H) ,3.62-3.58 (m,2H) ,3.56-3.52 (n,2H) ,3.48 (q,J=7.0,2H) ,1.17 (t,J=
7.0,3H)

[0269] St f58: SO14MI B A-3,3" - (A IIA - 1- M -1, 2- —3) B Q- AILATf: [b] HEW))

7 %18)

(10)

Pd(PPh3), .
r
gos
S

N82C03

Br |
Cy= " O
S

[0270]

S014
[0271]  2,3- ZIRORIF [b]MEWy (10) & i : i F: 18g (134mmol) 2R I [b] ME Wy £ 200mL
5 RS, HAERT &1 5/, [AZ IR A 9 % N 7E 100mL &£ #1942 . 9g (13 7mL,
268mmo1) ¥ TEHEFE 18/NF 2 J& , I [ 4ANaHCO, LA Hf R AU IR - FF 7K FINa, S, 0,4k ¢ 4 AL
JZ=, IF H (MgS0,) 1 28 K 751, 3R A5 M B v 45 B 45 380 [ 44, 79 51038 . 8g (99.%) 92,3~ —
IROK I [b]mEwy
[0272]  3-3R-2-ZRFLIIFF [bImEwy (11) B & AR 35 5 %D, PA3 1mmo 1 B (F= 277 %) fill &
(1) .
[0273]  SO14f &k : HR4E 757 Z2H2, LLO . 72mmo L ¥ (72 2215%) #114:S014.'H NMR (600MHz ,
CD,C1,) 87.65(d,J=8.0Hz,1H) ,7.23-7.17 (m,1H) ,7.04-6.96 (m,2H) ,6.91-6.83 (m,4H) ,
6.81(d,J=8.2Hz,1H) .
[0274]  Sjaf59: SOLTHI A ili-4,4" - (RFIA L -1-44-1,2- 58 W (3-H -2, 5- Rt
WEmy) (7 %19
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R F

B(OH}2 1. nBuLi, E2O
[0275] i
/\ "20%Na2CO, THF 2 B FQ
Br Br  Pd(PPhy),

S (12)

S017
[0276] 3-yR-4-H -2, 5- IRFEWENy (12) )&l AR 45 /5 Z£C, LS. Immol FU AR (5=
68%) % (12) -'H NMR (600MHz,CDC1,) 87.71-7.68 (m,2H) ,7.50-7.43 (m,6H) ,7.41-7.36
(m,2H) ,2.36 (s, 3H) »
[0277]  SO17HIE i : HEHETT 226, BLO . 25mmo 1 FIRE (77 %617 %) #145-S017.'H NMR (600MHz
CDC1,) 87.47-7.41 (m,4H) ,7.39-7.34 (m,6H) ,7.19-7.15 (m,2H) ,7.15-7.10 (m,4H) ,7.10-
7.06 (m,4H) ,1.14(s,3H) ,1.13(s,3H) -
[0278]  Sjifafsl10: SO19H &Rk -3",3”" - (AF I -1-#5-1,2- =5 X (5,5" -2 -2,2":
57,2"-=mEwy) (5 %£20)

S001 S019
[0280]  SO19f & Ak : &304 %k, [11S001 (2. 0g, 3mmol) (US 7,777,055) £EDCM (50mL) 12,
(50mL) ¥ R ¥ IR (0. 61mL, 12mmo 1) 7E Z R (30mL) H (1) ¥R GBI TLC- & 46 /DCMI : 1
WEI Sz N BEFE) o P2 N 16/ SR E I IR AR BT PR AR RN LR BRI E A
(B 5574 201k — R BT S , i EOE 4R, 15 B B [ 1A 195019 (2.24g,76%) o 'H NMR
(600MHz ,CDC1,) 66.99 (d,J=3.9Hz,2H) ,6.89 (d,J=3.8Hz,2H) ,6.78 (d,]=3.8Hz,2H) ,
6.44 (s,2H) ,6.42(d,J=3.8Hz,2H) .
[0281]  Sjfafsi11:S020/ & p-3",3"" - (IR -1-M-1,2- = 3) X (5,5” - ZHI 4 Xk -
2,27:57,2"-=mEmy) (7 %21)

44



CN 108690045 B ﬁﬁ HH :I:; 39/101 1t

Pd(OAc)2, KOAC

S TBAB, DMF
OMe — o
U Br
Br.

s A |
PN HORT ST )ome

Br S Br (13)

S020

[0283]  3"-JR)-5,5"- “HI%AHE-2,27:5",2" - —MEWy (13) Y& i 152 - A KL MEWy (5.00g,

43mmol) - LR (2.58g,26.3mmol) VYT HIR{k 4% (2.82g,8. 76mmol) - ZER4H (I1) (0.10g,
0.87mmol) F12,3,5- =JRMEWy (1.26g,3.93mmol) ZEDMF (100mL) 3 (VRS In# & 80°C 2/
B o — H B 5E % (TLC: 7E Ve 10 % EL0AC) , # HvA #1, H: FIDCMZE A HLE - FHIM NaOH.
IK ARG ERK P& T K0 - FAMgSO, 115 B IR, £ 525 R k4, 45 BRI R
s 2 45 51 2 860 [ 411 13 (0.88,69%) «'H NMR (600MHz,CDC1,) 87.02 (d, J=4.0Hz,
1H) ,6.85(s,1H) ,6.79(d,J=4.0Hz,1H) ,6.18 (d,J=4.0Hz,1H) ,6.12(d,J=4.0Hz, 1H) ,
3.93(s,3H) ,3.91(s,3H) .

[0284]  SO20ff1 & A% : HE4E 7 52H2, LA 1. 88mmo 1 A% (F=2:38%) #14:5020. 'H NMR (600MHz
CDC1,) 86.71(d,J=3.9Hz,2H) ,6.38 (s,2H) ,6.31(d,J=3.9Hz,2H) ,6.12(d,]=3.9Hz,
2H) ,5.90(d,J=3.9Hz,2H) ,3.91 (s,6H) ,3.68 (s,6H) .'°C NMR (151MHz,CDC1,) §167.92,
166.14,137.41,135.73,124.53,124.28,122.93,122.35,121.93,119.04,104.61,104.51,
60.55,60.04,29.92.

[0285]  SEjfifsl12:S024M £ -3, 3"" - (A -1-Mi-1,2- —3) W (([2,27:57,2"-=
BEWy1-5,5"- R (7 %22)

[0286]
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[0287]  #E JJE TR 250mL R JEE B A L B — SR % (3.0mL, 21 . Tmmol) i ] JE /K THF
(30mL) o, HAHE0°C 45040 HAME] , i iin-BulLi (FE S 2. 5M, 7.9mL, 19. Tmmo1) o ¥ 2
MABEYIAEOC N FE30 70 %, SR 5 N2 7E0°C R S001 (3.00g,4.49mmol) 7EJ7K THF
(30mL) HF IR« 24 NN, 37 BRI )41 €8, 225 — BRI A J5 , T B (T o 1 %48 (3
TRAEOC T4t FE907 8, SR JG VR H 2 - 78°C , FF B CO, ZF ik ¥ MR 2 /NI V2K o Bl 25 v 09, 9T
1 2 B VR A 01802 bl S ZERT , [F] I 4k 252 5 ok 1% o 38k i N F B (20mL) A8 K% I N, 5 1%
TR A WE N K (200mL) H, I FITHE /Et0Ac (1:1,2 X 100mL) [A) VR A2 HL . F7K (200mL) ¥
Bea AN, AMgSO, #1831 i % 78 R Bk 22T 50 49 B €/ 4 00 R T A
3.17g(84%) .'H NMR (400MHz ,DMS0) 67.65 (d,J=3.9Hz,2H) ,7.45(d,J=3.9Hz,2H) ,7.36
(d,J=3.9Hz,2H) ,6.86 (d,J=3.8Hz,2H) ,6.70 (s, 2H) »

[0288]  sjfafsil13:S026/ &k -3",3”" - (&F I -1-M5-1,2- =38 X (5,5"-—&-2,2":
57,2"-=mEwy) (J7%23)

Br  1.Mg% @k 1. nBuli, Et20

— J\ —
[0289] ¢S S_al EF
/ S 2 K F Cl Cl
\;S 2 Pd@pphCl, \/ P =
cl (14) FF 7

Cl Cl

S
S026
[0290] 3 -yH-5,57-—4(-2,2 :5 27 - ZMEWMY (14) (14 B : H4E 7 2A, LLY . 2mmo 1 AL (7=
#54%) il % (14) . 'H NMR (600MHz,CDC1,) 87.15(d,J=4.0,1H) ,6.99 (s,1H) ,6.94 (d,]J=
3.9,1H),6.90(d,J=4.0,1H) ,6.86 (d,J=3.9,1H) .

[0291]  S0261 & i : FRHET7 %26, LLO. 074mmo 1 FIKE (F7 266 %) #11455026. 'H NMR (600MHz
CDC1,) 66.89(d,J=3.9,2H) ,6.86 (d,J=3.9,2H) ,6.65(d,]=3.8,2H) ,6.47-6.44 (m,4H) .
[0292]  Sjitfsl14:S027T/HI A R-37,3"" - (B IF L -1-Jd-1,2- =5 W (5-FKk-2,2":57,
2" - =mEwy) (J7%824)

Br & Br
Br Mg —= S
e e — K

S
(15)
Br ? Br
S n s
02931 [ > ° iN o )<
S [e) S Br
(16)
Br Br
S S s J
(<0 e v v — s
S g, \_/
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FF
F
Br F I|::
S F F
S S

S027
[0295]  3-J%-5"-HI%E-2,2" - Wy (15) (& AR5 J7 5B, LL98mmo LA (7 94 %) ffil

% (15) «'H NMR (CDC1,, 600MHz) 87.22 (d, J=3Hz, 1H) ,7.16 (d,J=5Hz, 1) ,7.00 (d,J=5Hz,
1H) ,6.75(d,J=3Hz,1H) .2.52(s,3H) .

[0296] 3,5- “PR-5/-FJ-2,27 - HEW (16) B A : AERT R, BN - BRAR B8 FA B IV i
(15.55g,87mmol) 2> HE N EHtdE)3- 1R -5-F3L-2, 27 - — Wy (20.56g, 79mmol) 7EAL S
C R (25mL) FIVKESER (200mL) A A  BEFEZIR A4, FIE R TLCHE I . 72 58 1 (1. 570N
i) 2 J5 » 7K (200mL) AR S B2 , -t AH S 48 20 Wk b 23 B9 o A UK AH « M NaOHV
TG AA IR AN, 3235 7K BEs - bR 3500 B T [ A0 TR A , o Fo A FE R b s A 3, 7
SRR TR S 5 ) B A E A3, 5- —IR-57- -2, 27 - —EMy (FETLC FBaA )
77 38:20.6g (77%) .'H NMR (600MHz,CD,C1,) ppm 7.13 (d,J=3.6Hz, 1) ,6.97 (s, 11) ,6.74-
6.72 (m,1H) ,2.48-2.47 (m,3H)

[0297]  3/-JR-5-FFE-2,27:57 2" —=WEWy (17) HI & B : AR HE 7 B, PA36mmo 1 BUAE (7=
91%) fill#& (17) -

[0298]  SO271 4 : K4 75 %G, LL3. 76mmo l FAHL (77 28%) #i]4S027. 'H NMR (600MHz
CDC1,) 8ppm 7.30-7.28 (m,2H) ,7.18(dd,J=5.1,1.1Hz,2H) ,7.10(dd,J=3.6,1.1Hz,2H) ,
7.05(dd,J=5.1,3.6Hz,2H) ,6.85(dd,J=5.1,3.6Hz,2H) ,6.74(dd,J=3.6,1.1Hz,2H) ,
6.40 (s, 2H) .

[0299]  SEjitifs|15: SO32M & /-2,27 ,2” ,5,5” - ok KE-4,47:57 4" - =Mk (J5 25)
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O -
N, HOPSC
—_— N+ —N

S S\/EO S\)—OH

e O\(N Br  Br, Q\(/N Br
> /2

BU4NBI‘ S CHC13 (19) Br

i3

19 Br
[0300] (1)
n-BuLi, B(OBu);
@\{N Br » SN
; J THF, Na,CO; (20%) ﬁN Br,
Pd(PPh ' ; — =
(18) T O S e,

E THF @KB(OH)E'_

Na,CO; (20%)

@A N )\Q Pd(PPh;),
Br

21
[0301]  5-3R-2-JREEWEM: (18) [¥1A Bl : TEWF R AN A R AE B S 4R (43 7g,463mmo 1) , I
TN BIFE LA A R B A 2 FR ki (63 .5, 463mmol) H o N T4 b5 5 R [E A, 3 78 s o
MEN100CAELTSCHIMIR T , XIR G Rl IF R AR TN o N 38 S NI FE IR 2 115°C
TEZ R P, I ZU TR B Y0 1053 B o UINE , 5 Rl )20 Bl R £, FF 0 A (BIVF 72 28R AT
HCL) AR5, FHZIB & E R 20, FF INN AR (100mL) o 2 A5 M A7 B ) L6 A R vh /) Ot
PibE 49 3 BRI 5 Hd PRI SRR AERL0 (500mL) H o FHEE,0 (4 X 400mL) 2EHLiZ &%
W& IFmEG 71, T Eh /KB , EMgSO 1R 4 , 49 31 31 (o 8] 44 (36, 0g) o I JELAE A
R =4 (35.9¢,202. 6mmol) , JF & 4 B LI K Be b+ 1a) oo i ABu NBr (78.17g,
242.5mmol) , #ZFE MNP0, (69.0g,486. 24g) M 2K (500mL) o Kf iR S HIE100°CH In#18
AN TRV D AR SR BT B I R (300mL) , R IZIR A P R InF A 100 °C IR
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FES/INI B ZIR AW N R = I, FWHT B2 R 5 4b300mL T FE 2R In N 2IVR S Y0, 75
W T 100°ChnF20/NN AER H R IR Z 5, Wb 2 G I H R Z 5 S e, DR
ZUTEN , I FHER7K (4X200mL) Pe g8 - ZeMe S0, 1A NLZ , 1 S I ieds B i b, it
HE(L: 1845t /CHCL,) 4t W SE B4 2 5y (24 5gF13. 0g) , 4 #2740, (H J5 & 44y BAT IR
M. 'H NMR (600MHz ,CDC1,) 67.95-7.90 (m, 2H) ,7.47-7.42 (m,3H) ,7.21 (s, 1H) .
[0302]  4,5- iR -2-FRFEMEME (19) & B K ALE 18 (5.0g,mmol) ¥ F-CHC1, (250mL)
i #4Br, (16.7g,105mmol) ¥ F-CHCL, (50mL) ', 22104344, £ HHDD?I‘JHJ%JJJD)\@JIBH’J/»&/B?
o FE IR T B IZ R N TR S5 . 5/ AR R R B 1L 0k 2F B, 9 HINa,S,0, (3 X
100mL) ¥ i, B2 FH 2R /K (2 X 150mL) Pk . ZMgSO, FIEA ML 4y, FHik4E i@ 4 (2: 12
J5t/CHC1,) SiALHL 4. 'H NVR (600MHz ,CDC1,) 87.85 (d,J=7.3,2H) ,7.50-7.40 (m,3H)
[0303] 2,27 ,2"-=2KJE-4,47:57,47- =M (20) A B AL & 923 (2.0g,8.33mmol)
%a@iﬂ%ommﬁﬁmﬁ#ﬂth AT E (100mL) WP FEZ IR T, 1ZMEME 52 275 R, HTE-T8C
DU Bz IR A R A B =05 LA L B2, SR 5 A 1 2 -25°C . & 150 B, 1 Mlin-BuLi
(3.5mL,8.75mmol , FECL K H 2. SMIEVR) , FFAL HL A3 3070 8 3L TLC (1: 12 e /CHCL) 1
7€ HAL 58 o S N8 FN 2 -50°C , FE— IR ME NN 42 EBB (0Bu) , o IZF AT AES - 1073 B2
P i CEE TLC R I - - (N 82 SRR 28 1) o I G SN VR A ﬁﬁfﬁﬂHF (50mL) H Kb &
P919 (1.3g,4.2mmol) & FZIB AW , IA20%Na,CO, OKIER) (50mL) , Fiiid i & < il
13073 B A% IR & VM . InAPd (PPh,) , (0.30g,0. 25mmol> HERIZIRE A Y16/ G
) AR HEERZ 5, T ESE, a%cﬁFJEtOAc (2x50mL) ZEHUK 1K 53 « F ER K BEE A 1
AP SY , ZMgSO, F-H , HHIR AR BITEIR b ol A (1: 12 %58 /CHCL ) 2EA0R 4 (210mg) o't
B EERT N2 L/ &AL .
[0304] 5,57-—yR-2,27 2"-=JKKE-4 47:5" A"- =IEME (21) &R AL S 44 (220mg,
0.46mmol) ¥ T-CHC1, (100mL) ' o KBr, (0.3g,1.9mmol) ¥ F-CHC1, (20mL) H, F-£5 3043 £hiii
IR BRE P o M B ARG JFRHA TR IR IR A 7RIV ER . 78 2R T 3R S
TRAYIL5/NK, I FH5 % Na,S,0, UKD (50mL) Pedsk , #2355 F 37K (50mL) Wi ik , £MgS0, T
i, i I 4 AR 54 (260mg) T — 2, L/ it — B 4l 8GR AE
[0305]  SO32fK) £ Al : K R SE MR (0. 18g, 1. 5mmol) A £ %520 % Na,CO, (50g) F150mL
THFE’J25OmLI}F£P‘i{EEEP T B A SO 304 A IR A Y B AR hﬂﬁﬂ/ﬁ% MaHE
EHREEQTHEYA(0.29g,0.46mmol) (¥ 5 A 250mL [l B H . I APd (PPh,) ,
(20mg) , FELEATSAR R BIR6 /N AER H B ZH 2 )5, 47 5552, 3 FHEt0Ac (2 X 30mL) $Hﬁ
IKIE KB R WL FI R K ki, SMg SO, T ik 45 o i A (9: 1L e E t0ACc) ZhAL A
P24 (160mg) , #2:3%5 FHFF BEF S . 'H NMR (600MHZ, CDC1,) 88.02-7.95 (m,2H) ,7.82-7.75 (m,
4H) ,7.47-7.36 (m,9H) ,7.15-7.09 (m,8H) ,7.08-7.03 (m, 1H) ,7.02-6.98 (n, 1H) .
[0306]  SEjifsi16:S034T A k-3, 3" - (BHIAK-1-H5-1,2- —F) W (5,5" - HI %
2,27:57,27:5" 2" - JUEW;) (J5 ZE26)
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[0307]

[0308] 37 ,3""- (&HEIHIK-1-15-1,2- =F) W (B"-y1-5-FF-2,27:57 ,2”-=BEWy) (22)
()& FEFHE TR 5 M1S027 (1.9g:2. 76mmol) £E £ Z (20mL) FIDCM (20mL) F 7R & 4 (1)1
AN AAE NALE 288 (7. 5mL) F VAR AIR (0.93g:5.8mmol)  fERT T, i HEiZ IR & /N,
SRR N IM NaOHIE W , H FIDCMAEHL . F IM NaOHFI/K Heis A HUAH , 4 B I E 25 R ik
T P O (S 6E/DCM 9:1) 53122 (2.3g, P73 98%) .

