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[0026]  HEHUARIR Z BRAIZE A BE AR EE 1 (1. 1-1. 2) 38 A, IDNBEIRVE A AL, =106
PEACER 5, NN FEBRER , AT N3N, 1] 4% 2 - CERAR IR 3L ) — L H-Pg W v i) 4, ey, i Jn 34
B[R AN FRGR B 980—-120°C , [ SR 7] 9 1-2/ NI

[0027] ¥4 Pfrid 2— CHRUAR IR L ) — T H-Rg o o (i) 44 | J5e 2 YR A A2) R ik B 241 DA B R L M1 e (3-5)
(5-10) [ b BV A AETE /K — FF B R Bk e b , S B Pl Ab P 2- 1 8 /N il 42— (2 BUAR AR A OR
82 ) — L H-P e v ) 4

[0028]  DAAE/REL M91:(1.1-2.0) K AN AN BT I 2 CHUARR R ) -1 H-Wg i v ) 44 v T DY &
g, IR0 . 25-0 . 5/NE 5 #0 VR A VRORIR BR - be R BRI BE /R EE AL : (1.05-1.5) A
BRle — fe L lg , B IR S R 1 -2/ N, 1] 4% 2— (B R 3 ) —1 — o ok — 1 H- e oo i) 4

[0029] g ik 2— CHUAR IR FE ) —1 5 e — LH—Hi g v i) 4 RTIN—YR AR T 6 IV g 4 B VR BE M
(1.05-1.2)¥& T /AR ARG G , IR B -2/00F, il 8 331 -2 (AR R ) - 148
=1 H-| W v 7 4 5

[0030] % B id 3R —2— (HUAR IR ) —1—fe 2 — L H-W| Wik v (i) 441 T DY SR IR v, 7E-75--80
CHAF N IMANIE T 248, 50 FE0 . 5-1/NET , B JE i N —EURE AL BE , 7E =R T R Bi12-24
AN, A3 23— ( BRI 2 ) -1 — e B —2— AR R MW Jl A o

[0031]  —Ffi3—( HUAR RS ) —1—Je 2 -2 HRUAR R 2 — g B R 1y I AR 1 ) &6 V2, 4
DA AR

[0032] & FMIMR A T S FF Serb , DL R NG R 8 AN 2 -k g i BE JREE M1 : (1. 1-1. 2) [tk
BN 2-FMENE , 7E-75--80°C 2 AF T IMA LU = U BRIT , & R26— 1558 i » 4 &)oL [F]
BE20°C, IMAN2-ZE/) , /E IR T RS2, 5-3. 57N, il £ 1 - (TH-W| Wk —2— 2 ) 25 -2t v i) 4

[0033] B iR 1 —(1H-Wg| Wk —2—Jk ) 25 -2 o () 44 | e S U Ao A7) R e R B0V 5 A2 TG 7K — R
SRR B, S IR AR H] 4 2- (2B SR R 25 -1 -3 ) — L Mgk

[0034] ik 2- (2-EUAR AR FE 2515 ) -1 H-Mg W 5 AL g BE /R EE 1 (1.1-2.0) F EL 4l
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By ARV SR IR, IR TN HEFE0 . 250 57N 5 BAFTIA 2- (2-HAR A S 25 -1 2% ) - 1 H-Wg]
Wk SAR IR b AL B AR JREE A1 (1.05-1.5) I LL BN AIR R — e S B5 , =3 B 1-2/N, ]
#2- (2-HURAE L 28— 1 -5 ) — 1 — e B — L H-Pi PO v [ 4

[0035] W pridk2- (2-HUAR AR AL 28 -1 -8 ) — 1 —Je B~ L H-W| W A T Jo /K — R B R B e, 72 %
R PAFTIR 2- (2-BUAR AR FE 25138 ) — | —Je 2 — L H-Mg| W N=YRAXTT BRI i . ok - FR L
B fig BEZREE 12 (1.05-1. 2) I EL BN LI A IN-RACT BE W e A TE 7K — B 36 R B i
(VT = B -2/, il 2% 31 -2 (2-HAR A S 25 1 L ) — 1 —foe J— 1 H-Ws| Wik o [ 44
[0036] g FT ik 3—iR—2- (2-HUAR AL 2813 ) — 1 5t F— L H-Pg| W o [ 4k 5 T DU PR g o
FE-75--80"C 26 I LA TR 3— ¥ -2 - (2-HUAR A AL 25— 1 % ) —1 — e e — L H-W o v (i) 44 R I T
SR BEREE AL (L -1 2) B BN IE T 3648, it bk A0 3R 5 , DARTIA 31 -2- (2- U R4
HEZE-1-HE) -1 -Je - LH-Wg e o ) 4 A — B SU AL B (9 R /R B e (L. 1-1.2) g be A
THURE AL, SN 1224/ il 83— ( L HUAR B ) —2- (2-HUARE AR 2R -1 -0 ) -1 -4
- L H-W| e JR i A 5 B

[0037] g FiWSI Ry T &L el , LA FIN v A2~ G mik e 19 BB AR L s (1. 1-1.2) bk
BN 2-SMERE , 7E-75--80 C 2 AF T MM UM = FU BRET , S N.5-157 815 » 1 S B =]
B 20°C, IMA2-Z5/y , £E = I8 T M2, 5-3. 5/NE, i) £ 1 —(1H-Hg| e — 23 ) 2528 v ) {4
[0038] g Jrid 1 - (1H-Fg| b —2— 2% ) 82— 1 A & S AL 9N BE AR L 1 s (2. 24 . 4) [ LE A7
B AE VY SR IR R, IR TN HEEE0. 250 57N s BAFTIA 2- (2-HRAR A SE 25 -1 2% ) - 1 H-Wg]
Wk SRR B AR EREEREL N1 (2. 1-4.4) (I EL B I ANFR R — be LG , == IE S B 1 -2/ N il
#2- (2-HURA L 28— 1 58 ) — 1 — e B — L H-Hi PO v [ 4

[0039] K pridk 2- (2-HUAR A AL 25 -1 08 ) -1 e B L H-W| W A T Jo /K — R B R B e, A6 =
TN LR 2- (2-HUARSA L 25 -1 - 0k ) -1 - e B — L H- M| W O N=JRATTT 9 I Jig JBE /R EE 9 1
(1.05-1.2) FILE BN E R A FIN-JRAR T Bk W Jié A e 7K — B 3 R I e P v, == 30 3
FE1-2/NF il £ 3R -2 (2- B AU L 25 -1 - ) —1 — e Jo — L H-Wa | W v R 4