[0309]  SO34[ 4 Bk : HE4E 7 Z2C, LLO. 35mmo 1 ¥4 (72 %55 %) 1455034, 'H NMR (600MHz,
CDC1,) 86.97 (d,J=3.8Hz,2H) ,6.82(d,J=4.0Hz,2H) ,6.50-6.48 (m,4H) ,6.36 (s,2H) ,
2.25-2.23 (m,6H) «

[0310] S 17:SO35HI A A -4,4" - (RFIAK-1-M-1,2- Z3) X (2,5- A FLMEME)
(J7 %27)

FF
FOX_F
¢ H-8(0H), Br Fﬁ‘F
Br " F
Ni 20% Na,CO4 UQS F
[0311] @/QS - B ELARE

THF
Pd(PPhy), 23)

(19)

S035
[0312]  4-9R-2,5- T RBLIEME (23) (15 1l AR ¥ J7 5D, LA6 . 2mmo LRUAR (7498 %) fiill &

(23) «'H NMR (600MHz ,CDC1,) 87.99-7.93 (m,2H) ,7.73-7.68 (m,2H) ,7.50-7.40 (m,6H)
[0313]  SO351I 4 i : IR4E 772G, LL0. 26mmo L #U A (F2%17.6%) #14S035.'H NMR
(600MHz ,CDC1,) 67.73-7.67 (m,4H) ,7.46-7.39 (m,6H) ,7.14-7.08 (m,4H) ,7.08-7.04 (m,
4H) ,7.01-6.95 (m, 2H)

[0314]  sZ)ifafs|18:S036) & (U7 %28)
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Yo 1. t+-BuLi/TMP 03

o) \E'S 2. Mel
- =
3 pos
S -7
NS d o Pd(OAC),
| Y/, Br . =
B KOAG/(Bu)4NBr

(24)

[0315]

S036
[0316]  5-FJL-2,3- A MEWIF[3,4-b] [1,4] “WEM (24) B 5K H2,2,6,6- DY IR

WE (HTMP,8.20g,58. Ommol) ¥ T+ Rif FHG W F1 1 B J52 2% 358 114 250mL [ Ji& e i H 114 JE 7K THE
(100mL) H A4 LR A YDAET-OK/ PIBHIE HR A #0120 7) 8 5 388 I y3 59 48 5 EC-BulLi (35. OmL7E
IR JGE T L. TMP R, 59 . 5mmo ) , FF-45 #1172 S N TR A 904553 B, T R DTTE o B Iy 5T 28 I3,
4V 2,5 —E FEMEWy (EDOT) (7.82g3;55mmol) , I FE %78 & W45 5 il F v i o al it v o
AT AL T (12.5g,88.0mmol) , H P ZIR A HI3053 80, 2 Ja5 , Br A, B %R
AW R . INNHCL (2M, 80mL) AV K% 2 b o 1% 38 &4 FH £ T (120mL) % (swamp) , 3 F1
HTER ik B =AMV R (80mL) AN AT NaC LA (80mL) BE¥R - 22 J5 7KMg SO, F A HLAH , i I8 %
SRR IE R 7, 5 318 35g (P2 3897 %) 1Y F B4k P24 o 4 P2 W) DR CE I / L e s v P 5 5
TAEE R AL S 5 100g [ DMF 2% A\ 500mLI5] i Ge i, -] DME R I (24) Tk / O e i Wi O
TERZT AR DMFE VTS L, T8I s v

[0317] 5,57 - (3-yRARMEN -2,5- - 38) XU (5-F2E-2,3- —5WEW JF [3,4-b] [1,4] —Hg)h
(25) [ & B : T AE SR B 3, 4- W0 2 36k — 48 -5- FEJEIgE sy (7. 5g,48mmo1) ZEDMF
(100g) I BEFEIE P INN2Z, 3,5~ ZJRBEWY (7.3g,22. Tmmol) - ZTR#H (8.9g,90mmol) . [/Y
TR (14.7g,45.5mmol) MZER4E (1.0g,4.55mmol) o KHZIR S INERE-0C, [ I ik
FE, I TLCME S B o 7E 1. 5/ 2 5 5 4 [ 24 H) , FE I AEt0Ac (200mL) F17K (200mL) .
B )G, T ENZE, ¥ B AR R R R IR b @ i H O e /EtOACH: 2
(102230% Et0Ac) P (i 7y 55 7= , 49 21 248 o [l 44 19 H #5724 (4.23g,8.97mmol , 7
#39%) o'H NMR (600MHz ,CDC1,) 87.01 (d,J=2.3Hz, 1H) ,4.33-4.29 (m,4H) ,4.23 (m,4H) ,
2.27(d,J=3.3Hz,3H) ,2.25(s,3H) -

[0318]  SO36H &k : HR4H 757 ZeH3, LA 1. 73mmo 1 I (72 %242 %) #114:5036. 'H NMR (600MHz ,
CDC1,) 86.69 (s, 2H) ,4.33-4.28 (m,4H) ,4.25-4.21 (m,4H) ,4.16-4.09 (m,8H) ,2.25 (s,6H) ,
1.89 (s,6H) .

[0319]  Sfafd19:S037HI &k -4" ,4""" - (BRmIF K -1-0-1,2- —5) W (([2,27:57,2”:
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572" -I4mEwy ] -5-Hi%) (U7 %29)

—_—-
i Na,COs

(22)
[0321]  SO37(4 - M4 75 22C, LLO . 27mmo L R4 (72 %654 %) 1] 45:S037.'H NMR (600MHz
CDC1,) 87.56 (d,J=3.9Hz,2H) ,7.22-7.18 (m,4H) ,7.16 (d,J=3.8Hz,2H) ,7.02(d,J=
3.7Hz,2H) ,6.87-6.84 (m,2H) ,6.74 (d,J=3.2Hz,2H) ,6.40 (d,J=9.1Hz,2H) .
[0322]  sEjif5)20:SO38MHI & - (B) -4 ,4”" - (ZEIAK-1-16-1,2- =3) G- (B) -HK L
M%) -2,27 .57 2" - =IEWy) (J7%30)

FF

[0323]

Ph,BnPBr
_ =

t-BuOK

S038

[0324] 47 ,4""- (EHEIAL-1-H-1,2- —F) W (([2,2":5",2"-=WEwy ] -5- W) ) (26) K]

B FHE S FS001 (1. 12mmol , 0. 75g) FIDMF (3. 36mmol , 0. 25g) 7EH/K 4 Z ¢ (10mL)
HH IR, R4 I Z0°C BB Hh I AN BEIESL (2.47mmo1,0.38g) , HAEOC R ik % I RLVE &
YL/ oI FE T 2220 C AR KR 16/ o NI B HIDMEAIPOCT, (424 %8) , JEAERT N 4KSE 3
6% o 8t [ (A IZHIITCUE Y 5 JE2 4RS00 1/ s 2k (TLO) o K iR & WU BI N L BRI (20mL,
IM) 51, HAERT R I ZU 40 HE LN o FHDOMEE B SR (IR &), HE4Mg SO, T 15 H A HLE Bk
R, i P i (Cbe) 2 B8 S AR A= 4. 'HNMR (B00MHz , CDC1,) 8ppm
9.90(s,2H) ,7.68(d,J=3.9,2H),7.20(dt,J=5.0,1.5,2H) ,7.14(d,J=3.9,2H) ,6.85
(dd,J=5.1,3.6,2H) ,6.75(dd,J=5.1,3.6,1.2,2H) ,6.53 (s, 2H) »

[0325]  SO38FH) & A K 2 = R I VR AL (0.72g,1.66mmol) F126 (0.40g,0.55mmol) [1)7E
B W) 73 HUAE JC /K THE (30mL) A, FEAE G U N FERT 1 HE 4 1573 b o 5 iRt T B4 (0. 25¢,
2.23mmo1) EJC/KTHF (8mL) H VAR - ZERT T , B HEZ S BV & W45 73 B SR J5  IMNOK 2
7 FIDCM (50mL X 3) £ H o 22 T5 /K B R AN 8 & JF 0 ZE B0 o il o Jig e 28 K Bk 50 71, e it
ARG (R Cbe/DEM(9: 1)), 15 2 H b5 i) st [ 14 (0. 245 ; 77451 %) o 73 B H B
%2 BRIy (177 (0.0828) o &L= 268 % o ff Fl L Bk #kAT I FA 45 &b 1) S3 Ah ) 4k o 221 i
T2 )5, SRAFE A f ik 'H NMR (600MHz,CDC1,) 67.49 (d, J=7.5Hz,4H) ,7.38 (t,]=
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7.5Hz,4H) ,7.28 (dd,J=12.3,5.0Hz,2H) ,7.20(dd,J=10.0,7.5Hz,4H) ,7.00-6.91 (m,
6H) ,6.86 (dd,J=5.0,3.6Hz,2H) ,6.73(dd,J=3.6,0.9Hz,2H) ,6.39 (s, 2H) .

[0326]  sEjfs|21: SO39MI A Rl -3,3" - (AT -1-H5-1,2- —3) X (4,47 ,5,57 - U H K-
2,2 - " EWy) (5 &31)

S Br 1. n-BuLi s Br
Ly | 2. Mel L &
S Br ' S

(27)
s Br 1. n-BuLi s
)X — T )<
S 2. Mel S
Br (28)
\ o) Br
S N "
| 7] + 0= . | a
S N Y/
[0327] " S
(29) R F

Br F RF r
S, # + nBuli + F F—
| |
S F "”1
f//
S/

S039

[0328] 4-yR-47,5,5'-=FHH-2, 2/ - —BEW 27) BIE R :1E-7T8CF , ¥n-BuLi (TEC ki
2.5M) (10mL,25mmol) V4 IN%E4,5- —¥R-47,5" - —H3L-2,2/ - Wy (3.37g,9.57mmol) £F
100mL Y THE HR B3 W o FE RN 9043 8 2 Jia , 38 3k 3 S5 28 0 o & 0 il 62 (3. 6,
256mmol) , LR A H3043 B, AR JG IR NV ERT, - FEPES /N« 2R R IE T, R R A i
BIAKH . HE G ZEBOZIR GV, EMgS0, T4, I 2 RS, 15 34-1R-47 ,5,5" - =H 5-2,
2/ - TEWY I A (of £-vellow) 4K (2.71g,9.43mmol, F2%699%) .'H NMR (600MHz,
CDC1,) 86.85 (s, 1H) ,6.82-6.76 (m,1H) ,2.37 (s,3H) ,2.33 (s,3H) ,2.11 (s, 3H) .

[0329] 4,47 ,5,5  -PUF -2 27 - —EW; (28) & : £ -78°C R, ¥n-BulLi ({fF . ke
2.5M) (5mL,12.5mmol) @ n%E4-1R-4",5,5" -=HH-2,27- “BEWy (2.71g,9.43mmol) 7E
100mLE Z B B - FE M908 2 5, I8 I 3 i 28 I N i =l B 4% (2g, 14mmo)
FEWFEZIR G Y3070 B, SR G IR A ERT, FHEI 1 2 7 R s R B K .
CEREBUZIR A Y, £MgS0, T4, I 2 RIEH, 19514,47,5,5" - DY HI K:-2, 27 - ey ¥ 3%
A 4 (1.684g,7.57mmol , 2 #£80%) » 'H NMR (600MHz,CDC1,) 86.77 (d,J=15.0Hz,2H) ,
2.31(s,6H) ,2.10 (s, 6H)

[0330] 3-7R-4,47,5,5"-PUH3L-2,2"- —BEWy (29) &% : fE-10°C K, 128 (3.618g:;
16.27mmol) FE5 {7 (80.0mL) HH I — RPN, N- 3R — H B Z N BEIR (2.373g;
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8.30mmol) o HEILIR G40 . 57Nk (TLCHE ) , 151 5] ANaOHA K H , I FIDCMZE B . 73 B A AL
FH KPR, IR AMg SO, 4 o I8 i e 28 B 2598 77, IR AEHT B /DCM (10 : 1) Rt % , 15 2]
B AE K29 (4.23g,86%) .

[0331]  SO39MI & B : M4 77 %6, LLO. 26mmo L HURE (P2 284.%) #1]45S039. 'H NMR (400MHz
CDC1,) 66.42 (s, 2H) ,2.32(s,6H) ,2.17 (s,6H) ,2.09 (s,6H) ,1.35 (d,J=4.1Hz,6H) .

[0332] S {5122 : SO40MI 3 -4, 47" - (i3RI -1-H-1,2- = 3%) W (([2,27:57,2"-=
WEWY ] -5-RIR) ) (7 %32)

(22)

S040

[0334]  SO40#)& % : FI4 S W 3922 (0. 6mmol , 0. 5g) 7E F-Hk (200mL) H (K11 , FEA H1 4 -
75°C . 2218 An-BuLi (1.27mmol,0.51mL,2.5M) , HEAE-75°C F ikt R NIR &1 .5/
A5 A A i S I e 1% B R (TLCHR ) o e B 51 22.20°C K e REF P 8, Wi, Mt fs N
NaOHVE VR (30mL , 3M) H , F il ZUPRKE o 75 Z Wk AH , H FHHRHCT R AL /K M B v - d it ot gl 4R
REREEAR , AR S T, 52 R &/ Ol (10%) s S/ Gl (10%) /
218 (1%) B 6 145 3] 465040 (1.7g, 2. 25mmol , P2 73%) o 'H NMR (600MHz , DMSO) &
13.30(s,2H) ,7.68(d,J=3.8Hz,2H) ,7.55(d,J=5.0Hz,2H) ,7.33(d,]=3.8Hz,2H) ,6.94-
6.85(m,2H) ,6.81(d,J=3.1Hz,2H) ,6.57 (s,2H) .

[0335]  SiZfifaf|23 : SO42() & k- (U7 %33)

Pd(PPh;),
N32C03 Hzo Br

B er THF/H,O [ )
2 S C
XO/ ' n O (30)
Br Br

[0336]

n-BuLi,
THF/Et,O

S042
(03371 3-iR-2,5- " (4- GRUT 2&) Z3E) MWy (30) £ Al : R4 7 %C, LA83mmo 1 AR (7 %

89%) ffil % (30)
[0338]  SO42f & A : HR4E 7 %M, , LA6 . 16mmo I MU (72 15%) #145:5042. 'H NMR (400MHz,
CDC1,) 87.37(d,J=8.5Hz,4H) ,7.30(d,J=8.5Hz,4H) ,7.05(d,J=8.4Hz,4H) ,6.92(d,]=
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8.4Hz,4H) ,6.13(s,2H) ,1.34(s,18H) ,0.91 (s, 18H) »
[0339]  Sjifi 5124 : SO43) A -3~ (2- (2,5- A SEMEWy -3-55) -3,3,4,4,5,5- /N H I K -
1-J-1-38) -2- 2R3 -5- (4- L08R L) ey (7 R34)
/ o )—soH
n 20% Na,CO; [\ o ls\ C
[0340] Br 8" Br : s” B 20% Na,CO; O

——
THF _— 31)
(101) ——
Pd(@Phy); | Pd(PPhs),

By

BULi_._ EtzO
—_— ¥ _—
n-Buli, Br
THF/Et,0

[0341]

S043
[0342]  2,3- R-5- (4- ZRFEARIE) BEWY (101) P45 7 AR 4R 5 6D, BL19 . dmmo LA (7

FR57%) #il4% (101) «'H NVR (600MHz,CDC1,) 87.44 (d,J=8.5,2H) ,7.42(d,J=8.5,2H) ,7.10
(s,1H) ,6.71(dd,J=17.6,10.9,1H) ,5.79(d,J=17.6,1H) ,5.30(d,J=10.9,1H) .

(03431 3-9R-2-F83L-5- (4- ZJ@FEIREL) MWy (31) Y5 1k« R4 /7 ZED , LA18 . 8mmo | A A
(2 #97%) 4 (31) «'H NMR (600MHz,CDC1,) 87.70(d,J=7.1,2H) ,7.55(d,J=8.4,2H) ,
7.47-7.42 (m,4H) ,7.39(t,J=7.4,1H) ,7.27(s,1H) ,6.73(dd,J=17.6,10.9,1H) ,5.80 (d,
J=17.6,1H) ,5.30(d,J=10.9,1H) .

[0344]  3- (AR -1-Jfi-1-3E) -2- I -5- (4- ZIRFEARIL) WEWy (32) HYA - KL 51
31(6.41g,18.8mmol) ¥ T-500mLIC/KEL, 07, FEA £ 52 -25°C . 424550 8, i Min-BuLi (TEC
Feh2.5M,9.8mL,24 . 4mmol) o fE MM LITmL 2 f5 , 383 TLCI 5 B4k 72 18« A6 M0 J5 AV VR
YUVE o IR JNIRIA I (5. 18mL, 37 6mmol) , FFAE-T0C R HIZ IR MR AP 5/, 2
JR 2305y B i iR thiR 2 - 20°C L TR A0 CORFF3070 B, 2R T 2 22 SR AR KR L/ o FHOK
PERAZ I PLIRE) F FHEt0Ac (3 X 100mL) REHX 4 & I+ A A Lo H R K Hedk , 4eMgS0, T
JEIFAE LS R B M i 013 332 (5. 73g, 7567 %) o 'H NMR (600MHz ,CDC1,)
7.59(d,J=8.3,2H) ,7.46(d,J]=8.2,2H) ,7.45-7.35 (m,6H) ,6.74 (dd,J=17.6,10.9,1H) ,
5.81(d,J=17.6,1H) ,5.31(d,J=10.9,1H) .
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[0345]  SO43) & il Ktk &4 (1.61g,5. 11mmol) ¥ T JG7KE,0 (100mL) Hr, FF ¥ 1 42 -25
C. 4305 Bl NBuLi (2.2mL, 5. 44mmol , £ CL kg FH 2. 5M) B IETLC (Chke) Wa I 4k , H76 n
N2 2mL2 J i 2 BRAL 58 B KA B 32 (1.55¢, 3. 40mmol) V& T I5 /K Ik (50mL) 1, FF 424
EBEWINE-40C T RERE Y B R B A Y16 /N, 5] 1218 b i 4 28 =06 .
IKEERZIRPRA Y 3 FEt0AC (3 X 50mL) ZEHL 44 I 1A ML o FH R /K Bedds , ZMgSo,
T4 I vl 4 B Bk i b L bR (0 045 B 2 At AR 9 S043 (1.02g, P2 %45%) o 'H NMR
(400MHz,CDC1,) 87.44-7.28 (m,9H) ,7.12-7.06 (m,6H) ,7.03-6.98 (m,3H) ,6.74 (dd,J=
17.6,11.0,1H) ,6.28(s,2H) ,5.81(d,J=17.6,1H) ,5.31(d,J=11.0,1H) .

[0346]  SEJtaf5]25: S044) & % -3,3" - (I -1-JF-1,2- =3 W (2,5- = (4- (ZH®H

) S0 W) 5 %K35)
FaC—_)—B(OH)

B 20% Na,COs4 Br
\ [\
/ THF s O
Br™ ~g” Br Pd(PPh;), CFs
- (33)

[0347]

5D

n-BuLi,
THF/Et,0

[0348]  (33) M A4 J7 %0, LA10mmo 1 ¥R (P2 %32 %) #1]4% (33) . 'H NMR (600MHz,
CDC1,) 87.83(d,J=8.1,2H) ,7.72(d,J=8.2,2H) ,7.69(d,]=8.8,21) ,7.67(d,J=8.8,
2H) ,7.37 (s, 1H) .

[0349] AL & WS04 £k - AR J7 SR %5044, 'H NMR (400MHz,CDC1,) 87.65 (d,J=8.2,
4H) ,7.44(d,J=8.1,4H) ,7.38(d,J=8.1,4H) ,7.14(d,J=8.0,4H) ,6.39 (s,2H) ,

[0350]  SJjifa 51126 : SOAT FIS048[HI & i (7 5236)
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S001
Br2, CHCI3

BuLi, Et,0
[0351] >

co,
HCl

(0]
Cl Y
0; Cl
DMF.CHCl;

>
Et;N
™ /s
HO—@—N

4 S048
[0352]  37-(2-([2,2":5",2"-—=WeEWy]-3"-J%)-3,3,4,4,5,5- /NI M- 1-4F-1-F) -5”-
W-2,2":5",2" - =EWy (34) (£ #5001 (7.00g,10. 5mmol) ¥ F-CHC1, (250mL) H1 . 44 Br,
(1.67g,10.47mmol) ¥ T 100mLI¥CHCL, H, 25 3/ i I S00 LA o FIZK (100mL) B i
SR BR A, B F# K (2 X 50mL) Beifk - ZMgS0, TR IZ I, H R 4i B i b pd €
i (95: 50 4% /CHC1,) 135134 (4.30g,55%) o 'H NMR (600MHz,CDC1,) 87.27-7.25 (m, 1H) ,7.19
(dd,J=5.1,1.2,1H) ,7.16 (dd,J=5.1,1.2,1H) ,7.07(dd,J=3.6,1.1,1H) ,7.02(dd,J=
5.1,3.6,1H) ,6.98(d,J=3.8,1H) ,6.85(dd,J=5.1,3.6,1H) ,6.84-6.80 (m,2H) ,6.72-
6.70 (m,2H) ,6.37 (s, 1H) ,6.30 (s, 1H) .
[0353] 5047 (4'- (2- ([2,2:57,2"- =WEMy]-3"-2%) -3,3,4,4,5,5- /N8 K- 1-4-1-
) -[2,27:57,2"- =WEWy ] -5-FR1R) B A L KL & 4)34 (4.30g,5. 75mmo ) ¥ T~ JE/KEt,0
(600mL) H, F A E1 % -78°C . 4304 I IIBuLi (2.4mL, 6. Ommol , 7ECLJt 12 . BMIETR) - i@ I
TLC (95: 5 %e/CHCL,) M MERAL , I 5 BAL AN 5 4, IR 53400 5 2 B n-Bul.i « 4% 8
R E P20 B, JFIE I TLC AR MEI - I #2240 . 5mL BuLi, & #RAL 58 AL — AL
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BRI BN, S0, (8t 88 , 45 A3 Drieri te R, AR 5 BIE 1L I MR A 416/
I85> 15 % HCT GRIEWD) W KAZIR AW, IR A bR 25Et,0. HICHCT, (3 X 100mL) ZBUZ IR &
o B 5 IF AL 7 B K B » ZMgSO, IR IFAE U2 TR IR G 21 - PRIE (3 (CHCL,) 15
#1.8gff1S047.'H NMR (400MHz,CDC1,) 87.80(d,J=4.0,1H) ,7.30-7.22 (m, 1H) ,7.23-7.13
(m,2H) ,7.11-7.05 (m,2H) ,7.05-6.98 (m, 11) ,6.89-6.81 (m,2H) ,6.78-6.68 (m,2H) ,6.50
(s,1H) ,6.38(s,1H) .