[0040] KT id 3R -2- (2-HUAR AL 28 138 ) — 1 e S~ L H-Pg| Wt o () 4k 5 T DU S MR g o
FE-75--80C 4 A+ T LAFTIA 3P -2 - (2-HUAR A 25— 1L ) — 1 — e Ja — L H-Hi| g v [ 4 R IE T
SR BEREE AL (L -1 2) B BN IE T 3648, it bR A0 3R S5 , DARTIR 3R -2- (2-HU R4
FEZE-1-HE) - 1-Je - LH-Wg e o i) 4 A — B S ALIBE (9 R /R B e (L. 1-1.2) g be A
THURE AL, SN 1224/ il £ 3 ( HUAR B ) -2 - (2- B AR 2R -1 -0 ) -1 4
HE—1TH-Mg e [ T A4

[00411 DL Ko, —Fh3—( HRARMESRE ) —1— e 35— 2— BRUA 8 2 — 1 Wi B 23 1)l TR AR A Al U 4
JEARAL R BN FAIAEAE SCAB I S5 o2 1 B2 A

[0042] I B HR AL 3—( HRUARBESE ) — 1 — e i -2~ ERA R L - W 21 B B A, R i
I 4 Jm AR 4 JR A A R AR B I 28 A M T B v TtV 4 i T AT e A S IR ) A 12
110 EL3E VSRR I PRI, S BLAR IR RN o Tk 3— ( HRARBE L ) — 1 — e S -2 AR R - g
IR 1) JR RO Ak 5 1oV 4 S A 4 B T R MR AR R, T ) 4 95 2 B0 08 B 5 4 2%
A AE TSR = A2 b (R A B A AR KK 1B FH 8 77 o A9 R B BRI BTk 3- (L
AR L) — 1 ot 2 -2~ HUA R IR S - M| W B BRI B IO AR mT 32 FH T U & TR 1B AL 1 28 SUA BRI
N, A4S 75 FE A G WL B % R 1 ) B2 (cross—coupling reaction of aryl
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chlorides with organotitanium nucleophiles) R ARARER N A2 AR EL SN L 2 F|OK
R F A M (direct arylation of polyfluoroarenes) . Al 3& {8 Bt )x bz
(borylation) &b B (cyanation) FIERIEA A VIR a— 53 55 FE AL S RE ARr AR, A K ] 4
PR3- ( BUARBE 2 ) — 1 - e Jik— 2 AR O Sk -1 Wi 2 1) IRl P A 5 8 46 J T2 I ) e A A 3R
e 3d T M S ) A8 5 SR A M B B AR DR S B R sk 90 < Jo e e 791 B T 1 e 10 76 e i FH
=HEKA0.001mo 1% , 43 S 2R Rk 99 %6 , 6 A8 XABER R H BLA TR ) 2 S 5 R P 52 =
R U A IR TR PLEE Y E ORI RNy R AL R AR B R S A e T
TG  BEAL , A I B B aA 3—( AR I ) — 1 — e 2 -2 A R S — Mg | Wi B ) Bl e A, %o
TR S B EREN, 5 TR 47 s H o] 18 i ol A8 i kb (1) B S [ ot 18 19 e A 11 = [
Zh R AT MR, AT O AR AR O A7 TR BE

[0043] Ak BB AL 3— ( HUAUBE IS ) -1 - e 22— HRUAR R JE - 0g B B ) IR A4 1) il 4% 7
1 ANMUEURHET B8 5515, i HLJ7 VA TR o, R 75 s 9 B OR M1 A B e Al IR AT B AL e B
fER] KE IR, S

[0044] A B FR AL Frad 3— (BB 3 ) — 1 - J5e A - 2 - AR R L - Mg kB B3R BB O A4, m]
Iz AR & B A A R B B SR, BT 28 ORI R RN, 53 ¥ 4 an A8 & JE A4 Rl 45 1
FaB W &A1, AT i et U 4 J T B A s BN () 4B A 3 12 R ) R o T v e 1)
T 75 i S P I B A BB R o, o U 4 A A ) AR B AL R I fEVE I ERRR &2
0.001mol % , 7 B Eik99 % .

BRI

[0045] Dy y Ml AR o W) AR pR AR BRI L AR T SR AT s ORI W, LR S 5
SEHE B, W A B BEAT BE 0 VEA UL ] o B B, BRAL P R 1 B AR S8 81 U AN TR e e
AR A TR EARR

(00461 AT WIS il ff 1 — Fofr3— ( HUARBERE ) — 1 =g -2 ERA A - W i 2R 14 JtE i
A, JLEE R an s -

[0047]

AL
[0048]  JLrp, ik Z BB, AR RO BE B AR e i I e i L BE B3R, AR A e e
BAR e HE Bl 05 i , TR R g e B B A oe H B , T IR R g e B L B Roe 8 05
(00491 LiR &S H KT , BARARIE R, Frid ROV A, CL- 10/ Fedk . C3-61 Mkt .C1-C10
KB A C3-CIORY M BE a2, <1, 3] i IR B ORGSR St VR = AP P g —
FITIRR' A9C1-CLOM KE L . CI- 10 PR BT AL | PR e H Tk | P4 Joe B Joe B o B B L e B TR e ik
IR [ Fi s FTARRTCL-CLOM FEHE  FF AU J . = U R v (¥ — s Bk R 2R3 L 2
He SRR RUT 2 PR IR A AR R R N R R R R R R R B — b
[0050]  EH gt D, PrikRepr, Prik Cl-10/) Fedb B H 5 L 2 2k IR T 5 S 2k | 1T 2
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TR RT3 RUT BERICS- 10 fE AL , BT IR C3-6 K PR BE S AL KE IR 2L R T AIC5-Co[1)
et , IR CL-CLOR S5t AL H6 FF AL 2 U L IE TR AL TR A L FICA-CLO g e s 3
FTiR C3—C1OM) P ot 28 A0 475 BR A 28005 IR T 4008 BRI AU IR O AR I CT -CLO 1) R b 4
5

[0051]  FIrAR i, A CI-CLOM bt FA FE R L L 2L 0 L IE TR 3\ e T B I T S T 0k A
T GBUT S RCS-CLOM BEE , FTIAC3- 10/ PR BE S FE IR T 26 VIR T 38 3R I 3 IR L A
CT-CLOR FRJEIE , BT B e 5k Tk A0, 455 Y S D HRg , Py i B S e S A0 R B S TR 25, P Joe ik e 4
SEATHE B I AL, BT e S PR e STk A 55 B S DU S

[0052]  FTidR*rh, FHRC1-CLOM bEdt A 45 F 3k L 2 3L MIC3-CLOM be 2k &

[0053] B3Rt td A 3— (BRI ) — 1 - ik — 2 - EA R 25 ok — el Wi i ) IR RO A L BB 5
4 SR AR 4 B 45 A A9 B AL R LT B R il 48 25 B U I S 1R 2R AL
=x/B

[0054] 7 i B S it 491 $2 (16 19 3— ( L ERARBE 228 ) — 1 — bt 2 - 2 - EUA R W Wi B JBl T A
e S U 4 Al 4 e A RS RS I 48 S ), AT A el U 4 e T R A s SR ) A Ak
S P S T ELIE FIYE ) BRI AT, SN AR AR AT o BT 3 (B B ) - 1 e S -2 - AR K
S W ik B ) TR T AR 5 3 0 4 S AT 4 R T R AL AR R, T B 5SS B BT R T
FIEFRAAE W AR IR =D ANZ W) AR I B B R A AR K B RL FH I 77 o 4 R BH S i 197 4 1%
[ BT IR 3—(  EUAR B 2 ) — 1 — e ok -2 BRUAR R Mg | i B 2R B G4 mT T2 Tk 4 e fie Ak
)28 SCAR IR [ B2 5 A48 575 HE AL AT HLACEAZ R A B S 8L (cross—coupling reaction
of aryl chlorides with organotitanium nucleophiles) B ARABEE N A LB 2
N Z RN A M (direct arylation of polyfluoroarenes) . Bl 348 EL )z b
(borylation) E MR M. (cyanation) FIERIEA A I a— 555 FEAK SR 7 73 1Y 5 A R BH 5K
Jita ) 4 (4 ) 3— ( BB S ) — 1 e B —2— AR R - | W i B 1) B A 5 40 4 JR T ) e AL
M FR, BRE FH T i P I 75 55 i S AP TR B8 A A B s R 3ok V7 4 i 1 A 7R o AT A A SR 1
G FHEREMKE0.001mol % , 7 B U R 1A 99 % , 6 A8 AR S5 o2 Hh LA VR e 1) 3 s [ s
FEPF TR I A TR T IRE i Y KR Ry R AR R AR B RE A s
B7 PR 75 FE S AL - BN S A BH S it 9] Pl 3 3— ( BRA QR 3 ) — 1 —he o —2— A A 3 — i o i 2
[ EC AR , X 2 SANE SR ARE T, 5 TR s Bl ik i AR im0 BRI A ke 1 1y
TRC AR 1) 2 (i) & 1) ARTREL 2 5 AT e A8 PC AR (Y TRC o7 1 R o

[00551 7 B S it 491 T ok 3— (- BUAC R ) — 1~ o —2— A A SR — el Wi 23 ) gl i 42 ] 308
I TR JLR T & 3R

[0056]  fEN—ANEARSZHEG], $2AL T — Ph3—( HURHESE ) — 1 —be At -2 HUAR AR 5| Wk i
B BEC AR 1 il 6 1 R DL R P BR

[0057]  SO1. K HUAR IR 2 B AIN e S R AT VR & A 28 i IN N BR AR e AL 7], 53R4T 9k
FEALIR T, IO SRR , BEAT INFA R R, il 15 31 2 CHUAR IR AR ) — 1 e F— 1 H-15 | W v i) 4 , B
B B 26 B AIN-Le B 2R ik AT R A AL 38 5, INNEE R « B R R270-80°C R 820.5-1.5
ZINESS 5 SR R b BT AT VA R FEINON SRR , BEAT N SORE , i) £ 2 (CHAR R S ) -1 - Je 2 -
VH=R5 | e i) 4, FLv, BT I A s Bz (6 il 52 280-120°C , S SR 8] 91278

[0058]  SO2.4% firid 2— (HRAR RS ) — 1 —J5e 3 — 1 H-Hig| Poge v i) A FNIN—RAR T B 0 g v T —
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FEFR R, RPN , 45 2 3R -2- (U IR AL ) —1 —J5e ik — 1 H-Wg W o ) 44
[0059]  SO3. K Brid 3—yR -2 (CHUAR R I ) -1 — 452 2 — 1 H-W| W vp [ 4y T DU & e g vp , 78 -
75-—80C4AF T I IE T 2248, 35130 . 51/, B S I\ B SEALBE, ZEE I TR
NE12-247N 453 31 3 (AR BEE ) — 1 — e 22— B R g e [ T A
00601 SLAAI , i IRSOL T, f g — A~ LSRR, 1 6 B i 2- CRUAR R )~ -
1 H-WG0 e ) s 1 S B R TS+
o 1) HsPO,4

NRINH,  2) PPA, 80-120 °C _,ff =R
[0062] ¥ 3RAF S4TSR RERCR , PRI ST, B ik BRAR IR 2 R FIN =8 28 25 ik 1) BE R B L
(1.1-1.2) , P Fe b B N = i PP AL 2, B HE ) (R DL 280 . 51/, BEA 16 0. 57N 6
[0063] @ B HLIERYT, RN EE R o, IR A R AOK S, A GRS E 43 88 W A
PG IE ki ) , Lk JZ M 2840 fa 159t i 20 P I 2 CRUOR B2 ) — 1 —fe 2 — L H-Wg P o [ 44
[0064]  {E AT R A2 , A8 IR BH S it 451 ] & 3 ] LA 3 ik I ok B AR 2 B AN e 22 D i DA
BEIREE NL: (1.1-1. 2) AT IR A AR 5, INNTR IR « £ B IROBL70-80 C L1k 80 °C T J Jii
0.5=1. 5/, SR Ji 9 H il A3 ¥ 7], FR N BRI , 80—120 C e B2 1 -2/INmF ] 82— (HUAR
IR ) —1 e - LH-g| W v (R A B 2 - CHUAR IR AR ) — LH-Wg W v [ A, G S B s R s

[0061]

o 1) ACOH, EtOH,70- 80 °C. "
. 1 ; A0 O = X
(00651 (\)‘\Me A ANRINH, 2 PPA,80-120°C ol \_(\ 7‘
RaL + R P —— T /
\?Z i yR1

[0066] L3k gkS02rh , MNP SKE 61, ] 4 Ik 3—iR -2 (AR5 ) — 1 -Joe -1 - ik
Hh [ A4 ) 20 B e, i 2— CHROARCR 38 ) — 1 — g 2t — L H—-i| W v [0 A4 R BT SR N AT 50 3 i )
JEIREE 91 : (1.05-1.2) , EHI E) g 1-2/ N o A g BARSEHE B, 15 P it 2—- (AR ) -1 b
F—TH-M e r [R) A4 AIN—RACT I 0 R 4% BE R EE DL s (1.05-1. 2) % T L R e p, =
IR PEHE AL TR 1 -2 /N, 45 21 3R -2 (BRAC IR JE ) — 1 —fe B — L H-Wg e o ) 4, B s Sz = an s orr
7N

[0068] 3D ARIERT , 24 I RLEE AU =B BEOKK H, FF I U AR 201 5 28
JE K A AU K EACREE S A A& I IR 5, AR R 20 54T w31
2-(HUAROR S ) — L —Be e~ LM ] 4