[0354] 5048 (4- (1,3- —%fX-3a,4,7,7a- WU -1H-4, 7- I 5 M5 bk - 2 (3H) - ) k4 -
(2-([2,27:5",2"-=WEWy]-3"-25) -3,3,4,4,5, 5- /NI K -1--1-28) - [2,27:57,2"-=
ey ] -5- FRIRIR) ) A A FBES (0.83mL, 9. 84mmol) I F7ECHCL, (100mL) H (7 S047
(1.40g,1.97mmol) o BRBCA 5e A A , B2 ST IR T o [ iZ IR S Wb I — R DME
25 I NI L3R N S i DA I 5 S I BEAT 7 AR (0 AR o A R T B SNV 5 30
I o LR, 38 TLC (CHCL,) M58 I A S0 S 2 56 o S8 5 % S BT & Wik 4l 221 36
R Bt SR T JC /K THE (120mL) H o [ 28 W I 6mL. Et N (FE48 FRT 12K, 383 HAc 0[]
AU, BB 200, IR IR ZRIR) o 223070 8l K5 2K (0. 76g, 2. 96mmo) 7EFL/K THF (50mL)
H R R R B IS SR R R AR IR N IR 20/ AR R RZIR S IR BT IR
FCHCL, (200mL) ', FI5 %6 HC1 e , ZeMgSO, T 251 dl i PR AT 4 3 (FECHCT,H 2%
MeOH, 24N LEAE) ZHALHL P4, 75 510. 77115048 ' NMR (400MHz ,CDC1,) 87.88 (d,J=4.0,
1H) ,7.42-7.34 (m,4H) ,7.28-7.25 (m, 1H) ,7.19(dd,J=5.1,1.1,2H) ,7.11(d,J=3.9,1H) ,
7.07(dd,J=3.6,1.2,11),7.02(dd,J=5.1,3.6,1H) ,6.87-6.82 (m,2H) ,6.75(dd,J=3.6,
1.2,1H) ,6.72(dd,J=3.6,1.2,1H) ,6.59 (s, 2H) ,6.52 (s, 1H) ,6.38 (s, 1H) ,5.42 (s, 2H) ,
3.04 (s,2H) .

[0355]  Sjtifs27: SO49R) 5 k-3, 3" - (A FIA I -1-J5-1,2- —5) X (5- (4- GRUT 2) &
3 -2,27 - ZHEWY) (7 %R37)

Br oH T\ Et,O I\ S
- Br ——————>

Brﬂgr 20% Na,COs5 S @\ s” 4
s MgBr

S THF (105) (106)

Pd(PPhs), Pd(dppf)Cl,

[0356] .
1. BuLi, Et,0

[0357] 2,3~ Z9R-5- (4- GRUT &) 75 5) ey (105) B9 & = R4 7 5D, LL12. 3mmo 1 AAR
(77 3:44%) 1% 105.'H NMR (600MHz,CDC1,) 87.45-7.39 (m,4H) ,7.07 (s, 1H) ,1.34 (s,91) .
[0358]  3-J6-5- (4- (BT 3%) ZK3) -2,2 - W) (106) A& 8K : HR4H 7 B, Lh4. 2mmo 1 11
(P2 3.79%) #1145 (106) o 'H NMR (400MHz ,CDC1,) 87.54-7.40 (m,5H) ,7.36 (dd,J=5.1,1.1,
1H) ,7.20 (s,1H) ,7.10(dd,J=5.1,3.7,11) ,1.36 (s, 9H) .
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[0359]  SO049KI 4 % : IR4E 7 &G, LL0. 36mmo L UK (72 %17.3%) #14S049.'H NMR
(400MHz,CDC1,) 87.21 (dd,J=4.9,1.4,1H) ,7.13(d,J=8.4,2H) ,7.04-6.98 (m,2H) ,6.92
(d,J=8.4,2H) ,6.08(s,2H) ,1.04 (s, 18H) .

[0360] St f51]28: SOS0M & ki -3,3" - (I IK - 1-J-1,2- = 3) X (5- (4-EARHL) -2-28
Femgwy) (7 %38)

S002 S050

[0362]  SO50f#1 & B : fNFEUST, 777, 055 ik ) 1] 465002, 715002 (0. 306g ;0. 475mmo 1) 7E
Z 1% (10.0mL) FIDCM (10. OmL) FJ ¥R & 4 B ¥ 0 I N A A /EDCM (3mL) H 745 ¥k [ 42
(0.05mL;0.973mmol) o AINAE AT R BR B , H R 1208 A W A B I 4 - 7E 4 2 &R T
5 TER A FBR LD K Fl A L BRIV HATUEI N K, I FIDCMEEEL . 73 B A AL , B AR
R AV T K P Ik, 9 4 o B 53 (T %) 13- 81S050 (0. 36394 %) o 'H NMR (400MHz,
CDC1,) 87.43(d,J=8.4Hz,4H) ,7.15(d,J=8.4Hz,4H) ,7.05-6.98 (m,6H) ,6.95-6.88 (m,
4H) ,6.19 (s, 2H) .

(03631 Siti 5129 : SO52M & -4, 47 - (AIRIFIL- 14 -1,2- =50 W (5- (4- (BT 3 %
3 -2,27 - WY (J7%39)

zOH Br
1. Mg, Et,0 ~ r S A
Q\Br 2. Br QSJ/QS\& 20% Na,CO5 \ | S
Br S Br

80)
Pd(PPh3)4
Pd(dppf)Cl,
F F
[0364]
1. BuLi, Et,O
_—-
2 FEF
F, F
F F
F F

[0365]  4-38-5- (4- GRL- T 3%) 2KJ) -2,27 - 1wy (108) )£ il : iR 48 /5 %D, LA5 . Smmo 1 4
(72 100%) il % (108) o 'H NMR (400MHz,CDC1,) 87.63 (d,J=8.6,2H) ,7.47 (d,J=8.6,
2H) ,7.26(dd,J=5.1,1.1,11) ,7.19(dd,J=3.6,1.1,1H) ,7.13 (s, 1H) ,7.04 (dd,J=5.1,
3.6,1H) ,1.37 (s,9H) .

[0366]  SO52) & B o B4 77 %G, LL0. 09 Immo I AR (72 3.3%) il #5052, 'H NMR
(400MHz,CDC1,) 87.40(d,J=8.5,4H) ,7.35(d,J=8.5,4H) ,7.11(dd,J=5.1,1.1,2H) ,
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6.80(dd,J=5.1,3.6,2H) ,6.72(dd,J=3.6,1.1,2H) ,6.50 (s,2H) ,1.36 (s, 18H) .
[0367]  SEjitif5130:SO053MI &k -4,4" - (I -1-H-1,2- —38) W (G-HEHE-2,2"-—

Ewy) (U7 %840)
Br
S, ¢
P S S al
S

Br
(35)
Br
S
Ojl 1l >
/ S Br
[0368]
Br. F
. 48 - 6 el 6 T
i e W' .
S053
[0369]  3,5- yR-2-HH 4 FEMEWy (35) HI & Al : AR5 7 RF1, BL22 . Immo 1 FUAEE (7= %85 %) ]
£ (35) .

[0370]  4-JR-5-F4IE-2,2" - WEWY (36) A R : AR FE 5 %8B, BL13mmo 1 B (7= 2659 %)
H % (36) . 'H NMR (400MHz,CDC1,)d 7.16(dd,J=5.1,1.2Hz,1H) ,7.02(dd,J=3.6,1.2Hz,
1H) ,6.97 (dd,J=5.1,3.6Hz,1H) ,6.82 (s, 1H) ,3.97 (s, 3H) »

[0371]  SO53[1 4 B : K34 772G, LLO . 56mmol ¥4 (72 %15 %) 1455053, 'H NMR (400MHz,
CDC1,) 87.17(dd,J=5.1,1.1Hz,2H) ,7.04 (dd,J=3.6,1.1Hz,2H) ,7.00-6.96 (m,J=
4.8Hz,4H) ,3.69 (s,6H) »

[0372]  Sjifs31: S054/I A R -3,3" - (AT -1-M5-1,2- = 3) W (2,5- = (4- AR
) wEwy) OF £41)
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= Pd(F'F'hS \ /]
Na2003 O
O/

Br-

F o F

S054
[0374] 3-yR-2,5- - (4-FAR HLORHL) EWY (37) W & il : AR /7 2C, PA13mmo 1 fi AL (=2
65%) il % (37) -
[0375]  SO54[4 Bk : HE4E 77 G, LL5 . 82mmo 1 ¥IA (7= 241%) 1455054, 'H NMR (400MHz,
CDC1,) 87.32(d,J=8.7Hz,4H) ,6.91 (dd,]=8.7,2.4Hz,9H) ,6.60 (d,J=8.6Hz,4H) ,6.25
(s,2H) ,3.85(s,6H) ,3.41 (s,6H) »
[0376]  SEJtaf5|32: SO55M) & i -4,5- — (2,5- R KEMEMY - 3- K5) - 2- EEEME (J7 %242)

Br 1. n-BulLi, Et,0
I\ 2. B(OBU)3

[0377] O S O 3. 20% Nay,CO4, THF, Pd(PPh3),
Br
S
“ O~X
N Br

(19)

5055

[0378]  SO55/ i : 45 (4) (5.93g,18.8mmol) ¥ T-Et,0 (100mL) Ht, ¥ &% -30°C . 430
4380 iNBuLi (8.8mL, 22mmol , fE L E2 . 5M) o 7E FE 45 £ e N IR A #0305 81 22 )5, II\B
(0Bw) , (5.6mL,20. 7mmol) , F-HEH: S SIS M LN, R M -30°Cl R0 C AR B 544
HIWE, FE 2 SR S YL/ IR G 5 R NIRA P 4e 21, 35 B T-THF (60mL) .
[ 12 e SETR & 0 Hh N 20 %6 Na, CO, UK R) (60mL) &4 (19) (2g,6.27Tmmol) , 5 1L
HE A e300 B iR & %ﬂ&ﬁ%\ A% IR A 0 I NPd (PPh,) , (0.2g,0.2mmol) , #4%&
MR AN 16 /NN o TER H 2 J5 , 43 B 4% )2 » 3 FEt0Ac (2><50mL) FEROUKE K&

HIH L7y Fl#7K (50mL) R, ZeMgS0, 1 , il Sk 4 PR JiE L o pRig 3 (8220 ﬁm/%&
1, B3 1 1 ke / ) , 15 513.86g (98%) o 'H NMR (400MHz,CDC1,) 88.04-7.98 (m,2H) ,
7.51-7.43 (m,5H) ,7.43-7.34 (m,6H) ,7.33-7.27 (m,2H) ,7.11-6.98 (m, 10H) ,6.80 (s, 1H) ,
6.47 (s,1H) »

[0379]  Sjiif533: SOS6/I A i -3,3" - (RFI K -1-Jd-1,2- =3) W (2,5- = (4-FKH)

mEwy) (J7%843)
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Br
OH
B’\Q,Br L PA(PPhy) 7
S / + HO’ —_—_— CI S
Na,COs O
Br cl cl
(38)
/ F, F N .
o O : | . K \ f i n-BuLi
. a F r
S056
[0381]  3-yR-2,5- - (4-FRIE) BEWy (38) M A Al : iR FE 77 Z8C, BA13mmo L HAR (7= %34 %)

il % (38) -

[0382]  SO56[ & A : MR HE 77 G, LL3 . 2mmo L HUAE (P %46 %) #14:5056, 'H NMR (400MHz
CDC1,) 87.43-7.31 (m,9H) ,7.15-7.04 (m,4H) ,6.92 (d,J=8.3Hz,4H) ,6.37 (s,2H) .

[0383] S f134: SOSTHI A A -3,3" - (BRI -1-H-1,2- ZF) W (2- (4-H- T HR
5E) -5-ZRFEMELY) (7 R44)

Br OH Br
_B Pd(PPh
" LIS O,
S N32003 S
(39)

Br

F

[0384]

[0385]  3-R-2- (4-HU- T HERHL) -5-FKIEBEW; (39) [l : IR4E 77 D, Lh24 . Tmmo 1 FUAR
(72281 %) il % (39) .

[0386]  SO57(1)4 i : M4 77 %G, LL4 . 14mmo 1 FAAE (77 %634 %) #1]45S057.'H NMR (400MHz
CDC1,) 87.29 (td,J=8.5,4.5Hz,8H) ,7.19(dd,J=9.3,4.3Hz,2H) ,7.00 (d,J=8.3Hz,4H) ,
6.86 (d,J=8.3Hz,4H) ,6.13 (s,2H) ,0.87 (s, 18H) .

[0387]  SEjitaf5]35: SSOSIM A Al -3- (2- (2,5- — (4~ - T HEFE L) ey -3-3L) -3,3,4,4,5,
5-NTRIAR - 1-H5HE) -2- KL -5- (4- G FETEIE) 1gEwy (U7 5245)
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[0388]

5059

[0389]  S059M1 & B KAk &4 (30) (3.47g:8.11mmol) ¥ T T /K L Tk (250mL) Hr , F: 14 %)
£-25°C. i An-BuLi (3.6mL;8.9mmol ; FEC K H12. 5M) oK iZIR S W FE 1070 Bl . 21073 B,
T IR ARV (50mL) [ 4k&9 (32) (3.35g:7.37Tmmol) o KfiZ% X BLVE & P18 1 Hh i #Ad
R JE I N 10 % HC1 /KI5 W (50mL) ¥ K . 73 B A HLJE s FHHEt0Ac (150mL) ZEHL /K #H . 7% K
T, ORI I e B B AT ZEAAH it o R WSCER B P W0 PR I v 7 AR B e DR R ok RO
FE4 S T4 (3.464g51.87mmol 5 72 3€60%) o 'H NMR (400MHz,CDC1,) 67.43-7.36 (m,5H) ,
7.47-7.29 (m,8H) ,7.34 (d,J=8.3Hz,2H) ,7.30-7.26 (m,2H) ,7.12-7.10 (m,2H) ,7.11(dd,J
=6.2,3.0Hz,5H) ,7.09 (s,2H) ,7.01(dd,J=6.5,2.9Hz,2H) ,7.01 (dd,J=6.5,2.9Hz,2H) ,
6.92(d,J=8.3Hz,2H) ,6.92(d,J=8.3Hz,2H) ,6.72(dd,J=17.6,10.9Hz, 1H) ,6.25 (s,
1H) ,6.21 (s,1H) ,5.77(d,J=17.6Hz,1H) ,5.28 (d,J=11.0Hz, 1H) ,1.36 (s,9H) ,0.97 (s,
9H) »

[0390] St 5136 : SOB0MY & i -3,3" - (AFIFLL-1-M-1,2- ) B (2- (4- (BL- T 48) %
$) -5- (4-FAEL) WEWy (U7 5246)

Br- OH

A\ _ar ' Pd(PPhy),  BR_s
s / + HO” _— = | p) cl
B N32003 Br
' c (39a)

Br OH
|
B Pd(PPhs)
! \ Br & HO 3/4
B Na,CO5
cl (39)

[0391]

S060
[0392]  2,3- R-5- (4-FKEL) Wy (39a) 14 fl: iR 45 77 2D, LA 15mmo L BUARE (7= 38 %)

% (39a) »

[0393]  3-yR-2- (4- - T HEARHE) -5- (4-FKHL) BEWy (40) BH K : tR#EJ7 %D, U
22 2mmo 1 A (773276 %) il % (40)

[03941  SO60MKI & i : B 77 %G, LL3. 75mmo L UK (77 #%:34.%) 1] 45060 'H NMR (400MHz ,
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CDC1,) 87.35-7.29 (m,8H) ,7.08 (d,J=8.3Hz,4H) ,6.91 (d,J=8.3Hz,4H) ,6.19 (s, 2H) ,
0.99 (s, 18H)

[0395]  SEJitiff37:S063MI Gk -3,3" - (AL -1-4-1,2- —3) X (5- (4-IFEH) -2-
(4- - T 2R IE) mgwy) (7 5647)

[0397]  2,3- R-5- (4-FRIE) BEW; (39a) B & : AR HE 77 2D, LA 15mmo 1 FAE (772 38 %)
il (39a) »

[0398]  3-yR-2- (4-FU- T HIREL) -5- (4- G AR EL) MEWy (40) (1A B : AR I 7 €D, LA
22 2mmo LA (7= 276 %) ffill & (40) .

[03991  SO60ME i : HEHE 7 G, BA3 . 75mmo 1 HLKE (77 %634 %) #14-S060. 'H NMR (400MHz
CDC1,) 87.35-7.29 (m,8H) ,7.08(d,]=8.3Hz,4H) ,6.91 (d,J=8.3Hz,4H) ,6.19 (s, 2H) ,
0.99 (s, 18H) .

[0400]  Sjiaf5l38:5064 (1,17~ ((4,4" - (BWIIK-1-44-1,2- =F8) X (5- (4- (BL- T 5) 2R
HE) WEWY-4,2- 758 ) X (4, 1- WKL) = ZBH) F1S065 ((1- (4- (5- (4-80- T FERHE) -4- (2-
(2- (4- 8- T FHEIERL) -5-FILMEMY -3-38) -3,3,4,4,5,5- /NP -1 -0 5E) mgEmy - 2-38) 2%
) ) ) A R OF %48)

5063

[0402]  S064+S065114 % - #5063 (0.66g,0.72mmol) 7EFE (20mL) H ISR A FE -5°C , 3F

W Iin-BuLifE %€ (0.75mL, 2. 5M, 1.9mmo1) H VAR o K S W TR A IR0 & - 10°C M #iidE15
A3 AE-5CR 8B H D A AE B R (15mL) TG /KN, N- — FF 3 20k i (ImL) , B k%08
E 904> B I H L0 S HCLIE R K . 70 S A HLZE , FHEtOAC UK = s SR A WL I3, FF 28 K
VAT R il (TR A2 30 % BtOAc/ T ) 19 3177 246 % [¥1S064 M1 7™ 3. 22 % (K1 S065., 5064 : 'H
NMR (600MHz ,CDC1,) 47.95 (d,J=8.3Hz,4H) ,7.46 (d,J=8.3Hz,4H) ,7.08 (d,]=8.3Hz,
4H) ,6.94 (d,J=8.2Hz,4H) ,6.34 (s,2H) ,2.62 (s,6H) ,0.95 (s, 18H) .S065:'H NMR (600MHz,
CDC1,) 7.95(d,J=8.3Hz,2H) ,7.46 (d,]=8.3Hz,2H) ,7.40-7.33 (m,4H) ,7.30-7.27 (m,
1H) ,6.34 (s, 1H) ,6.21 (s, 1H) ,2.63 (s, 3H) ,0.96 (s,9H) ,0.95 (s, 9H)

[0403]  SLJfEf5]39: SO066F) & -2,2" - (4,47 - (&EIFK-1-H-1,2- 3) W (G- 4- (fL-
L) FREL) MEWY-4,2- ) ) XU (4,1-F L) ) X (2-FIE-1,3- I (5 £49)
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[0405]  SO66 & A : 4550mL e A1 358 N Img [ % F KR G — /K &4 . 25mLI K L 1g

(16mmol) ft) 2. —F% . F10.2g (0.238mmol) 1S064 . [ 1% V5 T 5 /KW =Y fEDean - Stark 3 &
HEAT I o AE [ 30/ NI 2 J5  F TR A 0% 20 2RT , FETE] A 80mL ¥ 10 %6 NaOHZK ¥ ¥ H

FH25mLIK B 7K PE IR =, SMgS0, T4 1073 B i i o R 259877, IR AE EF*E*EPFU%%%%
15 2078 5 Al A Hod JE R IR AE A TR .45 800,22 (0.237mmo15100%) « H NMR
(600MHz,CD,C1,) 87.51-7.45 (m,4H) ,7.40-7.36 (m,4H) ,7.08 (d, J=8.3Hz,4l) ,6.94(d,]=
8.3Hz,4H) ,6.22(s,2H) ,4.06-4.00 (m,4H) ,3.80-3.72 (m,4H) ,1.63 (s,6H) ,0.90 (s, 18H) .

[0406]  SEJfaf5]40:SO6THI & R-2,2" - (4,47 - (BFIFK-1-H-1,2- —3) W (- (4- GfL-
) IRIE) MEWY-4,2- L)) W (4, 1-WAEL) ) X (F5-2-F%) (J5 %50)

[0407]  #S064 (0.64g,0.76mmol) ZEMEK (100mL) 1 AIE A H1 4 -5°C , 31 InMeL i 7€ ik
(12.5mL,1.6M,20mmol) FRJIEM - £-5°C T, i HE R MR G150 B, SR JE I # 2B RT, H- 4%

PSR TLCR AR A B fERT R 52 - B 2L DY SRR (35mL) — & A 748 & fMeL i
(12.5mL) , kB3t Z IR Y16/, 3 FHL0 G HCLIA W K 3 B AHLE , I 2B 2. g2
E7K s W o J e T 2 28 R B KSR, R AT S Al (D hE 240 % EtOAc/ T Ji) 15 2S067
(1.44g,1.65mmol) , #3566 % . 1H NMR (400MHz,CDC1,) 67.48 (d,J=8.4Hz,4H) ,7.35(d,J=
8.4Hz,4H) ,7.06 (d,J=8.4Hz,4H) ,6.93(d,J=8.3Hz,4H) ,6.17 (s,2H) ,1.72 (s, 2H) ,1.60
(s,12H) ,0.92(s,18H) .

[0408]  SEJEf141:S068/) & -12,12"- (4,47 - (BRI -1-H-1,2- =5) X (5- (4-
GRU-T 388 R JE) WEwy -4, 2- —J8) ) W (4, 1-TE2RHE) ) W (12-H3E-2,5,8,11-PUSE 4+ =k

(tetraoxatridecane)) (J7%51)

[0409]

QT S
S067 Q (46)

[0410]  2- (2- (2-H AR HE L 0E) L) £ k4 - FORTETR IS (46) HY 5 B« n) ) - FY AT ik

S068
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S (3.17g,19.3mmol) 7E20mL A MENE oh AR I 2- (2- (2- HARHE L) L) Sl
(4g,21mmol) , SR JE W HLAEOC F HtRE12/NF , FRZERT R HE 27NN o [ B I K &
B 1R £ W6 Hor 85 o ARG SRR H A HLE , I PR 73 B - S I R B I IR L T 1R A AL
2 U IR T4, 43504 .87g, 15 3mmol (79%) T EIHLRMKI2- (2- Q- AL
L) 2 L) - 24 R R R TG

[0411]  SO68¥I2 i : FI Ut (6mL) Wi ZALHA (0. 24g , 6mmo 1 , 7671 H160 % 1 43 HOR) - I 7E
G T IMAS067 (1.33g,1.52mmol) ZETHE (25mL) FH VAR « fERT R , P $E 1% [ REVE & 4178
I o [ 45 30 1 B R R — R ME N (46) (1.06g, 3. 35mmol) 7£JE/KDMF (12mL.) 7 {938, -4
FEZIR G A8/ NN o 8 hi N #57K (100mL) ¥ K [ B, 3 FHEt0Ac (3 X 100mL) Z£HX . 7K (2 X
100mL) BEEA HLZ , 4MegS0, T, L I 28+ Pl (i (ke /EtOAcl 1) #7551, 24¢
(1.06mmol370%) «'H NMR (400MHz ,CDC1,) 87.44 (d,J=8.4Hz,4H) ,7.36 (d,]=8.4Hz,4H) ,
7.09(d,J=8.4Hz,4H) ,6.96 (d,]J=8.3Hz,4H) ,6.21 (s,2H) ,3.72-3.68 (m,12H) ,3.66 (t,]
=5.3Hz,5H) ,3.61-3.57 (m,4H) ,3.43-3.37 (m,10H) ,1.58 (s,12H) ,0.95 (s, 18H) .

[0412]  SEjif542:SOT3M) & K -3,3" - (BFIAK-1-H-1,2- =) X (5,5 - -~ T -
2,2" - —mEWy) (J5%52)

AICI; Br Br
N S
s, __ ‘B« T\_ S © © .' %
% 3 7 ad
47) (48)
R F

Br R F
S R F n-BuLi
|'/ /! + F F ———»
S
FF

(48)

[0413]

S073
[0414] 5,57 - -f-TH-2,2" - “WEWY (47) K& A R YE T SEE, L5 Tmmo LELARL (7 5

95%) il % (47) .

[0415]  3-98-5,57- -1 2%-2,27 - ENMy (48) B & Al iR 7 S8F2, LA37 . Tmmo 1 KA
(77266 %) il % (48)

[0416]  SOT3I £ A« MR8 722G, LLO . 49mmo L B (72326 %) #145:S073 . 'H NMR (400MHz,
CDC1,) 86.61-6.51 (m,2H) ,6.45-6.37 (m,2H) ,6.15-6.06 (m,2H) ,1.35(d,J=12.5Hz, 18H) ,
1.26 (s, 18H) .

[0417]  SCjEf143:SOTARI A % -3,3" - (BRI -1-M-1,2- = F8) W (2,5- = (4-F IR
5 wEwy) (7 %53)
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NC—@—B(OH)z Br
Br 10% Na,COs5 4 S\ O
Vs WS o
Br Br THE

Pd(PPhs), (49)

[0418]

B

n-BulLi,
THF/Et,0

[0419] 4,47 - (3-JMEWy-2,5- —5) NG (49) I8 & pl: R 48 75 C, LL46mmo 1 FLARE (772 K
78%) ffill & (49) .

[0420]  SO7AMI A - AR FE 77 Z2H3, LLO . 29mmo 1 Bl (F=213%) #i£:-S074.'H NMR (400MHz,
DMS0) 67.92 (d,J=8.5Hz,4H) ,7.78(d,J=8.5Hz,4H) ,7.59 (d,J=8.3Hz,4H) ,7.22(d,]J=
8.3Hz,4H) ,6.83 (s,2H) .

[0421] St ff44: SOTIMI B -1,2- - (2- (4-1E -2 FEIRIE) -1 -ZRFFIRIR -3-38) /I K

fi (U7 5254)
g )
Pd(PPhg)4 jq:? B
Br Na,COs o4 B % '
ot i NS Ve W
CgH17 mB(OH)z Q ©
O

(50) CgH1 7

[0422]
F F

F

Br F O
n-BuLi E
O \/\/w@

(61

F

[0423]  2- (4-1F-FFEAIL) -1-ZKFFMRIE (50) B9 & iRPE 7 %D, LL20 . 4mmo 1 AR (77
66%) il % (50) .

[0424]  3-R-2- (4- 1k - FFHEARHE) - 1- A TFFRIE (51) B & B IR 4 77 ZF3, LL8. Smmo 1 M A5
(7= %43%) 4% B51)

[0425]  SOTOMIE - A 77 ZEH3, LLO . 92mmo 1 FIAE (F=2621%) #£:S079.'H NMR (400MHz,
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CDC1,) 87.30-7.22 (m,4H) ,7.18-7.09 (n,4H) ,7.07-6.97 (m,6H) ,6.78 (d,J=8.0Hz,4H) ,
2.37-2.23 (n,41) ,1.49-1.39 (m,4H) ,1.35-1.22 (m,21H) ,0.90 (t,J=6.8Hz,6H) .

[0426]  SCifi 1145 : SO -3, 3" - (A - 1-H-1,2- =5 W (5- A K -2- (4-
ST -il‘ia‘%ﬁﬂjeﬂrﬁ (J7%£55)

/
Pd(PPhy), ©.

K’% n-BuLi/B(n-BuO)s {’E—)\ 0 NaHCO; O 1
B, © O o

H,O/THF

=
[0427] T

(53)

/
© Br FF
F. F n-BuLi
\ + F F — ™=
e |
O F F TTIT /2 e
(54)

[0428]  5- F SR FEOR FE R IR - 2- JEBIIR (52) 1 & - K5 - AR B 2R kg (5. 3¢, 35. 8mmo )
T JC/KTHE (120mL) A, FEAEI 2 -30°C . 4304381, Fin-BuLi (18mL,45mmol , 7F & 5
2.5M) A HEE R, Tﬁukﬁﬁl‘ﬁﬂﬁﬁwﬁwﬂ%ﬁf—m"c BRFOVERE-30C F1hZ J5,410
STBRIINTER =T B8 (12. 2mL,45. 1Immo1) , ¥R A% Al 3R 5 T o &2 1 27N, (545 21 (1 5 v 12 2
iR # A 14°C, 48 J5 FH6M HCL (50mL) ¥ 2K, 3 FHEtOAc (150mL) 2L . FH/K TR AHLE , IR e
FH#R KB I B 2MgS0, F# A IE 5, A MUK 48 , IF 38 I C b DTvE g -
ot R A, O ek, 45 238 A A E £ (3.95g,48%) .

[0429]  5-HAEJE-2- (4- LR L) R FF kIR (53) I A Al : R4 77 %D, LA8 . 8mmo 1 FAR
(7= %56 %) #il#% (53) .

[0430]  3-JR-5- H Ak -2- (4-F AR 2R TE) RIEMRIE (54) WA R : iR 77 %8F4, LL9 . 6mmol
R (77283 %) #1145 (54) .

[0431]  SO83[I1 & il : HEHE 77 ZH3, LAL . Immo 1 FRAE (722822 %) 41| 45-S083 , AN[E £E T+ : 2 BRIk
(05 B e A0 B S AR A A P RE R A 9 [ 5 A 'H NMR (400MHz, CDC1,) 87.17 (d, J
=8.9Hz,2H) ,7.01-6.96 (n,4H) ,6.75(dd,]=8.9,2.6Hz,2H) ,6.54 (s,2H) ,6.48(d,J=
8.7Hz,4H) ,3.79(d,J=4.6Hz,6H) ,3.67 (s,6H) »

[0432]  Sjfs46: SOB4MI A Ak -3,3" - (BTMIF L -1-J-1,2- K8 W (2,5- = (4- R
55 BEwy) (J7%256)

[0433]  7E0°CF,[11S054 (3.29g,4. 3mmol) 7F 150mL ) — % F &5 o (1) 9 Il A\ BB, (£
DCMH11.0M, 26mL, 1.5 5) f§1453 B[R AR NERT, HHFE 120 AR EE0C T, 1218
HUI F R, DLAOR SN, V& B IK (300mL) 5, 7f FHEtOAC I AE 2 T RR £
BLIE ) o 383 7R ST H P AR BE SR AL B R W) 3 U8 o A fa [l 4R T4, 45312 . 81 g1 S084 . =
#92% .'H NMR (400MHz , DMS0) 89.68 (s, 2H) ,9.57 (s,2H) ,7.21 (d,J=8.3Hz,4H) ,6.77 (dd,
J=15.5,8.3Hz,8H) ,6.55(d,J=8.3Hz,4H) ,6.20 (s, 2H) .
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[0434]  SZJif5147 : SO85.S086 FISO87 14 Ak (7‘3?57& .C)

Br
—— = T S
Br
10% Na,CO
B — T (55) (56) OCH,

57 Br THF
Pd(PPhs),

Br
NC—_)—B(OH) -
0/ N+ S O
10% Na,CO; O OCH,

[0435] THF NC
Pd(PPhs),

A

—_—-
n-BulLi,
THF/Et,0

[0436]  J7Z%&57a
[0437]  3-JR-2- (4-H A FE R IL) BEWy (55) & 1 AR5 77 D, LA85mmo 1 FiAE: (7= %82 %)

2% (55) «
[0438]  3,5- “yR-2- (4- F A IEAIEL) BEW)y (56) FO & Bl - iR B8 7 R F4, LL59mmo 1 FiAEE (7=
70%) |4 (56) .

(04391 4- (4-J5-5- (4- HERIEFEL) WEWy -2- ) IR (57) ) & iR 77 4D, A28 . 4mmo ]
R (722286 %) #1145 (57) -

[0440]  SO85¥) £ : HE4E 7 ZH3 1 #5085, 'H NMR (400MHz,CDC1,) 87.67 (d,J=8.5Hz,
4H) ,7.46 (d,J=8.5Hz,4H) ,6.92 (d,J=8.7Hz,4H) ,6.59 (d,J=6.8Hz,4H) ,6.47 (s,2H) ,
3.42 (s, 6H)

[0441] 5086 (4,4"- (3,3" - (BRI -1-M5-1,2- =58 B (5- (4- FARBE IR EE) BE Wy -3, 2-
THE)) AR
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Br Nc—< >—B OH
Hco— )—BOH, T ore

Br~ s

[fr 10% N32C03 (58) OCH 0 /:—::-'ZCOL
3 3
Br™ g7 Br THF Pd(PPhs),
Pd(PPh,),
[0442]
Br
/\
28
sHatH
H,CO (59) n-BuLi,

THF/Et,0

[0443] HZ&5Tb

[0444]  2,3- " -5- (4-HFEIERIL) BEWY (58) HIA B : AR ¥E 77 D, LL26 . 4mmo 1 HEAEE (P~
40%) %5 (58) .

[0445]  4- (3-95-5- (4- WAL AHL) MEWy -2-38) “F i (59) MU A A iR 75 %D, LA 1 7Tmmo 1 B
P (P2 364 %) il % (59) o

[0446]  SO86 & F: IR 48 75 ZH3, LLO. 39mmo L FIAE (72 29.7%) i % S086.1H NMR
(400MHz,CDC1,) 87.38 (d,J=8.4Hz,4H) ,7.30 (d,J=8.8Hz,4H) ,7.09 (d,J=8.5Hz,4H) ,
6.99 (d,J=8.8Hz,4H) ,6.23 (s,2H) ,3.87 (s,6H) .

[0447]  SO87 (4- (3- (2- (5- (4-FHIEFHHL) -2- (4- AR ILIKIL) ey -3-3E) -3,3,4,4,5,5-
NI -1 - M- 1-95) -5- (4- H AR IR E) ey - 2- 25) %) 1 il 4% - 4 4% I S085 F1S085
1) B 1) 2% R i A DL PR A 28 BR i 46 S 087 .

i\ Fg
S O
O OCH;, n-BulLi,
NC

(39)
_—
n-BuLi,
OCH; THF/E,0

[0448]

[0449]  J57Z=57c
[0450]  4- (5- (4- FFEIERIL) -4- (EFEIAK-1-H-1-F) BEWy -2-F5) K15 (60) 1A -
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#-50°C R, FEE ST, 17 (57) (5.0g,13.50mmol) 78 JG7K THE (300mL) H V27 1818 1
BOAn-BuLi eI (2.0M,7.43mL, 14 .85mmol) « fE-50°C T, B 1ZIE M1 570 B AE I\
IR (5.44mL,40.5mmol) 2 J& , FiFE I NV A2/ o S8 0N FR AR K I 8, F i A
FERT B e 7 K Bk Va7, HEE AT PO B3 (FE L ke 10 % Et0Ae) , 15 1R 35 (iR )
(4.0g,61.3%) .

[0451]  SO8THI & N : fE-50C T, FEE LA T, A (59) (2.66g,7.20mmol) 7£ LK THF
(190mL) H ¥V 1 48 Hb in An-Bul i CL e R (2. 0M,3.96mL, 7. 91mmol) - ££-50°C T itk
ZIEWLE 5 B, AR RS IS (60) (4.0g, 7E50mLI) JE/KTHEH, 8. 27mmol) , 7 -4
SNIRA W 2/IN S T8 R B AR R 28 0 SN o AR S TE L2 Bk 2 THE ARk o 4 E t0Ac AT 7K
I B S SEAH P20 o FHEtOACZE L4 , Z2Mg SO, T- 1A ML Z FFAE L8 T ik o #4159 31 1) 45
o [ A4 3 1 A 0 1 (RERR; FE T ket 20 % Et0Ac) 44k, 15 2 48 {5,/ 3% &% 0 [l /A 54 3mg
(10.0%) o BiZ B A% FDOMH , FRGE R R (il GRALED) 4ifh, 7 B e O e b 3, 25
T AR (EC e 3% .6 % . 10% F120 % FRIEt0AC) - Wt BE 78 T 4t H (K20 % EtOAC#) 7
Wy o 38 ) A METLC, 48 F7E C % TR 20 % EOAC VR & W 3dE 47 B 5 4liAk . 'H NMR (400MHz
CDC1,) 87.73(d,J=8.5Hz,2H) ,7.46 (d,J=8.5Hz,2H) ,7.36 (d,]=8.6Hz,2H) ,7.34(d,]=
11.4Hz,2H) ,7.10(d,J=8.4Hz,2H) ,6.92 (t,J=8.2Hz,4H) ,6.63 (d,J=8.7Hz,2H) ,6.42
(s,1H) ,6.30(s,1H) ,3.86 (s,3H) ,3.42(s,3H) .

[0452]  sjitafsil48: SO88HI & k- (B) -3,37 - (& HIA - 1-M-1,2- —38) X (2- (4- AR
5) -5- (4- ((B) - K L E) 2K 3L ewy) (J5 %58)

Br. ! \
S

Br:
0
NBS ! S\ Br \\—@—B(OH):? Br
- B
(0, (61) ¥

[0453] bices
THF/ELO
S088
[0454]  3,5- "R -2- (4- FH A HEIRHL) WEWy (61) F & Al MR 7 58F4, LL90 . 2mmo 1 FASE (7
F97%) il (61) .

[0455]  4- (4-75R-5- (4- FIS LA HE) MEWy - 2- Jk) I iE (62) 1 & - iR 4 7 %D, LA
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67.2mmo 1 IR (7 %74 %) fill % (62) -

[0456]  (E) -3-H-2- (4- IR -5- U- K OIHFEIREL) MEwy (63) B & B R =
FeIRAk#E (23.7g,54. Tmmol) A1 (62) (17g,45.5mmol) VR &4y BLAE S A (300mL) H , H-7F
SR AERT R PR 15720 Bh o i It -BuOK (10. 3g, 91mmol) £E 75 /K THF (80mL) H 1AW - 7F
RTN, R S SR & W03/ o SR8 5, IIANIK , 235 07 22 B - 2 76 7K Mg SO, 4 & JF ) 35 X
WV, FF HLIE I e % 75 R 78 RIS ) 2 H W AR AR R — 2 5 B4 45 21 1 3% 3 6 Ve ik 98 5 g
(9.63g; 7 H4T%) .

[0457]  SO88I) & : fE-35°C R, AL (63) (6.12g,13. Tmmol) )it FE THF B VF 3 (350mL)
Hg S NN T . 2mLAG 2. 5M n-BuLi CLEE R (17.8mmol) , FEEPEAZ IR ML 550 B o [F) S N TR
E W — AN IR 247 (0.92mL,6.84mmol) , I 76 3B W il 4 28 20 CHt Rk 16 /NN o 1 8
HUTUE, FREE A N 2RI E o iR A 3 (2 e/ & A520250%) 4itb M 7=4 , 15 3
0.92gf7S088, 2% 14.8% . 'H NMR (400MHz,CD,C1,) 87.64-7.51 (m,8H) ,7.47-7.34 (m,8I) ,
7.29(dt,J=11.4,4.7Hz,2H) ,7.18(d,J=3.2Hz,4H) ,6.99-6.91 (m,4H) ,6.65-6.58 (m,
4H) ,6.43 (s,2H) ,3.38 (s,6H) »

[0458] St f5i]49: SO8IMI & k-3, 3" - (RFIM K - 1-Jf-1,2- = F) X (2- (4- AL IRED) -
5- (4- ((IE,3E) -4- T -1,3- " F5-1-3&) ZKFL) 1gewy) (J7 %59)

O e
[0459] FE/Q N

n-Buli,
THF/Et,0

\ so89 /
[0460]  3-JR-2- (4-HEAIEIEIL) -5- 4- ((UE,3E) -4-ZKF T -1,3- Hh) ZKEL) BEW; (64) 11

B E:HR10.83g (23.6mmol) B EE SR = R IR SR I A B /E100mL THFH 2. 70g
(24.10mmo1) {1t -BuOKH , FEAERT F ik 15 BRIV 3053 8 B 1% )R ROV A 0¥ E1220°C , I
IIAAE35mL THEH1#)8g (21 . 4mmol) B (62) o WM FAZRT , FEIEFES INIRF o A4V TR {151
{RI N 200mL ) 7K H o 38 e 3 98 23 B PTUE I P, 15 2T . 5g (PP AR T4 %) A H AR 701

[0461]  SO89M) & il : 7E-30°C T, [l L5 3- R -2- (4- FAJEIREL) -5- (4- ((1E, 3E) -4- 2%
T-1,3- k) IREL) EWy (7.47g,15.78mmol) A4 £ THFVA R (400mL) H 1218 1 i A8 . 2mL
fF)2.5M n-BuLi L&k (20.5mmol) , FE4i FEZ VAT 1553 Bl o 7] [ MR & 90 R — U I )\
SIS (1. ImL, 7. 9mmol) , FFE8 12/ i 41 IR #4220 °C @ i AN 10 %6 HC LI Wi
KRR, H FHELOACZERL . 70 B A ML , Hd JE I UT0E /B2 N 28 R UM - B hE R
Rt (T /@202 50 % B ) ALk 7=, 5 511 . 14gfS089, ™ 15% . 'H NMR
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(400MHz,CD,C1,) 87.56-7.48 (m,8H) ,7.46-7.36 (m,8H) ,7.29 (t,J=7.3Hz,2H) ,7.13-7.02
(m,4H) ,6.98(d,J=8.7Hz,4H) ,6.83-6.71 (m,4H) ,6.64 (d,J=8.7Hz,4H) ,6.45 (s, 2H) ,
3.41(s,6H) .