[0069] B3R A IRSO3h , Ay ik s a5 , il 4% Pk 3— ( BRUAUBER: ) — 1 e -2 - EUAUR
H W[ B O A (20 SR, Pk 3-8 -2— CHRARIREE ) — 1= ek — LH-Wg [ [R) A4 AT BT IE ] 2
B BE/REE L : (111, 2) s ik 32— (BUROR L ) — 1 - e~ TH-M| e TR 44 R i — B
REABRIEEREE AL (1. 1-1.2) ARA BARSHE B, K Frd 3-8 -2- CRARIR IR ) -1 e k-
LW o i) 4 75 - DU S0k b 767580 C 4 R, SE A3 A -T8°C , 4% ik 3-8 -2- (5
FRIREL ) —1 —f5e 1 H-Wg| P ) 4R o I T S B BE R B O 1 e (1. 1-1.2) S BN 3 1R -2
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(BT 2 ) —1 —fe ik — LH-Ma| e rp () A4 AT i — B A B ) R R EE T (1. 1-1.2) I IE
TR B SIER0. 5- /N BE R I HUEAL B, 7R =R T SR 2-24 N, 45 B3 (L
BARHE A ) — 1 e -2 - B IR L -Ma e B A, L s R R s -

y 2
R\ sr fynBuli, THE RN PR%
[0070] N7 Xy 2) PRYCIL THF
L) ____R ¥

R\ z. A RY" 7. .2 .
(00711 gE— DRI, SORLAE ARG , 80 Al e v ), VS R BRI =) 5 1 B ok R
R 3—( BRI S ) —2- (AU RO R ) -1 - e - M|k JB A4
[0072] {2y oy — A ARSI, $ A 7 — Fh3- (BB RS ) -1 -5 2 -2 - HUA R B -5
B R AR & ik B DA T AP R
[0073]  RO1.¥&HUARIR Z BRI R AT IR & AL 38 5, IR R A AL, AT S b 72
J& S IR BERR » BEAT ISR , i1l #6453 32— CRUAR IR 3 ) - LH-Wg| Wt v [ 44, BT IR BRAR R &
FRAR AT IR A A0 S, IDANEE IR OB R SLT0-80C RBL0. 51 . 57NN, SR Jim k1 il & B
HIER HINTRBEER , AT IO , il £ 2 (IR IR I ) — T H-Rg W r [ 4, B, mad o 4
JSONE R TN AR BE 80~120°C , S ST 8] g 127N
[0074]  RO2.#5 ik 2— CHUARR 5L ) — L H-Mg| W v [B) 44 R0 A0 A B R — bt ZE IR 4% EE /R EE 91
(1.1-2.0):(1.05-1.5)18 A JE A VY SERME VR A W, IR BeHE 1-2/8F, 43 32— (BUAROR L ) -
1= e — L H-M5| e v [ 4
[0075]  RO3.4 firid 2— CHRAR AR ) — 1 —Je i — 1 H-Wig| P v ) A4 RN AT — S fig iy T —
FEF W, PR , 13 B 3R -2 CHUR IR IR ) — 1 e J 1 H-Ps Wk v i) 44 5
[0076]  RO4. K Fridk 3—¥—2— (HRUACIR L ) — 1 — ek — L H—g| e v i) 44 9 T DU Sk e o, £ -
75==80°C A& M NN IE T B8, By 5040 . 51/ Bl 5 N RSB, 72 =R T I
[ 12-24 /N, 49 38 3- ( ZHURUBEE ) — 1 - b -2 B RO B -1 D R 44
[0077]  HAKWK), Bk BIRROL AR — AN HARSE G5, il 2% Bk 2—- (IR 2R 3 ) - TH-W5| W
HA TR A4S 1) S B2 A T B

1) HysPO,

O
. ; o / —R
' H

(00791 O 7 ZRAT S 4F 1 S LA , QLI IS, Fiv 3k B R 2 B 2 JiF (0 BE R EE O 1 : (1. 1=
1.2), B FEAb TR O S0 PR AL 3, SR [B) AR 90 . 51/, SEA 1690 . 5/ o 3t 2041
W, 2 ML e FEIR S B EEUOK T, IR I LBEAERR 738 AN G T K46 )5
LA RN AL R 15 iR 20 B2 A 2—- (BRI ) — L H-Ms e v )4

[0080]  {EASIETE M A , AN S BH St 91 ] 6 idt m] A B 47 ik BRARURS 2 B AT i LA BE 2R EE
AL (L -1 2) AT IR G AL 5, INABEIR 4B R RL70-80°CHLIE 80 °CH M0 5-1.57)
I, S8 I il s il A A 9 770 BN SR TR » 80—120°C S M1 -2/N, ] 46 2—- (HUAR IR 2 ) - 1H-
M v i) 44, HL e R s«

13



N 107445991 A w Bg B 9/26 Tt

9 gy, 1)V ACOH, EIOH70-80°C __R
o NHNH2 23 PPA, 80-120 °C N\ TX
H o
[0082] |3k B BRRO2M , il % Fir ik 2— CHUAX IR 2k ) — 1 —fe B — L H—-Wig Wi o [ 4 S Bz Q40 By
TN

[0081]

e}
N

NaH
R',80,
/ P = R
THF ol N /A
[0083] S - RE Ay \Z /}

R'l

[o084]  fLALHY , K ALANLAL: (1. 1-2. 0) A EL B 23 SIBEFRAE DY Sk o, SRS A IR &
2= (HRARTR A ) — 1 1P DR o 1) % AR DY S0 o F) 988, 8 =5 R 0EHR0 . 250 5/ s 5 DAL :
(1.05-1.5) KL BUIINABRIR —~Ke BB , A= T OB -2/ M
[0085] - DALIERY , 21 SOBL5E e » TN £ T SR A5 Lk e I8 5 9% I 9 I A P A 9 741 T
AN CIR LR AR ZERUAN 73 1 5 45 A7 HUAH 5 I PF Lok 4 I » R 2 M aliAl Je 45t 2- (AR
e ) —1 —fe k- LH-15] W v ) 4
[0086]  E3RIBRRO3H , AE N ALIASK a1 » il & ik 31 -2 (HRARIR L ) —1 - e k- L H-W5 e
TR A 2D B e, P id 2— (AP 3 ) —1 =g 2k — LH-a| Wi v T AR AN B s N1 AT — B 0 e )
JEIREE ML (1.05-1.2) , S5FRR 8] Ay 1=2/N o 14 HAR S 1, i it 2 (R 2 ) -1 b
= TH-P e m () A AIN—RATT B 1% BE R EL DAL= (1.05-1. 2) % T A B b, =
IR PEPEAEFR 12/, 15 2375 -2 (ARACTR 2 ) — L e S — LM e v i) 44, s i s v e
TN

R{L

[0087] Lz "! Y, DMF
R

1

R 2 IR

[0088]  @E-— D HLIERY, R MEE R Ja , #E = EI3E vKK B, FR NN &R BEAR L 7 5 AR
JE A HLA AN K E KRG AN A I K48 5, B FE E T 2ib 515 H i 4 3-8 -
2— (BRI ) — 1 fe - L H-Hg P o [ 44