[0462] Sy f5]50: SO0 A -4 ,4" - (((((4,47 - (EFIF-1-H-1,2- Z3) W (5- (4-H
SAEFRIE) BEWy -4, 2- ) XL (4, 1-WAIE) ) W EIE) ) MW (Lpi-2,1- 38) ) X EHL) ) W
(N,N-XU (4-F oK) K% (5 %260)

(HO)QB‘O\@
Br
Br o

: 7
[0463] I Pd(PPhy), \
Br g Na,COs O S O
T ~
o~ THF/H,0 HO )
(61)

(65)
Cl Cl Cl Cl
NH> | CuCl \O\ /O/ @ /@
(; + 2 @ phen. N BBr3 N
O\ Cl

KOH E; ——= ©
— = DCM
i

by, OH
(66) (67) (68) (69)
RN
Br’\,Br N
CSzCO3 (65)
MeCN Cs,CO4
¢ MeCN
70
[0464] (79)

FS/Q Cl

—_———— =
n-BulLi,
THF/EL,0

S090
4- (4-R-5- (4- WAL ARIE) ey - 2-50) SR (65) B & - IR4E 758D, PA18 . Immol

[0465]
PR (7= 362%) il 4% (65) -
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[0466]  4-F-N- (4-FRTE) -N- (4- FFEFEIRIE) FJi% (68) HY 5 AR - K4 - S LK i (66,
7.75g,62.9mmol) . 1-50-4- WA A (67,33g,138mmol) FEME A (0.419¢g,2. 33mmol) FIE A4
(I) (0.23g,2.33mmol) JIA2250mL[E e H , I A H 2K (60mL) « A Z AL E (27 . 5g,
491mmol) , 44 S BN [R] T 187N o WL B MK 1/ 58 L[ A, (H 2 [ AN 584, PR PN
50mL R FF 2K, K S S B IO 1A 307N o FE VA EVERT S5, B iZ IR & W3 AEt0Ac (500mL)
FI7K (400mL) H1 . 43 57K 2 , 31 FHEt0AC (250mL) AEHY . FI7K (3 X 500mL) ek & FE 1A HLER 4 »
ZMgSO0, TP , 1 P I I i e 28 A Bk 22 ) L A9 B R AR o PR (3 (T ke 225 % Et0Ac/
Cobt) 15 2 28T R RS PR 168, 10.79g (50%) -

[0467]  4- (= (4-FRFL) ZHE) K (69) & s 454 - T -N- (4-FRIE) -N- (4- A AR
H) K% (68,10.79g,31.3mmol) ¥ T 5 /KDCM (120mL) H , 376 ~ 2043 b 34 5] 45 188 4 o N\
BBr, (1.0M, 38mL,37.6mmol) oAH S BETR A YIE R AR N 18/ NI B e MR & W) iE e
U EI A K (500mL) W, FHEREFE30 73 B o 73 B L A HLZ , I FIDCM (100mL) ZEHUK JZ 55
A HL)Z HK (500mL) Bk , ZeMg SO0, T4 , ik ik I 1 i e i 26 R Bl 22 ¥ 7)o RO €3 (16%
EtOAc/Chbt) 19 2 2 TG R ZR AR PE IR YI069,9.41g (91%) o

[0468]  4- (2-JRZEAZE) -N,N- - (4-FIKIE) HJZ (70) (1 H e : 1] 250mL ) [ i K )6 i
NBRER R (4.93g,15. 14mmol) AIE/K Z B (50mL) o N4~ (- (4- 5 K% &) ZKH (69,
2.5g,7.57Tmmol) 7£ Z. fi§ (25mL) 1 IR, SLED LR B & 0 N1, 2- 2% (7. 11g,
37.9mmol) , FE IR A% NS K AEA N ERTZ G, ¥ SN IRA PR A K (250m1) H, 78
SHIRE FF 535 . FHEtO0Ac (2 X 100mL) ZEHUK M 7, 3 7K (2 X 250mL) k& HH 1A HLE
g5, GMgSO, T , i I8 I 18 e A 28 A R 20 7)o R 538 (2% Et0Ac/ i Je) 19 3 TS
TR Y70 (1.42g,43%) o

[0469]  4- (2- (4- (4-JR-5- (4- AR RE) ey -2 - J0) JRAHE) 25 -N,N-— (4-FF
5 Ffe (71) FIE R H4- Q-IRCEIE) -N N- - (4-5ZEHL) K% (70,1.40g,3.20mmo1) A1
4- (4-JR-5- (4- SRR L) ey -2-38) 2Ky (65,1.16g,3.20mmol) ¥ T ZJF (40mL) Hr, If:
TONER S (2.09g,6.41mmo1) o 1% S BV S PN INFAEIR 20/ NN o FEA FI BRT S5 5 B [ B
TEA PR ADCM (100mL) FH7K (150mL) H o FHIR &40 78 70 VR A5 37 FIDCM (2 X 100mL) 2 HUK
PEERA) o WS I A L K (2 X 150mL) Y, ZeMg SO0, 18 , i i il i e & 28 R B 2578
7o K43 2 1 35 0 [l A4 FEMeOH (100mL) Hr A Ab B, 1 8 I R+, 45 21 58 B ok K, 38 TLC
M8 A IRAL S — BB 24 5 B i) SR AEE tOH (150mL) w43 $E R0 1570 4, FsvA 401, 3 e
HRA BRI EFHAERAMTL(1.60g,70%) o

[0470]  SO90I &5 : R4 77 Z2H3, LLO. 021mmo 1 #UAE (72 2% 2%) 145090, 'H NMR (400MHz,
CDC1,) 87.32(d,J=8.7Hz,4H) ,7.18 (d,J=8.9Hz,8H) ,7.05(d, J=8.9Hz,4H) ,6.98-6.90
(m,20H) ,6.60 (d,J=8.7Hz,4H) ,6.26 (s,2H) ,4.35 (m,8H) ,3.43 (s,6H) .

[0471]  SEjaf5|51 : S091.S092.S094F1S095 )& % (J7 5261)
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S091 Rz=Et
S092 Rz=iPr
S094 Rz=iPn
S095 Rz=Np

[0473]  ¥$S084 (145) FIRK R (1024 5) ¥ T-Jo/KDMF (120m1) H, FEMA KT (Rz-Br)
(2024 5) (615091 ,Rz=Z 3t ; X F-5092, Rz = A 3L ; X F-5094 , Rz = 5 [ 3t 5 %6+
S095,Rz =3# 3L) o K5 S SR AP I E 90 C I 45 $E 18- 36 /N o 3 1 TLCUE 5 2 B 5¢ B - 4
HLE, FMAL2-16 9 EFIR-Br, kSN AL H BRTZ G B iz SR A ) s
A JKHT, 3 FDCM (S091,5094) BEt0Ac (S092,S095) A HL . /K ¥k ik & I A HLZE , ZMgSO,
T, i IR AE LA BRI

[0474]  S091 (3,3 - (AFIF L -1-M-1,2- =58 X (2,5- = (4- LA FERIE) WEWY) )« Uk
il (10%Et0Ac/ T e) 753 315 (] 44, ¥ HAEMeOH (100mL) 7 AL BE , 1 i€ 3 KT (1.58g) -
I 1 45 VETLC (76 2 )5 7 25 % DOM) £ Ak — 34312 3 14, 43 312 7mg (11091, 'H NMR (400MHz ,
CDC1,) 87.30(d,J=8.8Hz,4H) ,6.89 (d,J="7.5Hz,8H) ,6.57 (d,J=8.7Hz,4H) ,6.24 (s,
2H) ,4.07 (q,J=7.0Hz,4H) ,3.51 (m,4H) ,1.45 (t,J=7.0Hz,6H) ,1.27 (t,]=6.9Hz,6H) .
[0475] 5092 (3,3 - (&FIFL-1-M5-1,2- =) X (2,5- = (4- FRHEIERIL) BEW)) ) -k
HETE (10%Et0Ac/ O br) 15 B 2R 60/ 3 il 44, 4 H AEMeOH (30mL) A Ab 3, ik i8I KT,
5 30 3 L [E 440 . 80g o 8 I il 8 1 TLC (FE 2 4t HH 25 % DOM) 24k — #8431 [ 4 , 15 21 145mg 1)
S092.'H NMR (400MHz ,CDC1,) 87.29 (d,J=8.7Hz,4H) ,6.87 (d,]=8.7Hz,4H) ,6.87(d,J=
8.7Hz,4H) ,6.58 (d,J=8.7Hz,4H) ,6.22 (s,2H) ,4.57 (sept,J=6.1Hz,2H) ,4.11 (sept,]J=
6.0Hz,2H) ,1.37(d,J=6.1Hz,12H) ,1.18(d,J=6.0Hz,12H) .

[0476]  S094 (3,3 - (&HIAL-1-J5-1,2- =356) X (2,5- = (4- (RIRAIL) FIL) HEmy) ) -
15 BB PR 2k AR AE 5 B IR T8, DABR 25 5% AR DMF o [a) i R 2 €0 3l R4 i A MeOH
(50mL) , FH HAEHH B2/ 2 J5 , URak ) i [ AL o 3t 98t T A, 76 ek A A St 5,
MeOH (50mL) % , i Y8 KT, 45 21 % 0ok AR 44 38k i) 2% 12 TLC (£ 2 e 25 %6 DCM) 4t
fb—H 43 1% [ 44 , 73 81 100mg ¥1S094 . 'H NMR (400MHz,CDC1,) 87.30 (d, J=8.7Hz,4H) ,6.90
(d,]=8.7Hz,4H) ,6.87 (d,J=8.8Hz,4H) ,6.58 (d,J=8.7Hz,4H) ,6.24 (s,2H) ,4.00 (t,]=
6.7Hz,4H) ,3.48 (s,4H) ,1.86 (sept,J=6.7Hz,2H) ,1.71 (m,6H) ,0.99(d,J=6.6Hz,12H) ,
0.92(d,J=6.6Hz,12H) .

[0477]  S095(3,3" - (&FIAL-1-M-1,2- =3 X (2,5- = (4- G IRAIL) HKH) BEW)) ) -
3 1) 4% PETLC (78 T Jt 77 25 % DCM) 4lifk— &850 1% 5 , 13 2160mgr1S095 . 'H NMR (400MHz ,
CDC1,) 87.30(d,J=8.7Hz,4H) ,6.90 (d,J=8.6Hz,4H) ,6.88 (d,]=8.7Hz,4H) ,6.59 (d,]J=
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8.7Hz,4H) ,6.21 (s,2H) ,5.30(s,3H) ,3.60 (s,4H) ,1.07 (s, 18H) ,0.93 (s, 18H) .

70/101 T

[0478]  sLjiif5152:S096 K & % -3,3" - (&I -1-4-1,2- —F) X (2,5- — (3-HHEIEFE
F) BEwy) (7 %62)
H,CO
B(OH) Br
2 \ OCH;,
Br Na,CO; HsCO S O
L3, o C
Br sS” Br
(72)
[0479]
FB/Q H;CO OCH,
_—
n-Buli,
THF/Et,0
S096
OCH; H4CO
[0480]  3-yR-2,5- — (3- H A FEAIE) WEWy (72) )& - MR 4 77 Z=C, PL55mmo L FRAR (7= %
74%) il 7% (72) .
[0481]

S096[1 & % : M 4R 75 Z&H3, A3 . 53mmo 1 HiAE (72 2%53%) #146:5096. 'H NMR (400MHz,
CDC1,) 87.29 (t,J=8.0Hz,2H) ,7.05 (d,J=14.8Hz,2H) ,7.01 (d,J=7.1Hz,2H) ,6.95-6.91

(m,2H) ,6.85(dd,J=8.2,2.3Hz,2H) ,6.60(dd,J=8.4,2.1Hz,4H) ,6.53-6.49 (m,2H) ,6.37
(s,2H) ,3.88(s,6H) ,3.47 (s,6H) .

[0482]  sizjituf5]53: SO9THI A Rl -3,3 - (EF I -1-Ji-1,2- ) W (2,5- = (3,5- ~H%H
FEIFL) BEWY) (7 263)
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HsCO
B(OH),
Br
OChg R OCHs
Br N32C03 H3CO S
JoulE-——Ne
Br™ 'S Br  THF, Pd(PPh;), OCH,
OCHs
(73)
[0483] N
Fa/i__7
- = H3CO OCH3
n-BulLi,
THF/Et,0
HsCO OCH; 5097
H,CO OCH;
OCHj H;CO
[0484]  3-3%-2,5- (3,5~ FAAIEIREE) EWY (73) (& 1 - R4 5 ZC, Lh29mmo 1 AR (7
HT8%) il 4% (73) .

[0485]  SOO7#I &k : HR4E 757 Z2H3, LL3 . 96mmo 1 ¥ (722269 %) #114-S097.'H NMR (400MHz
CDC1,) 86.58 (d,J=2.2Hz,4H) ,6.45 (s,2H) ,6.42 (t,J=2.2Hz,2H) ,6.14 (m,6H) ,3.87 (s,
12H) ,3.51 (s, 12H) »

[0486]  sijif5i54 : SO98MT A ik -4,4" - (AFIAK - 1-J-1,2- = 3) WG -5~ T %-5- (4-
FHARE RS EE) -2, 27 - EWY) (U7 2264)

6 |
. o)
Br\&IQ/”s\ B/ Mg —* \s/ /T

Br S
61) -
(74)
+-BuCl/
[0487] ACly
Br. S
A\
0 (75)

o)
\

S098
[0488]  4-R-5- (4- FIEFEAIL) -2,27 - “WEWy (74) B9 A AR5 757 5B, LL93 . 9mmo 1 FA AR

7
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(72393 %) 4% (74) »
[0489]  4-JR-5'-F-T H-5- (4- FEILFKRL) -2,27 - Wy (75) 1Al : MR 7 REHI &
(75) »

[0490]  SO98[1I &5 i : R4 77 Z2H1, LA15. Smmol Bl (F=235%) #i£-S098. 'H NMR (400MHz,
CD,C1,) 6.93-6.89 (m,4H) ,6.87 (d,J=3.7Hz,2H) ,6.76 (d,J=3.7Hz,2H) ,6.68-6.63 (m,
4H) ,6.14 (s,2H) ,3.48(s,6H) ,1.41 (s, 18H) .

[0491]  SEJif555:5103 (3,3 - (MK -1-#-1,2- =FE) X (5- (4-IFEE) -2- 4-H4
FEORHL) WEWy) ) FNS116 (4- (4- (2- (5- (4-JRIRIE) -2- (4- A IR WEWy -3-28) -3,3,4,4,
5,5-/NFIR -1 -1-5) -5- (4- FH AR L) ey -2-F8) -N,N- - (4- &40 K0 &
Ji& (77 265)

Br .
OH I \ Pd(PPhs)s, Na,COs ~
AL e
OH S 5 i} 5(76) 0
(56) \ THE/H.(y  mlE \
Br i
/ E . ‘
n-BulL
Br Q s s E __ nBdi
THF/Et,O
CuBr H -
a KCO. N @
[0492] CI-@-B\ + NHOHHOI — 22 o /@,
OH
MeCN Cl [ j. -

[0493]  3-98-5- (4-JRIKIL) -2- (4- FHEIEIRIL) EW) (76) 1 & ik : iR 4 77 %D, LL24 . 6mmo]l
KL (722686 %) #1145 (76) .

[0494]  ST103KI4 A : IR4E 7 ZH3, LLO. 58mmo L AL (7224 .7%) #14S103.'"H NMR
(400MHz ,CDC1,) 87.50 (d, J=8.5Hz,4H) ,7.26-7.22 (d,J=8.5Hz,4H) ,6.90 (d,J=8.7Hz,
4H) ,6.59(d,J=8.7Hz,4H) ,6.35 (s,2H) ,3.42 (s,6H) .

[0495]  — (4-&REL) B (T7) A L : 7E SRR, 45500 -mLIE IR A 25N (4- SR 2L 1l
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% (15.0g,96.0mmol, 1245 ) NH,0H.HC1 (8.0g,115mmol, 1.2 %) .CuBr (2.75g,
19.18mmol,0.2%4 %) .K,C0, (19.89g,144.0mmol , 1.5 5) MICH,CN (320mL) - FET0°C N HiEE
R A 247N o LﬁTLC"Wﬂ'J&rjmﬁz TEVRE N 728 R FE i i PR A f A £ i
FAEC FEH 710 % -20 % EtOAC R AL TR AR , 15 2 24 78 J0 25 T - JR sy 2L ] 44 1T 2 48 PR
VIR =4

[0496]  S116HJ& Ak : FEFLS103 (350mg,0.406mmol , 1 246 ) H55100 -mL & JE e hn
A213mgff = ((4-SFHE) % (0.893mmol ,2. 224 8) , & A 100mg AL T EE4H (0.893mmol ,
2.249%8) SR, I ZH 2K (20mL) , FH 8 A ARG VIR LN AR5 5 18] S SR A
P \Pd (dppf) C1, (6.55mg, 9. 33umol , 0.023 4 &) ¥ B IG5 4 e e 82 , Iz
22130 °CIRFFAS/INET o £ 1 INFA, 48 [ BRIV A VA H BRT 2R A ) B 2S5 1o s — 51
HTE CARR EANE P TCH LA /AL 57, H HDCMBERS « 28 5, 7 125 R B 2377 (2 H R FIDCN)
15 3T € AR AL B RRAE AR RE b, AR5l i (i b, i 5 % DOMAE & bt AR
Gaifl E AR AR R, BB I v R At (FEC e 7.5%.10% . 12.5%
18.75% I{IDCM) o 43 BS Hi 5 35 ¢4 [ 445119 740, 7 286, 03 % (~25mg) o ' NMR (400MHz,CDC1,) 8
7.50(d,J=8.5Hz,2H) ,7.24 (s,4H) ,7.02(d,J=8.6Hz,5H) ,6.91 (dd,J=8.5,7.0Hz,5H) ,
6.61(dd,J=17.5,8.7Hz,4H) ,6.35 (s, 1H) ,6.26 (s,1H) ,3.51 (s,3H) ,3.42 (s, 3H) »

[0497]  SEjitif5]56 : S104 RIS 10514 % (U7 %266)

BBI’3

_— e

DCM/r.t

[0498]

\J

KoCO3

5104
[0499]  S105(4,4"- (4,4"- (BT -1-4-1,2- ZF) WG - G-T8) -[2,27 - B

Wy]1-5,4-3%)) 2K (A 8 A /ERT F'S098 (1. 36g, 1. 64mmol) #£100mL A CH,C1, I 7%
WA IMABBr, (1.0M, 10mL, 324 6) o KA 2 HR S 12/ 0 R )5, 18 rxﬂﬁﬂn)\MeOHu
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KIS, FERZ IR A PRI N K (300mL) H , 3 FHE tOAC REHL . 75 B 25 R bR 22 B WLV 7 - 8
PR B (CLE-5%3220 % EtOACHkE ) Al fb ik R4 . 13 2 38 Clfl 4k , 72 5 25 10, 159 21
0.97gff1S105. 772 74% .'H NMR (400MHz,CDC1,) 86.88-6.81 (m,6H) ,6.73 (d,J=3.7Hz,2H)
6.65-6.57 (m,4H) ,6.21-6.11 (m,2H) ,4.84-4.62 (m,2H) ,1.41(d,J=6.1Hz,18H) .

[0500]  S104 (4,47 - (IR -1-%-1,2- = H) (B - GBL-TH) -5- (4- - FEKFELE
) R -2,27 - WEWY)) A AIAERT RS105 (0.9¢, 1. 12mmol) £E100mL ) 2, JiF A 0 7 W
IR B (1.56g,11.2mmol) o FiH: 15 B IR G H0 . 5/, FEIN2 - 1R £ J FE BE g
(1.55g,11.2mmol) o4 = SIVE A W AR BT  FF A FEQ /NS o 76 [ L TE I » W18 & 1
fH 7K (300mL) H, H: FHEtOAC R HL o £ B 25 N ik 25 A MLV 7 o Jl i PRI 6543 (D) -20%
EtOAc) LT AR o 153 30 T (o [ 4k, 7E B/ EE (10 1) H s Ab B 9 75 L 28 v T4, 73310, 79¢
(77%) #1S104.'H NMR (400MHz,CDC1,) 86.87 (d, J=8.7Hz,4H) ,6.83 (d, ] =3.6Hz, 2H) ,
6.73-6.71 (m,2H) ,6.68 (t,J=7.7Hz,4H) ,6.13(s,2H) ,3.73(d,J=4.4Hz,4H) ,3.62(dd, ]
=9.0,4.3Hz,4H) ,3.42(d,J=7.2Hz,6H) ,1.40 (d,J=4.7Hz,18H) «

[0501]  SEjaf57: S108/T A -4 ,4” - (I L -1-H-1,2- =5 W (G- G- T %) -5-
(4- 2- - @-HEI LA 08K AR #FHL) -27,2" - —mewy (7 %67)

[0502] “6), KoCOs
CH;CN
®iE, 128
O (0]
'"\..o\ /o../“

[0503]  ST108FIA i : FER SN, KBBR8 (25¢, 180mmol, 324 &) JIAF|S105 (48. 1g,
60mmol, 1 5) fl4- B OR#IR2- (2- (2-H AR LHEKE) L) 4 HE (46) (38.2g,
120mmol , 224 &) 7E T /K ZHE (800mL) H [ By, B Z IR S W e $E [ ik 2 o S B2 v
H, 3 U8 BT R IR G D8, AT U 3 (CombiFlash, 20 % Et0OAC/ Lkt 560 %
EtOAc/Che) » 75 51 5 A A I 15 4 IR0 S 108 (44g:67%) o 'H NMR (500MHz, CDCL,) 6. 86
(d,J=8.7Hz,4H) ,6.82(d,J=3.6Hz,2H) ,6.71(d,J=3.6Hz,2H) ,6.67 (d,]=8.7Hz,4H) ,
6.12(s,2H) ,3.72 (m,12H) ,3.64 (m,8H) ,3.55 (m,4H) ,3.38(s,6H) ,1.40 (s, 18H) .

[0504]  SJiff5]58:S106.S128FIS1706) & ik (7 %268)
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n-BuLi/Et,CO
e —

[0505]

A
AN
S
Q
"
0"\_'_0

gt Ny
S106
a0y 7/ ° s %

[0506]  S170M A i . AR ¥E 7 ZRE, LL17Tmmo 1 FRREAE (P2 2R 78 %) #il#4S1704,4" - (A H A K -
1-4#5-1,2- 28 G --T 2-5- (AR -2,27 - ZHEWy) o

[0507]  S106(3,3"-(3",3""- (&HEIL-1--1,2- =) WGB"- F-TH) -[2,27:57,
2" - =Ewy]-5,3"- 58 ) A (K-3-FF)) G : MIFE-35°C FS170 (6g,7.68mmol) FETHF
(250mL) A VAR I An-BuLi (ZE 2 %€ 412 5M, 10mL ; 25mmo1) o Fi #EiZ IR & W20 b , I
ISF]-10°C G LETHE (25mL) F1(1 = 2 KL (2g, 23mmo ) I B Jz B vf , A e FH 5 2R T, 3 H
10 % HCIVA K , MK /EtOAc ZE B o 4 G WLV W T R I 28 K AT 4445 ) B b — 1% (6. 18g,
6.48mmol) , =584 % , 51818 [ kA3 ¢4 . 'H NMR (400MHz ,CDC1,) 86.90 (d,J=3.7Hz,2H) ,
6.76-6.72 (m,2H) ,6.60(d,J=3.7Hz,2H) ,6.56 (d,J=3.7Hz,2H) ,6.44 (s,2H) ,1.72(dd, ]
=14.1,7.4Hz,4H) ,1.62-1.55 (m,4H+2H OH) ,1.40 (s,18H) ,0.75(t,J=7.4Hz,12H) .

[0508]  S128(13,13"-(37,3""- (&AL -1-/-1,2- —F) W GB"- (W-T3H) -[2,27:57,
27 - =IEW]-5,3"- —H)) W (13-2.3£-3,6,9, 12- VU4 A T Fke) ) &k : ZE RS, HNall
(0.1g,2.5mmol , 7E7HH 1160 % 73 B M FIS106 (0.95¢,0.997mmo1) 7ETHF (50mL) H 1%
WA AERT N, B FEZ R MR A 00 . 257N o [a1 15 21 27 Wi — MmN (103) (0.73g,
2.5mmol) fEJC7KTHE (10mL) H ¥, 7ERT R H P IR A W0 L/, S8 J5 (Bl 27N oG8 st
AEANEL K (100mL) KIS, H FIBERE B KA L2 HIZK e, 2eMgS0, T, il JEHF 281
A A, 8 O e/ EtOACH BEAE e i MR 24 7 AR 0, 45 21 2 AR 0 TR 2 € Sl IR YD )
$128(0.446g,0.35mmol :35%) o 'H NMR (500MHz,CDC1,) 86.84 (t,J=4.3Hz,2H) ,6.70(d,J=
3.6Hz,2H) ,6.56 (d,]=3.6Hz,2H) ,6.53-6.50 (m,2H) ,6.46 (s,2H) ,3.64 (dq,]=9.6,
3.7Hz,16H) ,3.57 (qd,J=8.2,3.4Hz,14H) ,3.53-3.45 (m,9H) ,3.26 (dd,J=11.9,6.8Hz,
5H) ,1.82-1.68 (m,12H) ,1.40(d,J=5.9Hz,21H) ,1.23-1.16 (m,14H) ,0.79-0.69 (m, 16H) .
[0509]  Sf59: S109/ & k-4,4” - (R -1-M5-1,2- = F) X (B - (BL-T %) -5-
(4- (2- 2- Q- HE AR LA I CEHR) CHEHL) FIE) -2,2" - —HEWy) (U7 %69)
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[0510]

Q $109 7\0
; s
( b

[0511]  4-HIRLIRMIR2- (2- 2- L IE LA L5AHE) LR (103) W& - 7E3- 3. 2L

5 JEK e i, #NaOH (135g, 3. 37Tmo 1) 218 M if A Z7K (1L) W o FE A SE 2 5 - B 17 #
ZZIFINDCM QL) , 35 I = H 5 2 FE 5 (500g,2.81mol) - & 104 B3] 4 L in A
Xf - B ORI R (535g,2.81mol) , FEE IR A Rl 2/N SRR HE R )5, B R BRA
PN K (2L) IR -G 3551 FF 00 B KA WA 7K (2 X 2L) Bk , Z2MgS0, 1% , i g I 1l
I e sE 75 R I R AR R R, PRS2 B PE TE IR Y , FH 10 % NaOH/K ¥ (11) 7K i
A S LR - FE 2RI S 7R 18/ NI 2 05 Bz R N K (L) A, F & (500mL) #EHY -
I KA HLER 43 FIZK (2L) V10%HCL (2L) FIUK (2L) Bk - & T /KMg SO, T % i, i 8
I s 7% K (rotavap) B 25, 13 2 2 ETE LRI (103) (595g,64%) -

[0512]  S109f) & il : B AE 45 (1.2L) HS105 (70.0g, 80mmol) AR EZ 4 (44 . 2g, 320mmol)
LA (2.7g,16.0mmol) 55 (103) (55.8g,168mmol) &3, FHEANBEIF 1% [ 8 167N o 7E 74
HZBRTZ G, ¥z ot 38 78 i ik e R 5k, FHEt0AC (500mL) Be e , I8 i g e 28 A
EHMENERSE ET K% T 5 EE TDOM (500mL) o, sk fERE R b, i s
W (Combi-flash;15% C ke 40 % Et0Ac/ T k%) 4lifk , 13 BRSO MR 70. 0g (78%) o 'H
NMR (500MHz , CDC1,) 86.86 (d,J=8.6Hz,4H) ,6.82(d,]=3.6Hz,2H) ,6.71 (d,J=3.6Hz,
2H) ,6.67 (d,J=8.6Hz,4H) ,6.12 (s, 2H) ,3.77-3.64 (m,20H) ,3.61-3.57 (m,4H) ,3.52(q,]
=7.0Hz,4H) ,1.40(s,18H) ,1.21 (t,J=7.0Hz,6H) .

[0513] . SEMEf160:S110MI & R-2,2" - (4,47 - (BEIFL-1-45-1,2- =5 W (5- (4- 4,
JLIRIE) WBEWY -4, 2- —3E) ) X CGEIF [b]BEwy) (7 Z&70)
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Br
\
= ©f8>—B(OH)z

Br S
10‘%) N32CO3
(6 1) —_—
OCH; THF
Pd(PPh,),
[0514]
]
—————
n-Buli,
THF/Et,O

[0515]  2- (4-yR-5- (4- FHEAEORSE) ey -2- 58) 2RI [b]EWy (79) )G Bl : AR HE 77 %D, LA
24 2mmo 1 FIAEE (7= 2256 %) |45 (79) »

[0516]  ST10[I4r i AR 4 77 Z2H3, A2 . 45mmol Bl (F=239%) #i£:-S110.'H NMR (400MHz,
CDC1,) 87.80(d,J=7.7Hz,2H) ,7.74(d,J=7.1Hz,2l) ,7.39-7.30 (m,4H) ,7.27 (s, 2H) ,
6.94(d,J=8.7THz,4H) ,6.65(d,J=8.7Hz,4H) ,6.35 (s,2H) ,3.34 (s,6H) «

[0517]  SEjEf161:S111M & %-3,3"- (4,47 - (4,47 - (BHEIAL-1-85-1,2- = 3E) X (57 -
AT He-2,2 - ZIgEWy -5, 4- ) ) XL (4, 1- WA FE) M GEE)) R -1-F OF &£71)

[0518]

S111

[0519] [ #ERT FS105 (2g,2.5mmol) 7£100mL i) 74 o i) 33 W b I N ER £ (1. 56g,
11.2mmol) A18-7-6 (6.6g,25mmol) o ¥445 B HKIVR A M FEO . 5N, FF I 3 - 1R P i
(1.4g,10mmol) ¥ Je N IR &M NI , - FEO /NS o 78 [ B 58 2 I > % TR & i3]
AJK (300mL) H1, FF FH O be 2 B o £ 25 T B 22 A LA 71 o i PRt 2,3 (bt -40%6 Et0AC)
TR AR AT PR IR S R, HAE LA gl i N D& ST A H 2 5
TECKE/ BRI A (5:1) R b HE AR5, I 8k s i AR RS AR TR, 8 811 4621
S111./%241% .'H NMR (400MHz,CDC1.) 86.90-6.86 (m,4H) ,6.83 (d,J=3.6Hz,2H) ,6.73(d,
J=3.6Hz,2H) ,6.69-6.65 (m,4H) ,6.14 (s, 2H) ,3.83-3.75 (m,8H) ,1.93 (p, J=5.9Hz,4H) ,
1.41(s,17H) .

[0520]  SEZjfif5]62:S112/ & -4,4" - (4,47 - (BRI L-1-0-1,2- —F) WG - F-T
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H) -[2,27- "Wy ]-5,4- —3K)) XU (4, 1-IEAHE) ) — gk O 5£72)

Br @MgBr Br. N\)
S S | N_/ /Q/ Br.
| b ) o8 s

PddppfCl, B ° - I'S\ CT
Br — Pd(PPhs),
. Na,CO4 (\N (82)
61.5% o
Br Br.
S S
[ T\
s t+-BuCI/AICI, . |
79 %
[0521] N ©2)
o/
Br.
S
| \ \ | n-BuLi
S

(N Y F
oS 83) FﬁF
F

13 %
[0522]  4,5- " JH-2,2" - W} (80) ¥ 5 A R4 75 5EB, LL20 . Smmo 1 AAR (7 353 %) il #
(80) .'H NMR (400MHz,CDC1,) 87.27 (dd,J=5.5,1.5Hz,1H) ,7.13 (dd,J=3.6,1.1Hz, 1),
7.02(dd,J=5.1,3.6Hz,1H) ,6.97 (s, 1H) .
[0523]  4- (4- (4-98-[2,27- "MWy ] -5-Jb) FRHL) Wk (82) (1 & Al IR 7 %D, LA
25. 3mmo 1 FUAE (7262 %) i #% (82) .'H NMR (400MHz,CDC1,) 87.60 (d,J=9.0Hz, 2H) ,7.25
(dd,J=5.1,1.1Hz,1H) ,7.17(dd,J=3.6,1.1Hz,1H) ,7.10(s,1H) ,7.03(dd,J=5.1,
3.6Hz,1H) ,6.95 (d,J=8.9Hz,2H) ,3.93-3.85 (m,4H) ,3.27-3.20 (m,4H) .
[0524]  4- (4- (4-R-5"- (- T2%) -[2,27 - Wy ] -5- %) JRIL) Nk (83) 1) £ il - AR 7
KE, PL23mmo 1 FIAE (72 79%) 4% (83) . 'H NMR (400MHz,CDC1,) 87.59 (d,J=8.9Hz,21H) ,
7.02(s,1H),6.97(d,J=3.6Hz,1H) ,6.94 (d,J=8.9Hz,2H) ,6.74 (d,J=3.7Hz, 1H) ,3.90-
3.85(m,4H) ,3.25-3.21 (m,4H) ,1.40(s,9H) .
[0525]  S1120) £ - MR 77 %G, LAL . 38mmo L WA (F= 3613 %) il #-S112. "H NMR (400MHz,
CDC1,) 86.86 (d,]=8.7Hz,2H) ,6.84 (d,]=3.6Hz,1H) ,6.72(d,]=3.6Hz,1H) ,6.62(d,]=
8.7Hz,2H) ,6.12(s,1H) ,3.77-3.70 (m,4H) ,2.88-2.83 (m,4H) ,1.41 (s,9H) .
[0526]  SEitif51163 : S113AIS115H & 1 OF & 73)
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(0] | | I CzOzCl2
Si—O—5i—0—S1—Bu — %
HO 10! !

EtzN

[0527]

\ !'
A F 8113, n=3-5 _/0( \?\-

& F 81135, n=13-135 ,Si\ —gf
-

B

[0528]  MRIRFALYE i ) R (AR bE) (84) A AR T KR IR B m ) 58 (&
H LT 48 k) (15g, Z910mmol) ¥ T 75 7KDCM (100mL) 5, 3 i /N DMF o [A] 3% 18 & ) b — Ik
PEIINFLBE S (6mL) o 7ERT R, AR A A I 3043 B o 75 1028 R o 223 77 Al &= 1 ik
A, FAEZR L, 2- ZR e FE BT B 255 R TR B ) B ok S o S RS R o 040 (84) -
[0529]  S113F0S115MI & : FERS R, KS111 (4.1g,4.47Tmmol) ¥ T T &I DCM (150mL)
L EEIIMAN=% (1.2g,1.6mL,11. 7Tmmol) 2R J5 , @ INFEL, 2- 5 4. %% (10mmol) H F) ek
FEE R - B REALIIPDMS (84) , HF iz IR S WTERT NI+ SR G , TR B2 R B L7, B
PRV T Ol - Okt (L) W IR A st 98 o I Rk e SRR o [ 223 770, e o A e i
(e, Dt : Et0Ac 8:1) AiAL TR AR ISR R, 19 21 K5 1 PR (1) 2B PDMS I A8 - 20471
(S115) -17g; 242 (S113) -1.4g.S113:'H NMR (400MHz ,CDC1,) 86.90-6.85 (m,4H) ,6.82(d, J
=3.6Hz,2H) ,6.72(d,J=3.6Hz,2H) ,6.68-6.62 (m,4H) ,6.13 (s,2H) ,4.20 (t,]J=6.4Hz,
4H) ,3.71 (t,J=5.9Hz,4H) ,2.30 (t,J=7.5Hz,4H) ,2.04-1.94 (m,5H) ,1.68-1.51 (m, 10H) ,
1.40(s,18H) ,1.31-1.19 (m,30H) ,0.91-0.84 (m,7H) ,0.07 (d,J=3.5Hz,25H) .

[0530]  SEjitifs)64: SI18MI& B (5 £74)

[0531]

$105 A

s118 7\

[0532]  S118HJ& Al : 7E 3G P FE#E ) 100mL 3] JEE BE3H 47 , #5105 (0.99g, 1. 24mmo1) FImk g
(0.37g,5.44mmol) ¥&FDCM (50mL) H . Ju A = (OTMS) & hEke (1. 7mL) , 3B ML 2 (3 B TIE -
i [ TR A WITERT R HEFE1043 %6, AR 5 M2 N 7K (200mL) H , V& ¥ 5] 3143 B . FIDCM (50mL)
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ZWOKAE , I 7K (250mL) Pek & 3T KA MU , £Mg S0, 4, i I I 1l ik e i 28 K bk 2508
A o K15 Z ) IR Y0 AEMeOH (50mL) H 75 4b HH T 31 41 3% (i AR Ty L i 8 X T, 1. 20g
(70%) «'H NMR (400MHz,CDC1,) 86.86-6.81 (m,6H) ,6.75-6.69 (m,6H) ,6.14 (s,2H) ,1.40 (s,
18H) ,0.11 (s,54H) .

[0533] St {51165 : S119A1S 1241 & 1 OF & 75)

(86)

[0534]

$119 as

[0535]  S170MIVRAL - fEFEHE R, MIS170(1.06g;1.357mmol) 7F Z & (30.0mL) FIDCM

(30.0mL) VR &P Ii AAE A AEDCM (20mL) HH ¥ VR )R (0.434g:2.71mmol) « fERT F, ik
FEZIR B 205780 (TLC) « 78 K DCM o K4 T 46 M Z B UTUE I P2 BN K A, FFact 84, K
Peik BAE ST, 15801, 26g (1. 34mmo 5 73299 %) [P A1k &4 (85) F1 (86) (AN 1] 4y
BHRAED ARG T N —2H,

[0536]  S119+S124f)& : fE-7T4°C T, >R H AL IRIFIB- &) (2.75g,2.93mmo) 7£ ik
(150mL) ¥ R BERE INNAE A e ¥ I n-Buli (2.58mL;6.45mmol) « BEFEZIR A
2073 8 (TLC) « VR T-UK, FE I 2194 I N H A R A ZRT, 10 % HC1 K, H Tk /
EtOACZEHL . TEEA WA I 28 K AF A 5 2 H #57S119 (0. 75g,0.86mmol) , = 2646 % o 73 5
S124,72%35% (0.6g,0.66mmol) .S119:'H NMR (400MHz ,DMS0) 813.17 (s,2H) ,7.43(d,]J=
3.7Hz,2H) ,7.06 (d,J=3.7Hz,2H) ,6.85(d,J=3.7Hz,2H) ,6.82 (d,J=3.7Hz,2H) ,6.40 (s,
2H) ,1.38(s,18H) .S124:1H NMR (400MHz ,DMSO0) 613.14 (s, 3H) ,7.48 (d,J=3.8Hz, 1H) ,7.43
(d,J=3.8Hz,1H) ,7.19-7.13 (m,1H) ,7.05(d,J=3.7Hz,1H) ,6.83 (dd,J=6.0,3.8Hz,3H) ,
6.73(s,1H) ,6.38(s,1H) ,1.38(d,J=3.8Hz,9H) ,1.37 (s,9H) .

[0537]  sjfafs66: S135H & -3 ,3"" - (&HMIK -1-M-1,2- —3) X (5,5”- = (ZH X
H bR 2E) -2,27 157,27 - =I8Ey) (J7Z276)

[0538]  7E0°C N ,i#idKBuli (3.21mL,8.03mmol) IS — R P& (1.158mL,8.21mmol) 7£
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JE7K THF (8mL) 1 {4 3 H i) 4 — S TR SR Z L8 (LDA) o 7R 2R B ZIE 300 B . 2R
S5, 4E0°C R, B LDAVE I FIS001 (1.22g,1.824mmol) £F THF (12mL) H V&R . E0C T,
P PE I TR A 30531, AR G A I & -78°C, FE I\ = H & de (1.389mL,10.94mmol) £
/NI HERE S VR A R IR P ERT, R AERT R 14 18/ o 385 i A /K (10mL) ¥ K J2 8
F Tk (2 30mL) ZEHCA AR, FHEE7K (10mL) BE¥% , £MgS0, T8 , i JE HAEUE T IRk 4f - 3
o e A L P O e P A AR P 4 L 45 3 Bt [ AR AR BB A (1.0g,57%) & 'H
NMR (400MHz,CDC1,) 87.11(d,J=3.4Hz,1H) ,7.09 (d,J=3.4Hz,1H) ,6.86 (d,]=3.4Hz,
1H) ,6.70(d,J=3.4Hz,1H) ,6.37 (s, 1H) ,0.34 (s,9H) ,0.15 (s,9H) .