[0089] L3k A PRROAH , A Jy i SE Tt ] , il 4% Fir ik 3— ( - HUACM 2k ) — 1 — e e —2 - AR
S Wk TR IC AR 2D 3R, BT IR 3—YR -2~ (B IR 2 ) — 1 —foe 2k — T H=-Pi P v i) 4 AR B okt 17T 2%
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"C IR ZINE o VR A PRI 0KOK B2 00 N, SR 5 R A R P IIN 2002 FF 2. Tk, B4 = IR %
AN 2002ZF+ 2. BRZE L, A 3 A HLAH , T KR BB T8 o 980 il B A VAL > TR 4 I B TR
AMMEFTEZHT AL, SR G 15 B B R AR ARG A IR &IN5 2= F IE O ek i 1 X
IEUE A3 BT O AR A = 2 - (2-F A 2R 0 ) — 1 - - 1L H- Mg ] o [B) 48 . 0 g, 72 2R
68% . IH NMR(400MHz,CDC13)83.72(s,3H),3.92(s,3H),6.62(bs,1H),7.13(d,J=8.2Hz,
1H),7.20(t,J=7.4Hz,1H),7.28(t,J=8.2Hz,1H),7.40(t,J=7.8Hz,1H),7.50-7.58(m,
3H),7.81(d,J=7.8,1H).
[0185]  AE100=ZFF R IR T, M1 . 3550 2— (2 H &0k 8 3 ) — 1 — P 2 — 1 1 - M|
(5.7mmo1) , #R JE M52 F+ To7K — B L FE i - 3 SO i bk a5 NN TR A 11 1. 05 FEN—R
AT ZBEERZ (6. 0mmol ) L0 T+ To 7K — FF 2 R IR R ) 8 AL, 78 = 35T SO T ZNB o 2 58 B
SRS S 38 SO TR A BN VKK R SR S NN 10022 T+ &R BERI50 22 FH 7K o SR S K A LA
B AR E A L00 2 /K R EE 15, A DA VIAH o 80 ok Pr G 38 WL 1RIR 48 [ SR & 1)
LR ENT AL, ARG AR A Bk ACIR A P ) 3— IR —2— (2 FF A8 FE 8 3 ) — 1 — PP ik — 1 -5 s v ]
1.4655, 722881 % o 1H NMR(400MHz ,CDC13)83.61(s,3H),3.82(s,3H),7.08(d,]=8.3Hz,
1H),7.15(dt,J=8.2Hz,]=0.8Hz,1H),7.25-7.28(m,1H),7.34(dt,]=8.2Hz,J=1.0Hz,
1H),7.39(d,J=8.0Hz,1H),7.44(dd, J=7.5Hz,J=1.7Hz,3H),7.52(m,1H) ,7.67(d,J=
7.7Hz,1H) .
[0186]  ZES0ZEFFPE M , BRAN3. 15703—JR—2—(2— FF AR JL S8 L ) — 1 — F9 i — 1 H—- g s
(10.0mmo 1) o 75 B 2% /SR IR IR MG IR A e Ji , 718 B B0 NN 20 22 787 28 1 1% VY S0k
W, ) SIFE AR SRR 2 -T8°C I, AR JE 1S A I IE T 2548 (1. 0mmo1 ) , K R20. 5/
P ARSI TR A 2. 6522 FF IR RS (12. Ommo 1) FN5ZZF 3 728 1R 1 Y &k
MR Y R o 4 S S T 53 AT 1824 /NI o BT A5 VA VAR 980 s 10 17 00 e s RV FP B
Ve =k 15 8 Bk RRA =M 3- (IR O R S ) —2—- (2-FR A Rk ) -1 - FF - 1H-T5( 3. 1
L PEET1% . 1H NMR(400MHz ,C6D6)81.02-1.39(m, 10H),1.50-2.01(m, 10H),2.31-2.37
(m,1H),2.47-2.54(m,1H),3.09(s,3H),3.23(s,3H),7.09-7.13(m, [H),7.14-7.16(m, H),
7.22-7.26(m,2H),7.44(d,J=7.4Hz,1H),8.07(d,J=8.0Hz, 1H) .
[0187]  SEJff3: 3—( PR SERE AL ) -2-(2, 6 HF A B AL ) — 1 - e~ L H-W5 WA 1) 5 ik
[0188]  fE100ZFEFEIH A, INA9. 05827 ,6 7~ A F2R Z B (50mmo 1) FI7 . 122 42K
JE(60mmol) , SR G SR 12 N 10T BEER , H I SIE IR T IH0. 5/ o 25 22 IS0 5T
RUEIR B 5 SO BEAT A R 2 AR JE IR A N A2 80 °C I B0 . 75/, SR I
IMIAE110°C, FFARFFAELL10°C R BLL . 5/ AR A RN KOK B 21k OB, 88 i ) 4 R
TIN2002F+ S B, B2 =K IIN20022F+ 5 BE AR EL, &9 HUM , oK R R AN T
W o DS FlAE BT A VARG RIS ONTR A AR E AT AL SR R AR BIR B AU R R
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SR IEHE T W) P S B R K AT 8T 45 6 SO 08 (E A3 31 3 i R4l 12— (2, 6- — 4
HEIR L) - H-M5| W e [R)4A5 . 550, 72343 % o 1H NMR(400MHz ,CDC13)63.99(s,6H),6.77(d, ]
=8.4Hz,2H),7.16-7.20(m, 1H),7.24-7.33(m,3H),7.68(d,J=8.2Hz,1H),7.75(d,J=
8.0Hz,1H).

[0189] FEL A MM 100 A =P, L@ Z IE O T REAL. 40 5w S b 44
(22.5mmo 1) , M 1O0ZEFH R 1 B VUSRI , FE 38 S04+ - 45 FEIZ I AN IR 5193 .85¢
2-(2,6- _H A R ) —1H-M5|W (15mmo | ) Al 252 F H7 & 1R 1 VU SR MR YA VR o SR S5 N 252
T8 7% VR VY SR R, A BRI R AT LN A NN L. 562 IR IR - H B
(16.5mmol), 7/EZ I T KBNS B SE R G AR RIMASZF B, R G A ¥
VRAE I A5 00 A o AR R INANG0Z T+ 1R 2 BE RS0 2 7K o 43 = IR &% IS0 F
LR ERHEEL, & FF AN 98U L BT A s 048 R BB G ME ik Z v aidk , R )5
23 A R AR S8 5 50229 : LR L & B K VR A W8k — Ik Jad i, (R Rl 15 21
Ak AR R A P2 (2, 6— A oKL ) -1 - FF - T H-Wg [ R [A)44 3 . 4258, 77 #8856 % o 1H
NMR (400MHz , CDC13)83.56(s,3H),3.78(s,6H),6.53(s,1H),6.71(d,J=8.4Hz,2H),7.11-
7.15(m,1H),7.22-7.25(m, 1H),7.48-7.44(m,2H),7.67(d,J=7.8,1H).