[0539]  SEjfs67:SI3THI A -3,3" - (TR -1-Mi-1,2- 38) X (2- (5- F HEMEWy -2-
5 R FFmMemg) 07 =77)

| / Br Br a
e Br — A\ |
[0540] o4 Mg Jd N
/

[0541]  2,3- “VRIKIFIRME (87) M &M : £E20°C N, M)A & 2K e (24g,203mmol) A1 2 R
P (40g,408mmol) 145 #EDCMA VR (200mL) H {5 18 4 i N\ 2 £EDCM (100mL) H K1 R K164 . 9g
IR (406mmol) o 7ERT T it [ VR A Wi A, BB ARHR BRI W H » F FIDCMZE B . 210
TKMgSO, T HLZ , F£ 28 KV - CombiFlash il (k) 14333, 6g HArr=40, 43 B ¥ 7= 2
N60% o

[0542]  3-yR-2- (5- HJEMEWy - 2- ) ZRIFIRIE (88) [ & i : iHE 77 %8B, Lh41 . 8mmo 1 FiAR
(72296 %) il 7% (88) -

[0543]  S137H& HK: 4R 77 Z8H3, BA4 . 6mmo 1 ¥IAE (P2 233 %) #45S137.'H NMR (400MHz,
CDC1,) 67.34-7.28 (m,4H) ,7.24-7.18 (m,2H) ,7.11(dd,J=11.2,4.2Hz,2H) ,6.77(d,J=
3.6Hz,2H) ,6.25(d,J=3.4Hz,2H) ,2.17 (s,6H) .

[0544]  SZJff51168 : S1381) & % (U5 78)

JWL
(135) il

[0545]  S001 + —_—

/o\/"“\-‘./s,i\/\./o‘\
Cl

S138
[0546] 1F-20°C F,#3.43g7ETHF (100mL) FHJS001 (0.75mmol) S A #F|n-BuLi (9.4mL,
23.3mmol.4.529F) KW, F7E-20°C P 1040 %0, 5 In NETHF (50mL) HH (135)
(6.6g,23.3mmol) o FE S NIR A1 /NG I HE =R, @ i A K (30mL) ¥ 2K . A (2
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X 100mL) ZEHCA AR, 27K (100mL) Yeldk IF R T e s o P 3 (S e/ LR 4 FR) 19
$S138(1.2¢,14%) o 'H NVR (400MHz,CDC1,) 87.15-7.12 (m,2H) ,7.12-7.09 (m,2H) ,6.88 (d,
J=3.4Hz,2H) ,6.70 (d,J=3.4Hz,2H) ,6.40 (s,2H) ,3.38-3.28 (m,60H) ,1.69-1.62 (m,
12H) ,1.56 (m,12H) ,0.91-0.82 (m,12H) ,0.75-0.68 (m, 12H) »

[0547]  Sjitif5]69: S139/) & R-5,5"- (((4,47- (B IR-1-M-1,2- =3 ) WG - B-T
7o) -[27,277 - ZEWy 1 -5, 4- ) ) X (4, 1R E) ) X (E ) ) —kiE U7 %79)

[0548]

S105
CN  §139

[0549]  S139H A Al : /E500-mL 3-# & JR IR+, ERT R, RS N, K 10gHIS105

(12.49mmol, 134 5) FI415mg [ MALER (2.497mmol, 0. 224 &) ¥ F-250mLIK £ JiE ol Forp—
UAENNG -8 (3. 21mL,4.45¢,27.5mmol , 2. 2245 , FF IR R SEVR 540 - 245105
AR IINBRIR T (6.90g,49. 9mmo , 424 58) , I A%V A ML [T 16 /1M o 112 J I3 VR
B HIZERT, IRk B 2 LB F A% A T DO STRIERE IR |, IF i A
3% (Combi FlashRf (120g goldkE) 4lifk.'H NMR (400MHz,CDC1,) 86.88 (d,J=8.THz,4H)
6.83(d,J=3.6Hz,2H) ,6.73(d,J=3.7Hz,2H) ,6.65 (d,]=8.7Hz,4H) ,6.13 (s, 2H) ,3.64
(m,4H) ,2.42 (t,J=6.6lz,4H) ,1.89-1.76 (m,8H) ,1.41 (s, 18H) .

[0850]  SIHfAI70: STA0MI k3,3 - (AFRFRIL - 146 -1,2- —36) W (6-F4IE-2- (47
LRI FRIFIR) (7 %£80)

Cl Cl
\ OH KH \ o
Ay -
Cl THF, 0C £-50C Cl
Non s (89)
[0551] cl Pd.dbas, DPEphos
\ (0] HO CsF, Cs,CO;5 A
© b ( > 2 TN O O 2
cl hg THF, @i i O(go)
(89) 92%
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[0552]

F
o - F Bl
/ uLi
~
(@] o =

[0553]  (E) -1- ((1,2- “& LML) EIL) -3-F ALK (89) & RIEH EI1, LA
146 1mmo L #AHE (97 %) fill & (89) , 13 2 2L AR (B) -1- ((1,2- —RALJEHL) A L) -3-
FAAR LK (19.5g,89mmol , P2 73.7%) -

[0554]  6-FHAA DL -2- (4- R AR IR IL) IR IF RS (90) fY A Al IR 4 75 2T 5 LA 28 . 4mmo 1 KA
(62.2%) il (90) , s FJd K2 (89) 15316 - HH 4 ik - 2- (4- FH A R JL) 2R IRk (7. 22g,
28.4mmol , 7 %62.2%) »

[0555]  3-yR-6- HI % gk -2- (4- FHAAUE R ER) R JF R (91) 1A Al iR 4 77 Z8F4, A 21mmo
L (P22 74%) #1445 (91) .

[0556]  S140/4r - A4 77 Z2H2, LLO . T4mmo 1 B (F=2616 %) i £:-S140.'H NMR (500MHz,
CDC1,) 87.05(d,J=8.7Hz,2H) ,7.00 (d,J=8.7Hz,4H) ,6.81 (d,J=2.2Hz,2H) ,6.68 (dd,J
=8.7,2.3Hz,2H) ,6.45(d,]=8.7Hz,4H) ,3.83 (s,6H) ,3.63 (s,6H) »

[0557]  SEMEf71:S141/) & -5,5"- (4,47 - (4,4 - (BB L-1-5-1,2- —5) W (57 -
BT H-2,27 - TEW; -5, 4- ) X (4, 1- WAL X&) ) kIR 7 R81)

R F

[0558]

$139
W / OH HO
N N o]

[0559]  S141f)& R : #5139 (7.3g,7.58mmol) ATKOH (8.76g,152mmol) 7E/K ZBEVR &4 (1
15150mL) H (1) P2 VDDAl L P ] o (S 230 F0 B RT, AR T IR G Z IR G4 - K /K M
B VR FH200mL Ry K FRE , I ZEERL, 4R 5 FH6N HC1ERAL o [F A sl ik ik i, /K Wi 1
1, SR 5 FERE/ e o P b T L AE A N TR B O K, 15 55, 8¢ (16 %) f4lis141.'H
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NMR (400MHz,CDC1,) 86.87 (d,J=8.4Hz,4H) ,6.82 (d,J=3.4Hz,2H) ,6.72(d,J=3.4Hz,
2H) ,6.65 (d,J=8.4Hz,4H) ,6.13 (s,2H) ,3.64 (s,4H) ,2.43(d,J=6.6Hz,4H) ,1.76 (s,8H) ,
1.40 (s, 18H) .
[0560]  SEJtaf5]72:S143 1) &k -3,3" - (E MK -1-45-1,2- —38) X (5,5” - - - T 2~
2,27:57,2" - =IgEwy) (J7%82)

Br

i) nBuLi /h B
ii) B(OMe)s s
% ROLEI D\U/B(OH}? Na,CO5H,0 / S\ \s/ / S\

Pd(PPh
(109) ah

— -

THF/H,0 (11)
AICI3 M
[0561] \ / nEluLl

DCM
(112) Et20

(112), nBuLi

S143
Et,0

[0562] (2,2 - WEWy) -5- & - B (109) [k : 75 K ME T8 1 . 3- 20 250mL IR Ji Fe i -
¥2,2" - —mgEWy (5.0g,30. lmmol) VAT JE/KTHF (100mL) th 34 #1 % -78°C (FUK/ TR ER) 4~
534S 48 1 i An-BuLifE %% (2.5M,12.6mL, 31 . 6mmol) H R IAR - 13 [ NIR S 4E - 78°C
RS2 Bl SR AES 43 B B TE] S DA R — H G (10. ImL,90mmol) o ffiZ% [ RifE-78°C T i
FE2/NET SR SR IR AR EERT, FEFFHFE /N oG8 b AN 10 % HC 1K (250mL) HR A K i 3 £
SRNIRE ) FITE (2 X 100mL) ZXBUZIRE V), I 7K (500mL) Pk & KA HLES 7, Z£MgS0,
T4, aok U I d s e B 7 R B 2V R o KB A B 1 B A, T 8 R R, 3 31 (109)
(6.15g,97%) . ZM B HT T~ — M kit —2 4.,

[0563]  3-¥%-2,27:57,2"- —WEWy (111) B & A M4 7 %D, Lh21 . 6mmo 1 KA (F= 2637 %)
#4111 .

[0564]  3-yR-5,5"- T 3-2,27:57 2" - =Wy (112) K& R HE4E 5 %2E, LL3 . 66mmol
A (72298 %) #il4%¢ (112) o

[0565]  5,5”- - T 2:-3- (BHEMK-1-M-1-5) -2,27:57, 2" - =y (113) G Ak
e KIAT R ILIR R Bt 4 3-1R1-5,57- T #:-2,27:57 27 - =By (112, 4g,
9.10mmo1) ¥ T Jo/K Z. Tk (400mL) H , H-A H1 2 -48°C (F-UK/ A HR) « 75543 %4 B8] 3% Hiin - BuLi
(FECkEh2.5M,1.5mL, 3. 82mmol) o 315 2 1) 38 (i I 20 73 B, 8 5 — IR DN U ER
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T (0.24mL, 1.82mmol) o B [ WVR AW A -45°C AE S MR SR & I 18 18 iR 4 25
C, R JE R K (300mL) H HIR A I5], 2 J5 FH10%HC1 (100mL) B4k 43 25 7K #H , FEt0AC
(2X100mL) AHL . 7K (500mL) ¥k & 77 A HLAH , £MeS0, T, i ik I 1l i e 28 K bk 2%
VTR o P AT 2 B IR RS iR Y FHE T & 00, FE T R BAE A IR b PRl i (D 0) 159 2138
HOR YD, F AR W B b s AR B, o O R 13 B B s O R AROIRE R ) 113 (3. 62¢,
72%) .

[0566]  S143f#1 &k : HR4E 77 Z2H1, LA 1. 90mmo 1 ¥ (772242 %) #114:5143.'H NMR (400MHz
CDC1,) 86.90 (d,J=3.7Hz,2H) ,6.84 (d,J=3.7Hz,2H) ,6.71(d,J=3.7Hz,2H) ,6.55 (d,J=
3.7Hz,2H) ,6.27 (s,2H) ,1.39(s,18H) ,1.14(d,J=6.1Hz,18H) .

[0567]  Sjifafs73:S1448 & R -3,3" - (B -1-M5-1,2- =3) X (6- FH & Hk-2- 6-H
FEEWy - 2- 5 ZRIFIRIE) (7 %283)

Cl Pd.dbas, DPEphos
\ 0] HO, S CsF, Cs,CO5
0 \ + B\ |
cl HO —HAER, WA O
(97)

(89)
s\ Pd.dbas;, DPEphos
CSF, 032003 \ S
\ 0 TS \ |
O \ - & 3 0 i
—--fl./\};{:, Ea’fﬁ‘ (98)
Cl
(97)
[0568] s o
A\ NBS S
- N - A\ |
0 o] CH,CIlo/THF ey o N
(98)

BulLi
\ S

Et,O/THF

S144
[0569]  (7) -2- (2-F-1- 3-WERFEIREIL) LIGIE) -5- I ILMENy (97) B & IR4E T & T,

PA21.01mmol #iAEE (7 %848 .5 %) il4% (97) .

[0570]  6-FH4AJE-2- (5- HH JEMEW) -2- 58) 2R IR (98) G ¥ (2) -2- (2-5-1- (3-H
EIEFESL) O HE) -5- F SkmEWy (97) (4.7g,16.74mmol) \Pd,dba, (0.178g,0.399mmol)
A= (2, 1-W 2R A (=R (0.429¢,0.797mmol) ﬁf{%’é (7.27g,47.8mmol) FIH%
R4 (15.58g,47.8mmol) JHA250mL = 5[5 IS BE L, FH R i 25 3, I G <4920 - 304>
Bl IINT100mL 48 7S 30 o R ZU A RV, 1 IEIJI“EIS/J\HT%C/\?iﬂ 5 & JZ  FIDCMP- IR 25 HY
IKE - HERKBEE & IFRI A HLE , -G /KMgSO0, 45, i v IF ik 4 o il Ak 44k =), 15 3]
(98) (3.38g,13.83mmol , FZH87%) .
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[0571]  3-JR-6-FH Ak -2- (5- FEAEmEmy - 2- J0) SR IR IR (99) 1A Al : MR i 77 Z&F4, LA
13. 5mmo 1 B (F=3%100%) 1] #% (99) »

[0572]  S144f4 B : FE4E 77 Z2H3, LAL. 3mmo 1 ¥4 (72 19%) #145S144.'H NMR (400MHz,
CDC1,) 87.16(d,J=8.7Hz,2H) ,6.85 (d,J=2.2Hz,2H) ,6.75(dd,J=8.8,2.3Hz,2H) ,6.72
(d,J=3.6Hz,2H) ,6.27 (dd,J=3.5,1.0Hz,2H) ,3.83 (s,6H) ,2.19 (s,6H) »

[0573]  Skjifafs74 :S1480 & -4 ,4"" - (IR -1-1F-1,2-—=3%) W (3,4,4”,5,5"- 11
H3L-2,27:57 27 - =EWy) (J7%284)

F F

[0574]

S148
[0575] 47 ,4”"- (A3 LG-1-H5-1,2- ) W (3-18-4,4",5,5"- P4 HE-2,2":5",2"-=

EWY) (99a) B A : 7E-20°C K, [1]S011 (0.56g,0.78mmol) £EF-4EDCMA i & 1 i AN IR
(0.23g,1.437mmol) VA - FERT T i HE 1 IR G W05/ NS, 7K BRI, HF AL 0 S A HLZ
IR I e 2 R bR RIE AR RS/ FH R (1:5) v P A ER TR AR, 1L 8 O T, 45 21 3 £ [ A
(0.51g,76%) -

[0576]  S148f) &l fE-30°C I, #n-Buli ({EC kEH2.5M,0.45mL, 1. 13mmol) SIAF|fLE
¥99a(0.41g,0.437mmo1) FETHF (35mL) H W H - fE1043 B 2 J5 , IR &¢ (1mL,
16. 1mmol) , B ZIR A W I IR P ERT, SR 5 B HE 3070 8, 2K RV 77 K B s W) FH /K B 4%
H e AHL, ZMgS0, 488, I 2 K W 7], 15 21 52 38 (0 [ A (1) S148 (0. 341g, 0. 421mmol , #H
PRI FR 9T %) o AL ] 4% PETLC, A8 T 8 /DOM (25 %) 1 NPl i 44k & €131 . 'H NMR
(400MHz,CDC1,) 66.42 (s, 2H) ,6.41 (s,2H) ,2.37 (s,6H) ,2.23 (s,6H) ,2.10 (s,6H) ,2.06 (s,
6H) ,1.91 (s,6H) .

[0577]  SLjifh75:S149/ & -3, 3" - (BRI IR -1-44-1,2- = 3%) X (4,47 - ZHJE-2,
27:57,2" - =MEWy) (J5 Z85)
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o Pd(PPhs3)4 Br
;
R AN *ﬁ,OH A B § 4
§ S Br S gH S
(123)
[0578] = F F v
Bl’ F F
N /EQ /,/ n-BuLi = F _
\s S
(124)
S149
[0579] 3/-VR-4,4"- —HH-2,27:57 27 - =Wy (124) 1 & R : iR 577 =D, BL29mmo 1 A
(7= %66 %) il 7% (124) .

[0580]  S149f1 & ik : HR4E 77 Z2H1, A4 79mmo L ¥ (722233 %) #114:5149.'H NMR (400MHz
CDC1,) 86.88(d,J=1.3Hz,2H) ,6.81 (s,2H) ,6.72(s,2H) ,6.48 (d,J=1.3Hz,2H) ,6.40 (s,
2H) ,2.26 (s,6H) ,1.98 (s,6H) -
[0581]  Sjafs76:SI51HI & R-3,3" - (BRI -1-M5-1,2- =5 X (2- (4- (BL-T ) 2%
5) -6- FEAFLIR M) (7 %86)

Cs,CO4

CsF
DPEphos

Pdy(dba) O

[0583]  2- (4- AR - T FHIAH) -6- RS IRIF IR (125) B & ARG 7 5T, LL13. Ommo 1 KA
1 (P2 %529%) il #% (125) .'H NMR (400MHz,CDC1,) 87.79-7.71 (m,2H) ,7.48-7.45 (m, 2H) ,
7.43(d,J=8.5Hz,1H) ,7.08(d,J=2.1Hz,1H) ,6.91 (s,1H) ,6.87 (dd,J=8.5,2.1Hz, 1H) ,
3.88(s,3H),1.36(s,9H) »

[0584]  3-L-6- F AR Ak -2~ (5- FF AR ey - 2- ) SR IF I (126) (¥ 45 - IR 45 75 ZF 4, LA
12..8mmo 1 B (72298 %) il # (126) - H NMR (400MHz,CDC1,) 88.11-8.02 (m,2H) ,7.54-7.48
(m,2M) ,7.40 (d,J=8.6Hz,11) ,7.04(d,J=2.1Hz,1H) ,6.94 (dd,J=8.6,2. 1z, 1) ,3.88

93



CN 108690045 B ﬁﬁ HH :I:; 88/101 1L

(s,3H),1.37(s,9H) .

[0585]  S151f# &k : HR4E 77 Z2H3, LLO . 73mmo L ¥ (772214 %) #14-S151.'H NMR (400MHz
CDC1,) 87.16-7.03 (m, 10H) ,6.77 (d,J=2.2Hz,2H) ,6.65 (dd,J=8.8,2.2Hz,2H) ,3.78 (s,
6H) ,1.16 (s, 18H) .

[0586]  SLjiiff77:SI62/) A -3,3" - (BoI K -1-Jd-1,2- =3) R (©2- (5" - (BL-"T 48) -
(2,27 - —WEWy ] -5-3E) -6- A LA IRk mg) (7 %287)

S !\ ﬂ\ w nBulLi w
U/@ AICI3 _B(OMe), s~ B(OH)

“DCM (114 THF (115)

(®9) Sy Pd,dva; B
Pd(PPh3)4 DPEphos O O S S
O CsF 7\
Cl

THF:‘H20 (116) el

[0587]

[0588]  5- (fL-T2&%) -2,2"- Wy (114) WA R #2,27 - 1wy (10g,60. Immo1) & T-DCM
(300mL) H, AN 2-5-2- W R E L% (7.95g,72. 2mmol) . — X MM AN ALER (8.82g,
66.2mmo1) , Jo ta Vs VR 7 RN AR Rl 2% 2/ M (8 o 7E F R T 5 W IR NITR A 0 #1303 B, AR 5 13
AJK (500mL) 7, VA 35150 I 4 BS o FHDCM (200mL) ZEHU/K 1 #6843, 3F FH 57K (2 X 400mL) 4
HIFIANLAE, ZMgSO, 1, o U8 JF 10 1 e 5% 28 K bR 20 70, 19 B0 P8 7E  a (0 R )
(13.3g,99%) , LT T i LGB 4ith. "1 NVR (400MHz,CDC1,) 87.17 (dd, J=
5.1,1.1Hz,1H) ,7.10(dd,J=3.6,1.1Hz,1H) , (dd,J=5.1,3.6Hz,1H) ,6.98 (d,J=3.6Hz,
1H) ,6.73(d,J=3.7Hz,1H) ,1.40(s,9H) .

[0589]  (5/- GRL-T2&) -[2,27 - —mEwy]-5-38) R (115) IA Al - 78 KHE T 1A . 500mL[R]
B K 5- GRUT 3E) -2,27 - 1wy GREUL52-001,13g,58.5mmol) % T /K THF
(200mL) H, FERFZIE WA FN A -78°C (F-UK/ P o 221043 S BHIRIR bk T A48 (FEC berh
2.5M,25.7mL, 64 .3mmo1) , FH{H45 2 % (i A H 1553 Bl o 221043 B BATA] 0 IR = B
(19.6mL,175mmol) , Ff- 7 -78°C T #1453 B 1) ¥ 3 LI 2/, SR R TR R SR, FFhi 411
ZINESF o JE K LA E) N 10 %6 HCT (500mL) H AR K 87 o 43 B A HLAH , K (250mL) ZEHUKAH.
H FHHIA ALY K (500mL) Peidk , £eMgSO, 5 , i Jig i i e i 28 A B 25 V831 o 45 21 Y
s E R TE S N T, 5 3015g (796 %) , L HF T~ —Dm ki it — P4,
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[0590]  (7) -5- (BL-T3%) -5'- 2-&-1- G-HFHEIEFKAIRL) LML) -2,27 - Wy (116) 1)
G AE3S LR, % (57 - GRUT 4E) - [2,27- iy ] -5-HiR (10.5g,39. 4mmol)
(B) -1- ((1,2- Z& OH2E) A2 -3-H A K (8.2g,37. 6mmol) ¥ T-THF (200mL) H, FEAIA
7E7K (130mL) HHIKOH (4. 4g, 79mmo ) o 38 o 25 v g S i ¥ R 1 /DN el s I8 Ve 45 A st 4
AV (R EEB) 4 (0) (2.17g,1.9mmol) , IR S MR -S4 AR Bl 18 /NI o 7E ¥ 21 22 % iR
25 BZIR A BRI K (500mL) H L RS 354 B . ek (250mL) REHL K 43, K
(500mL) e & I HIA WL S, Z2MgSO, T8k , ot Uil I ae ik Je 2 28 i B 25 5 711 o 445 B (0 s
AT DO, HYTARE S A RE b PJUE A1 (combi - flash, OV ) 43 2 3 ok AR [
£ (2.97g,20%) »'H NMR (400MHz,CDC1,) 87.20-7.15 (m, 1H) ,6.97 (d,J=3.8Hz, 1H) ,6.95
(d,J=3.7Hz,1H) ,6.91 (d,J=3.8Hz,1H) ,6.71(d,J=3.7Hz,1H) ,6.62-6.57 (m,3H) ,6.34
(s,1H),3.78(s,3H) ,1.37(s,9H) »

[0591]  2-(5/- GRU-T2&) -[2,2" - MWy ] -5-45) -6- A OR FE R (117) 1) & Bl K
(Z) -5- (BL-T2) -57- 2-F-1- G-HAERAI) LIFHL) -2,2" - —HEW) (2.9g,7.16mmol)
AIDPEphos (0.19g,0.36mmol) ¥ T JG/K1,4- =5 /N3 (40mL) H . IR %5 (7. 0g,
21.5mmol) AR ALHE (3.3g,21.5mmol) , I ik St G < am ok L 1 /0N s s N2 VR &5 Bt 4 o
A= CUOIE 3L TR i) X4 (0) (0.16g,0. 18mmol) , HK 2 B VR S I F =] R 20 7N o 26 ¥ 2
EERZIG B ONIRE YL HE K (250mL) o, VA 51340 5 o FHE (2 X 200mL) A
BOK 43, 37 7K (500mL) BE¥% & I 1A HLAH , £2MgS0, TP , ok i I ad ik g i 28 A B 25 04
) o 515 2] (1) 4 C [ A FF 9 T-DCM (250mL) A, FHUTARFERE R b o PR 43 (combi-flash, &
be) 13 B H R AR 44, 1.53g (58%) . 'H NMR (600MHz, CDC1,) 87.40 (d, J=8.5Hz, 1H)
7.29(d,J=3.8Hz,1H) ,7.07 (d,J=3.8Hz,1H) ,7.04(d,J=1.4Hz,1H) ,7.01 (d,J=3.6Hz,
1H) ,6.86(dd,J=8.5,2.2Hz,1H) ,6.76 (s, 1H) ,6.75(d,J=3.6Hz,1H) ,3.87 (s,3H) ,1.41
(s,9H) »

[0592]  3-R-2-(5/- (- T 2%) -[2,2" - —mEWy] -5-55) -6- AR IEIEmE (118) A Rk :
HR¥E 7 SF4, LL3 . Ammo | MU (72 %85 %) il % (118) .'H NMR (600MHz ,CDC1,) 87.64 (d,J=
3.9Hz,1H) ,7.36 (d,J=8.6Hz,1H) ,7.13(d,J=3.9Hz,1H) ,7.06 (d,J=3.6Hz,1H) ,7.01 (d,
J=2.0Hz,1H) ,6.93(dd,J=8.6,2.2Hz,1H) ,6.76 (d,J=3.7Hz,1H) ,3.88 (s,3H) ,1.41 (s,
M) .

[0593]  S152f1 & ik : HR4 77 Z2H2, LL9 . umo L AR (P2 0.6 %) #14:S152.'H NMR (400MHz
CDC1,) 87.20(d,J=8.7Hz,1H) ,6.80(d,J=3.7Hz,1H) ,6.79(d,J=3.8Hz,11) ,6.75(d,J=
2.2Hz,1H) ,6.72(d,J=3.7Hz,1H) ,6.64 (dd,J=8.8,2.3Hz,1H) ,6.55(d,J=3.8Hz, 1H) ,
3.61(s,3H),1.42(s,9H) »

[0594]  Sjifafs|78 : S1541)4 % (U5 %£88)
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.y
1.BuLi + j/

2. o

S149 s S154 by

[0596]  S154fH) &k : fE0°C R, it ¥Buli (0.9mL, 2. 25mmol) AU F| — 7 A (0. 25mL,
2.25mmol) FETHF (10mL) H W, RIS $i HE 1073 B ] #$ LDAL E0°C T, IIALETHF (25mL)
H1{S149 (0.365g,0.5mmol) , [A I FE 4R 1040, T 21 E-78C IMARE 4 (0. 11g,
2.5mmol) , FEAEFE2 /N, IR TR FERT . 7K (30mL) F110 % HC LA MR K B o T (2 X
100mL) ZHUCAHLAH, FHER7K (10mL) ¥, FEAERE ke i A (il , e/ O SR
b ALK P29, 75 1S 154 72 5:50mg (11%) o 'H NMR (400MHz, CDC1,) 86.81 (s, 1H) ,6.42 (s,
1H) ,6.39(s,1H) ,3.87 (t,J=5.8Hz,2H) ,3.55 (t,J=7.1Hz,2H) ,2.97 (t,J=5.8Hz,2H) ,
2.70 (t,J=7.1Hz,2H) ,2.18 (s,3H) ,1.96 (s,3H) ,1.88(s,4H) .

[0597]  Sjifs|79: S1I55/I A R-3,3" - (AT -1-M5-1,2- =3) X (2- (3,4- ZHHIER
5E) -6- H AR SRR E) (U7 %289)

_ Pdydbas, DPEphos -
\ 030 _ HO O CsF, Cs,CO3 O
! S@ Al e gl
Cl HO \ THF, E1i& ~0 O \
(89) (123)
O— HES Br O—-
SO0 -
0 O ~0

[0598] (1

(124) FF

[0599]  2- (3,4- - FARZEIRIL) -6- A A B 2R HF kg (123) 1A B R4 5 %8 T, LA26 . 4mmol
HIBL (F22%76.0%) il £ (123)

[0600]  3-yR-2- (3,4- —HIAIERAE) -6- HAIE R IEIRNG (124) I & Bk iR ¥ 77 S2F4, LA
24.53mmo LAUAR (773893 %) il % (124) »

[0601]  S155M A Al TEAL & 3-15-2- (3,4- ZHIAU R EL) -6- H A R IR (2g,
5.51mmol) A1 100-mLIE JEBeIfR -, o 7KL -T2 H 3Lk (bt A5 - 2, A4 - 40m1) FNTHF (Lt 451 «
1.000,f&#:20.00ml) BB G AENE/ TUKitt A2 -78°C A28 M n A\ T 388
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(2.313ml,5.78mmol) , FEHEIMANEFIA-1-44 (0.369m1,2.75mmol) o i £ s MR & 917N
I () B 3 B 328 T v o B N R 7K 2 1B OB, FEKE IR A 7 2 e 2 G R 4
B2 HCEHLE , HE T KRR T8 B =il i 4 1A%, 48 FCombi Flash Rf FH4E L ket
W atitl, , SR 5 N G BErh 4 i, 13 2 2o A AR 3,37 - (IR -1-4/-1,2- = F8) X (2- (3,
4- TR FEER) -6- T AL FIERIE) (0.408g,0.551mmol, P2 % 20%) . 'H NMR (600MHz,
CDC1,) 66.98 (d,J=8.6Hz,2H) ,6.83 (d,J=2.1Hz,2H) ,6.71 (dd,J=8.7,2.2Hz,2H) ,6.60
(d,J=8.2Hz,2H) ,6.59(s,2H) ,6.32(d,J=8.2Hz,2H) ,3.84 (s,6H) ,3.82(s,6H) ,3.70 (s,
6H) o

[0602] =it {51180 : S158( & & (7 Z£90)

[0603]

,oi o O

I s158
[0604]  [H]7E-10--15°C FFS170 (2g,2.56mmol) 7ETHF /Bk (100mL ;1 : 1) iAW - i An-
BuL i)W (2.4mL,5.63mmol) o IR MR &8 it o, Hi b 15-2040 4, 2 JE In N = (3- H 4
FETAHL) & hELE (chlorotris (3-methoxypropyl) silane) ((b&47 (135) ;1.6g,5.66mmol) »
%R G WIAE-10--15°C FHEFEL/NT (TLC) , FH I (6mL) ¥ 2K, #2345 F7K (6mL) K 4R )5
IO S ACEN (30mL) o RS HOZIR A » F ER KB H AL DR R 44 - CombiF lash
W (PR O/ LR B8 B 2240 %) , 43817 (1.335mmol 5 P2 2852%) f1S158. 'H NMR
(400MHz,CDC1,) 66.91 (d, J=3.4Hz,2H) ,6.86 (d,J=3.6Hz,2H) ,6.72(d,]=3.6Hz,2H) ,
6.69(d,J=3.4Hz,2H) ,6.30 (s,2H) ,3.33-3.29 (m,30H) ,1.63-1.53 (m,12H) ,1.41 (s, 18H) ,
0.77-0.69 (m,12H) .

[0605]  SEjiff81:S162M1 A k-3, 3" - (AT -1-M-1,2- 38) A (2- (4- (BL-T3%) K
H) FRIFRIH -6-8E) (5 %91)

[0606]

S162
[0607]  S162f) & i fE =R N, EALE3,3 - (BRI - 1-M-1,2- =) XW(©2- 4- B-T
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B) RIL) -6- FAAZE R ITIRIR) (1g,1.365mmol) FETG/K & H e (HL M- 1, A4 - 50m1) [
VI AL S50 JES L P R I = A% (1.8m1, 18.68mmol) o ¥ R SR A B A [ 2/ N o 722
ANIE 2 S5 A TLC S T A T A2 s SR A R R o P Y (R 2 52 80 R 2K I8« FHE 10 %6 HC L)
K EAL 1 » FHDCMAS I, 2R Ja 22 JE /K B R B T o K45 2 1) AR T ARAE R =, I3
R FCombiFlashRE {1 (4 3 A%: , FHAEDCME i 24k , 15 2 S AR FE 4 (Fluffy yellow)
REI P13, 37 - (IR -1- M- 1,2- 7 38) B (2- (4- GR- T 6) 2R 3L) FRIFIR I -6- %)
(0.96g,1.362mmo1,100% j**#) .'H NMR (500MHz ,CDC1,) 87.1 (AB, J=8.4Hz,8H) ,7.06 (m,
2H) ,6.73(d,J=2.1Hz,2H) ,6.54 (dd,]=8.6,2.2Hz,2H) ,4.77 (s,2H) ,1.18 (s, 18H) .

[0608]  Sjitif5]82: SS16 LA A Mi-3,3" - (A fIA K -1-H-1,2- —38) X (2- (4- (F-T3H) 7K
H) -6- (2- (2- (2- LHIELEIE) LI LI FRIFR) (OF %92)

[0609]

5162

S161

[0610]  SI61f A A : fEE I N, fEE SN, fEHR B R B A, 53,37 - (s A -1- 45 -
1,2- 7 08) X(2- (4- GRL-T748) ZR3E) 2R MR -6-1%) (0.9g,1.277mmol) ¥ T 20 (Eb il 1,
AR 50mD) H, SRS INNBREZ SR (0. 706g,5. 11mmol) . [ 5 3] () B iy b — Uk o N4 - Y
AKIER2- (2- 2- LA FE AR L) CHEE (103) (1.061g,3.19mmol) fETC/K L EH I
T TR Z IR A D 91 I o 3 S TR B 04 0 28 50 BN AL 3 7K I 40 Vs <
o OB CGEREERCE N , I SRR EE T4 IR AR T, 159 2] 2 20 6/ 48 L iR () fL 77
Yo KA =P LIS O N i i, 8 FHCombiFlash RE (WAECEH HI10% LR &
BeFF 46, B EITE e 40 % L2 4. T8) 44k, 153 3 PR A iR rF=4 (15 35) 3,3 -
(BRI -1-H5-1,2- 5 X (2- (4- GBL-T28) RIE) -6- (2- (2- -2 AR A
) 2R IR (1.2g,1.17Immol, #%92%) .'H NMR (400MHz,CDC1,) 87.12(d,J=
8.5Hz,4H) ,7.07 (m,6H) ,6.78 (d,J=2.1Hz,2H) ,6.66 (dd,J=8.8,2.2Hz,2H) ,4.08 (t,J=
4.68Hz,4H) ,3.85 (t,J=5.20Hz,4H) ,3.74 (m,4H) ,3.72-3.63 (m,8H) ,3.60 (m,4H) ,3.53 (q,
J=7.0Hz,4H) ,1.21 (t,J=7.0Hz,6H) ,1.16 (s, 18H) «

[0611]  SLjtaf583: S163HI &/ -7,7 - (BRI -1-M5-1,2- =) X (6- (4- (BL-T ) 2R
) -[1, 3] AR I [4,5-C1 R FH M) (07 5293)
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<o + CI\[CI NaOH  _ <O OJ’CI
0 OH Cl pmso, % 60C © (125C)|

89%

cl
O HO CsF. Cs,CO o)
(T RO ST ey
(O cl HO o) o

THF, &4

(125) (126)
Br
0 NBS
O~ - SO~
0612
06121 o 1(-2)6 DCM, %32, 30 24 <o o Q
(126) (127) _RF
F
R F
Br
F z -
o O FF

(127)

[0613]  (E) -5- ((1,2- =S LM HE) U8 8 IF [d] [1, 3] A 83 ks (125) ()& i iR 4
J7 %1, LL644mmo LRUAE (7= 2689 %) il %% (125)

[0614]  6- (4- G- T %) ZK38) - [1, 3] A M M JF (4, 5- 1 A FF MR (126) 15 B 1R
P T, PA43. Immo 1 FUBE (72 % 68.2%) il & (126) - 3i A3 Z P A M IR & X1
(126) (HR#EH NMREE, =47 : B =PI L 451 941 :59) o

[0615]  7-9-6- (4- G- T 55) R5E) - [1, 3] A3 M 5 (4, 5- ] - FF kiR (127) &
¥ MR HE T ZRFL, PA38. 59mmo 1 FIRE (773 84.0%) fill % (127) o 345 L Fh F 1A IR S
[ (127) GRAEH NMRiE , L A7) 42 58) o it 2 A7) B 0 A S d ik o i 3, 3R 159 . 8- 1R -
7-(4- GR-T38) #38) - [1,3] 8 A &I [4,5-e I R FFMRIR (8.4g,22.51mmol , =3
49.0%) FIT--6- (4- G- T 3E) 85 - [1,3] A 23037 [4,5- 1] 2 9F:mkm (6. 0g,
16.08mmol , P*%35.0%) »

[0616]  S163[E i : IRHE T H3, LA2. 0lmmo 1 ¥UAR (8723825, 0%) 1455163 . 77 A F| 7~
W) (131) (554492 W75 2295) o 'H NMR (400MHz,CDC1,) 87.14-7.09 (A,,8H) ,6.73 (s,2H) ,6.62
(s,2H) ,5.93(s,4H) ,1.20 (s, 18H) »

[0617]  Sjii584 : S164T A i -3,3" - (BFIK-1-JF-1,2- Z38) A (2- (4- (BL-T28) 2%
55) -5,6- ~HI AR IR (7 %294)
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/o@\ + c:\[m — - /OUOJ/CI
~0 OH Cl ey Cl

DMSO, £iZ % 60C

(128)
100%
Cl Pd,dbas, DPEphos
o \Qo‘g HO.B C ;;' CsF, Cs,CO, /O
# * - k
Cl HO o3 o o
=0  (128) Toh, Wik (129)
Br
@]
il NBS o
[0618] I - - A
"o < DCM, Zi&, 30 54 o)
(129) , Ejm, ey O
Br RF
o F. F ;
SO0 - B
~o - FF
(130)

[0619) () -4~ (1,2~ ~4ZH6HE) ) -1,2- —F ALK (128) B0 &l AR I 1, L
162mmo LIUAR (772100 %) il & (128)

[0620]  2- (4- GRU- T 3%) % 3E) -5, 6- — FIAEIE R IR (129) (4 IR 5% T, b
19. 33mmo L BUASE (722640 1%) il % (129)

(06211 3-35L-2- (4- (- T 2E) 3 IE) -5,6-— UL E W (130) 1 A1 WU I P2,
LL19. 27mmol LA (723100 %) il 4% (130) .

[0622]  S164) & ik : HR 577 ZEH3, LL2. 65mmo 1 WUAR (P~ 5627 .5 %) il % S164 .. th =45 Bl =4
(139) (Z5H9% W77 %96) . "H NMR (400MHz,CDC1,) 57.13-7.05 (A,,8H) ,6.81 (s,2H) ,6.75 (s,
oH) ,3.86 (s,6H) ,3.76 (s,6H) ,1.12 (s, 18H) .

[0623]  sEjitafsl85: e &

[0624]  AR#EAXT-XPIHENEYRHIERST .
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[0625]

U018 U021

U023 U025
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[0626]
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U093

U100

[0627]

U107

U117 U120 U121
v HX‘L
™ a. § ﬂy_‘: :F ?B \ 8. J
4 “.';{ . "'\"’1""4 i:
U122 U123
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[0628]

U126

U127

U129

U142

U145
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[0629]

[0630]

[0631]

[0632]

U147

U153

U165

S033 S075

SEE 186 : S191 1 A il (7 2£95)

e

(131)

¥ (2) (0.67g;1.53mmol) FETC/K LBk (15mL) H RIS T2 -78°C o A IE T 4
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(0.67mL;1.66mmol s FECKEHH2.5M) o FEIZIRSE T, B H X IRAE Y1058 . &550 8, INAAE N
ZERE (10m1) A A (139) (0.62g:1.28mmol) FITE R K5 SN IR S T 103l , A5 H:
TEIE =R R BB 7 o @ N 10 % HC1 K W (5mL) V8 K R 80, 4> B B HLZR 4y , FEAd
F & HETLC T B =4 (7= #.: 0. 14g)

[0633]  SEjtafs|87 : S193M & % (J7 3296)

[0635] ¥ (1) (0.82g;2.5mmol) 7ETE/K Z Fik (15mL) H AV A 1 22 -78°C o TN IE T FE 4
(1.05mL;2.63mmol; fECLHE 2. 5M) B FEIZIE S P10 %), IF HE50 8 (139)
(0.628g;1.25mmol) [P Tk (10m1) V7K o 5 S SR A P04 11570 8, H385d in A 10% HC (5mL)
PR B A RIS =) . 72 320 . 44 (48.2%) o

[0636] =i 5188 : PSS A 2H %

[0637] Tt E PSSR Y U5 2 B AR 1) 22 7 o YR ALHE B4 H Ot GF 0 v 3 3t u8) A==y iR
B G IR I R 6 AE BRI REE 7 BIFR AL IR R ORI 2rb 36 H O A= Py BEBH 25 2 1) g
TLRE I IR ZE 7, BT IR LL S Mk B4 (S096.5094.5079.5044 . S042 F1S0357E = H ¥
TR 2 X 10 MR FE RS 6 T A € R PR B SR A PR AE T 0 P Aman & F I
AN AN =R A

[0638] %%9.ﬁﬁﬁﬂim1¢$ﬂﬁf” 149 358 B

PN ’ﬁ”*"?ﬁ’i‘“"‘f EACC) | AWABA (Wmd)
X4 A5(H 3)
A E A ! 17:15 222 29
[0639] |B-B &+ Mk * 16:20 24.6 73
C-B % ° 15:05 24.7 114
R XARSHETHNE 4
AL E A B ! 12:45 24.1 29
B-H k+% A & 2 12:03 23.6 40-43
C-B % ° 12:14 224 32-70

[0640] 'S FHK 4 5286 %5 i ki 24790 (Philips Master Line 75 Watt Flood) ff1% R4
FE i 76 i S 5 =5 v 555 OGP T A 40 1 o LARE B Do

(06411 7 |3 [F]— SRk % v MR SR RE S, (R 3T T 7 i 3 SO VR HDOGHE N SI2 86 2 o BF AN
JA 2 )P B 5 S300em.

[0642] 7 |3 [F]— Sk % v MR SR RE S, (R 3T T 7 i 3 SO VR HOGHE N SI2 86 2 o B S AN B
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JA 22 [A] R 25 20cm.

[0643] 5, EFR B T 1 20emih H G FRGSHE 5, H 3 80P i B i s R I e B S
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