[0190]  FE100=F B JRBIE+ , IIAN4.02382-(2,6— “F 4 FE IR FE ) —1 - FF &~ 1 H-Hg| g
(15.0mmo1) , 2R 5N A 302 F oK — H B FY M e - 2 S Fb 3 5 TN N IR B 192 94 miN-
BRACT Bz (16 . 5mmo 1) FI202& 7 J6 7K — FF J IR G (1) V8V, 76 25 0 IOSEPR 7N o 24
BRI S HE R BLIR AP EINGKK SR 5 I 1002 A = SR Ke 502 FH 7K R R’ H
B9 TR S TN 10022 FH 7K R BeiF , A HHA HIAH o g T fih 78 By B VL » 18R 4 I ST
EMARE A, R E1F B8 OB ACIRZE P P31 -2- (2, 6- — F AU o2 ) - | - -1 H-
N5k o ()443 . 87 , P2 274 % o IH NMR(400MHz ,CDC13)63.57(s,3H),7.80(s,6H),6.72(d,J
=8.4Hz,2H),7.19-7.21(m,1H),7.23-7.28(m, 1H),7.30-7.38(m,1H),7.46(t,J=8.4Hz,
11),7.63(d,J=6.4Hz,1H).

[0191]  FES0ZZF P LR, FRAL. 733831 -2-(2,6— I 8 JEOR L ) — 1 - FF Bk - T H- M|
(5.0mmol ) o 75 B 2% S0 AH ] SIR M B A2 4 i, 7038 203U D0 T INN 2022 38 28 18 1 VU &Lk
W, Y S LR A IEIR R -T8°C G, AR A8 18 I N IE T 248 (5. 5mmo 1) , [ BL0 . 57N o
R IMACIRA R, 322 I S0 (6. 0mmo 1) FN52& F 3 28 1R 1 DY 2k
MR VA VIR o A8 S B TRUAE 2530 1EAT 1824/ NN o BT A3 ¥ L AE I8 R () A% 400 M b i, FHVA FR
Ve =8 A B AIRA M3 - ( O B P E ) —2- (2, 6- R A O i ) — 1 - R -1 H-Wg |
1.72%C,F%#74% . 1H NMR(400MHz ,CDC13)81.13-1.34(m,10H),1.62-1.80(m, 10H),2.23-
2.3(m,2H),3.49(s,3H),3.72(s,6H),6.66(d, J=8.4Hz,2H),7.13-7.17(m,1H) ,7.22-7.26
(m,1H),7.39-7.44(m,2H),7.87(d,J=8.0Hz,1H) .

[0192]  SLjadhi4 . 3-( I AL L) —2—- (2 S PR AR o i ) —1 - P -1 H- WS | 1) 5 il
[0193]  fE500 A E LI, INA12. 022" - HIR 247 (100mmo1) , 10. 832 F+ 4 fijt
(110mmo 1) FN50 2 F+ B , ¥ 2 FE F2E IMAN0 . 52T+ LR , AR e IR S 2280°C J i1
AN o 2 A VAR RS IR 0 S R b aE S5 5 AT AR B DR R v TR A4, SR 5 A% N 110 v 5 Tk
TR o Pl 5 SOSLR) HEAT » A4 SR . SR SRR A B2 A2 120°C , IR FFFE120°C e i1
/NI AETR S PRI VKK B2 RN, SR S Al A 2R INANB00 22 &R b, B3 =ik &

23



CON 107445991 A w Bg B 19/26 7

ANB00ZEF A B AL, & FEA MU , To /K R R B4 15 o ok Fhal B A ¥ v  F R 48 e i
REMAFEEN 24k, SR 515 BIME Uk AR o S8 JE 48 79 Fl — SR e fE O b 4T
B 5 SO g (A3 B R ME A AR A 2 (1-F B TH-Wg| W —2— 288 ) 2Ry ) 44 15 5
PEEET2% . 1H NMR(400MHz ,CDC13)85.70(s, 1H) ,6.89(s,1H),6.95(d,J=8.0Hz,1H),7.06
(t,J=8.0Hz,1H),7.16(t,J=8.0Hz,1H),7.21-7.28(m,2H),7.44(d,J=8.0Hz, 1H),7.67-
7.73(m,2H),9.26(s,1H) .

[0194]  {E100ZF B , IIAN2. 0957 2— (1 —FF e~ IH-H5| k-2 -3 ) K3 (10mmo 1) A120
ZETHTCK R B, WA AR E N4 14 5T BREE A (30mmo 1) , 7E %5 N SN0 . 5/
AR ML . 86 ZFF2- IR T KE (20mmol ) , [ B 1624 /NI o 24 58 RO i » 48 S RETR B
P B NVKAK ARG TN 1002 T — S R B 15022 FH 7K o SR S5 B HLAH 2 Lk & N 100
TR RYETE , A HEA U B i B A WS  TRIR AR S NTR S A E T AL SRS
13ROy AR EE = p2— (2- PR A ZR I ) — T H-Mg[ W v [B) 4422 . 306, 72 2887 % o 1H NMR
(400MHz ,CDC13)61.51(d, J=6.0Hz,6H) ,4.73-4.79(m, 1H) ,6.94(s, 1H),7.06-7.10(m,
2H),7.13-7.17(m,1H),7.20-7.25(m,1H),7.27-7.31(m,1H),7.44(d,J=8.0Hz, 1H),7.68
(d,J=8.0Hz,1H),7.89(d,J=7.6Hz,1H),

[0195] FEL A A AHF100=ZFA = O, A A SE L TR0 645 L9
(16.0mmo1) , NN 10ZEF 3 28 I VU S , 335 S 4+ - s B IMA TR A 192,185
2-(2- AL IR AL ) —TH- M|k (8. Tmmo 1 ) FH20Z& T 7 28 TR I VY SR MR V& WL R J N5 Z&
S AT DY SR I L R B JRAE SRR N BEAT 0. 25 /NI o RS L INNO L 94 = FH AR R P i
(10.0mmo1) , 7EZ I T R BL2/INEF o 2 [N 58 R i » TR RS2 T 288, SR SR BT i ¥
VBRAE YR [ 175 00 R Bl AE o 0 R R INNB0ZE T 2. R 2L BR NS0 22 T K o BE 2 = IR 25 NN B0 FF
LR CERAREL, & FEA A 98 RliE BT A TS - 0k 4 I NAIR G AT JZ i 4k, R 5
BENA ARG =P 2- (2- R RIEIRIL) 1 - Fe—1H-Mg| e B 4A2. 158, 772391 % . 11
NMR (400MHz , CDC13)81.25(d,J=6.0Hz,6H) ,3.66(s,3H),4.80-4.54(m, 1H),6.51 (s, 1H),
7.04-7.10(m,2H),7.16-7.19(m,1H),7.26-7.30(m, 1H),7.40-7.45(m,3H),7.68(d,J=
7.6Hz,1H) .

[0196]  FE100ZZFF R e, N2, 1275 2— (2— 5 PR 480 3 8 0 ) — 1 - HF JE— 1 H—- 1|
(8.0mmol) , 8K JG M 202 F+ To 7K — FF B2 FR I - 3 SO i bk o BeE NN CVR A 1 1. 77 FEN—R
AT BV % (10mmo 1) A1 5ZE FF TE 7K 2 FF A5 FR R e (V) 8 72 38 IORE TR /N & 2 56 %
R 4 S S TR A BN VKK T SR JE TN 10022 T+ — S R B 15022 THK o SR S i HLAH
B TR ST L00 2 FF KR Be1T , S HEA MU o 98 Jh 78 B VRS 30 IR 4 I B IR A0
L2 KT JENT A4k, ARG 1R 3 [ o AR 1 7 M) 3— IR —2— (2— S TR AR L 2 0 ) —1 — R e — 1 -1 s o
442,675, 22297 % . 1H NMR(400MHz ,CDC13)61.13(d,J=6.0Hz,3H),1.28(d,J=6.0Hz,
3H),3.63(s,3H),4.43-4.50(m, 1H),7.08-7.15(m,2H) ,7.24-7.35(m,2H) ,7.38-7.50 (m,
2H),7.65(d,J=7.6Hz,1H) .

[0197]  ZES0ZFF MRS , RN . 71 73— -2 (2 S TR 48 2 2 2L ) — 1 — FF 2 — 1 H— 1|
(5.0mmo ) o 7E E 25 B AR B 3R MG A A8 0 Je » 7038 2 0 T NN 20 22 7 5 28 13 1 DY &0k
W, S S AEIR A IEIR R -78°C I, ARG 18 12 I N IE T 48 (5. 5mmo 1) , [l BL0 . 57N .
B EARR INCIR A 1. 322 RO R SUAL B (6. Ommo 1) RS2 F 8 28 1R 1 DY &k
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VR Y VR o A1 S S TS AE 8 18 T AT L8/ o 21 I AT VA VRLAE el s ) A7 100 T e il i PV FR B 5k
=R AFE R 3- (O R L ) —2- (2 U AU A O 0 ) — 1 - -1 H-W5| Wk 1. 1550, ™
#50% . 1H NMR(400MHz ,CDC13)81.30-1.55(m,17H),1.63-1.77(m,11H),1.91-1.94(m,
1H),2.15-2.20(m,1H),2.40(m,1H),3.50(s,3H),4.51-4.57(m,1H),6.97,(d,]J=8.4Hz,
1H),7.05(t,J=7.6Hz,1H),7.18(t,J=7.6Hz,1H),7.24-7.39(m,2H) ,7.41-7.43(m,2H),
7.89(d,J=8.0Hz,1H).

[0198]  SZjafhi5: 3—( IR LI ) -1 — S P Ak -2 (2-FF AU A O ik ) — L H-Mg W (1) &
[0199]  7E100Z=Z AR KN, I . 382 F2  -H 2 H: 2K 4B (10.0mmo1) , 0. 99 & F+ K
JHEC10mmol ) FI5Z T+ 2. B8 , ¥ A1 B FE AZE N0 . 222 F+ 1R , SR S HEIR & WL 280 °C [ M 1
/NI o 2 BT T VAR A% 0 R il E 5, P A B 2R iR (R, S8 0 G218 0 N 20 v 3R T
R o BE A ONL ) HEAT AR RSN 2 AR SR A PE8 I A 120°C , FARFFAE120°C M 1
IINE o HETR A R UK K B2 b R, 88 TR AR FR P TN 200 22 2T , 9 =R & AN 200
T CTEAEEL, A A AR, To/KBR BRAEA T8 o 98 Sl B B VA UG  TRIR A I BB S &
FEEHTAiAl , SR 515 BIR O AR KW AR 5 - = IR 35 b 22 FF 1E O e ke vt 1 e ik 9, fgi ]
B3 A ok RACR =P 2- (2-F A FE R EL ) - 1TH-M| W (] 44 1. 5858, 7= %71 % . IH NMR
(400MHz ,CDC13)84.00(s,3H),7.00(d,J=1.5Hz),7.05(d,]J=8.2Hz),7.10-7.34(m,4H),
7.50(d,J=8.0Hz),7.74(d,J=7.7Hz),7.91(dd,J=1.6Hz and 7.7Hz),9.72(bs ,NH, 1H).
[0200]  ZE100ZFFE BT, N2, 2375 2—( 2—FF 4 ik 2K 35 ) — 1 H-15| W (10mmo ) Fl1 102
F oK = R Bl G s B AR O C Pk B S bR R IR IR I TR G I 2. 772 5 it
(11.0mmo 1) FITOZEF+ o 7K — FF B A I8 i RO Y 9, JORE 1/INBT o SR 5 NS . 61 5 S AL 27
(100mmo1) A1 . 88Z&F2— ¥R A FiE (20mmo 1 ) , [ S22/ N o 24 58 RS L i 5 R BETR A 0 (BIN UK
K SR E NN 1002 T & FF e 502 T+ 7K o 28 J 1 A HUM 43 IR 5 N 10028 F 7K ok
Bed , B PHANAE, JoKBRBREA T o 980 A B A W WL  T0IR AR S SLTR & W) 2243 J2 i 4
b, S8 5 15 B B Ok AR 21 7 4 31— 1 — S PR -2 (2 FR AR B O ) — 1 H- g e () 44k 1. 7
T, FE243% . 1H NMR(400MHz ,CDC13)61.49(d, J=7.2Hz,3H),1.66(d,J=6.8Hz,3H),3.81
(s,3H),4.35-4.42(m,1H),7.06-7.11(m,1H),7.13-7.15(m, 1H),7.20-7.28(m,2H) ,7.32~-
7.34(m,1H),7.49-7.50(m, 1H),7.52-7.60(m, 3H)

[0201]  FES0ZZF P RS , RN L. 1758 31— 1 -5 H 2 -2 (2-FF S AL 2K L ) — L H- M| g
(3.0mmol) o 75 B 25 B K B 3IR B PR A e S5 » 70380 2B I R NN 152 T 37 28 1R 1 Y &k
W, B S LR G IEIR R -T8°C I, AR E 18 12 I N IE T 44 (3. 3mmo 1) , [ BL0 . 57N .
BAEFIZEMATIRAR0. 732 IO LS BE (3. 3mmo | ) FI5ZE 71 37 Z& 1R 1 PY Lk
MR YA I o TR NE TR 3R T J3EAT 18-24V/INBT o BT A Y VLA Rl s (10 4% O T i o i FVA PR B
=LA AR AR =3 -( IR OB ) -1 - A 2 -2-(2-F A IR0 ) - 1 H-W| vk
0.55%1, 77 240% . 1H NMR(400MHz ,CDC13)61.00-1.33(m,11H),1.47(d, J=6.8Hz,3H),
1.61-1.86(m,13H),3.72(s,3H),4.22-4.29(m,1H),6.99(d,]=8.4Hz,1H),7.07(t,J=
7.2Hz ,1H),7.13-7.16(m,1H),7.19-7.24(m,2H),7.47(t,J=8.0Hz,1H),7.65(d, =
8.0Hz,1H),7.89(d,J=7.6Hz,1H).

[0202]  SEZjfif56 - 3—( FFC FEMEIE ) -2 (2-FR AR FE 25 -1 -3 ) — 1 - - 1 W5 ) 5 Bk
[0203]  7E250ZFF = I, IO . 67 55 FMIWE (5mmo 1) o 78 B 2% 5K 5] 3IR I R AL #1

25



CON 107445991 A w Bg B 21/26 T

J& AR AU LT I35 FF SR LR AI0. 57 = FF2- S iE (6mmo 1) , 1514k AR VR &
VIR 2 -78°C Ja , AR 128 N0 . 932 T+ = FIAIR T (5. 5mmol ) o 24 S BL5 438 & » 1 S
IR ZE0°C, R JG N0 721 70 2- 258} (5mmo 1 ) o 1% Sz M JEUAE 235 N BEAT 3/ o 24 58 1 s
Ji s TN AN A B S BN RV o A LA 23 B8 HH K i N 20 2271 B /K B 1 AR K B
RN T4 o 98 Fih A T B VARG  J IR 40 S RLTR B M A JE T2k, SR 5 19 31 (A ok AR 26
P L= (L H-Hg| e =2~ ) 25 -2~ T [E] 440 . 67 58 , 7= 2852 % » LH NMR(400MHz ,CDC13)86.80(s,
1H),7.23-7.49(m,6H),7.71(d,J=8.0Hz,1H),7.75(d, J=7.6Hz,1H) ,7.86(t,]=8.4Hz,
2H),8.28(bs, 1H) .

[0204] YEL /A HHEM 100 F = O P, A BB HE N FFRAN0. 96 7w S 1k 44
(24.0mmo1) , NN 1O F# ZE T BT VU U , 335 S 4+ - s FHSE A TR A 192,595
1= (TH-M5| Wk —2—- 3 ) 25 -2~ (10mmo 1 ) FT1 52 F1 38 281 0 VU SR VA7 o S8 I IINN B2 713 2%
o U S T R R AE I T AT 0. 25 /0B B E ENN L 99ZE FH IR EE — FF S
(21.0mmol) , 7EZ IR T R BL2/INEF o 2 OB 58 R » AR RS2 2.8 , S8 IS0 BT B ¥
TRAE IR A1 00 R Sl o K RS0 T+ 2,88 2. BEAI50 22 FF /K o H4r = I IS0 2 T
IR BEFERL , & FEA ML B Sk Fr A VU5  0IR 4a I BEVR S & A Z A alidh , 2R )
BRN A B AR A = P2 (2- R A EE -1 08 ) -1 - FF -1 H- (W R ) 4422 . 98 L, 7= 2897 %
1H NMR(400MHz,CDC13)63.51(s,3H),3.91(s,3H),6.62(s,1H),7.21(t,J=7.2Hz,1H),
7.31(t,J=8Hz,1H),7.37-7.46(m,4H),7.64(t,]=4.4Hz,1H),7.65(d,J=7.6Hz,1H),
7.88(t,J=4Hz,1H),8.02(d,J=8.8Hz,1H).,

[0205]  YE100ZF+ B JEFEIE 1, IIAN2.58 %02 (2-FF & FE 25 -1 3L ) -1 - FF L — [ H-Hg| e
(9.0mmo1) , #R fE A 252+ o 7K — FF i F B Jle I 38 S0 b o e 5 NN TR A (9 1. 69 sEN-IR
AT A% (9. 5mmo 1) FH20Z& F o 7K — R i FR IR R R VA TR, 76 2 5 T RO T /NI o 24 56 ik
SN S 5 38 SR TR A BN UK K 1, SR JE NN 10022 T+ &0 B AN50 22 FH 7K o SR Ja 1 A5 HLAH
RO FLIR S TN LO0ZEFF K R e 15, S B MU o 980 Fil 7 B A VS 3Rk 48 S BLVR A
LAE R AL, SR S5 D) A B AR A P2 ) 3R -2 - (2- R AR L 25 -1 4k ) — | - FF - L H-T|
HHE4AS . 158, 773896 % o 1H NMR(400MHz ,CDC13)63.54(s,3H),3.93(s,3H),7.31-7.48(m,
7H),7.63(d,J=7.7Hz,1H),7.93-7.95(m,1H),8.05(d,J=9.1Hz, 1H) .

[0206]  7ES0ZZFF IR , FRNO. 37 38 3—7R -2 (2-FR A B 25 -1 -4k ) -1 - FF B - L H- M| e
(1.0mmol) o 7E B 2= A K Bl 3IR M PR A2 40 i » 7030 20BN 52 7 3 28 1 i DY &k
W, S S ARG IR R -T8°C I, AR E 8 12 I IE T 24 (1. imo 1) , [ BL0 . 57N .
BAEFIZEMATIRAR0. 252 A IR LS BE (1. 1mmo 1) F 228 71 37 Z& 1Y 1 PY &k
MR YA I o TR NE TR 3R T J3EAT 18-24V/INBT o BT A Y VLA Rl s (10 4% O T i o i FVA PR B
Ve =k, B A AR =3 - (IO A B ) -2- (2-F A 25 -1 -2 ) -1 - - 1 H-M
0.25%%, 77 2858% . 1H NMR(400MHz ,CDC13)83.52(s,3H),3.92(s,3H),7.29-7.46(m,7H),
7.72(d,J=8.0Hz,1H),7.90-7.92(m,1H),8.07(d,J=9.2Hz,1H) .

[0207]  [kAb, A% TR R N ECHTIAR 77 32:, il 46 N R PR3- (BB ) -1 ke dk-2-HY
AR LW

26



CON 107445991 A w Bg B 22/26 T

1) n-Buli, THF
-78°C, 0.5h

2y PR®,CI, THF

[0208]

[0209] 1
A Ry S TR Y T S O

Y it
{_.v \k_ . ."-".““
§ 3§ "\'.“\“\". 3 N
N RN pRERRR
> N S
= R R N
% R Gy, A%

s Ny X 3
[0210] ' & i &S

R 5

11 ROy, T8

.
SR R Y R
5 X N 4 N g X
; \\\t o O

{

[021 1 ] ,‘3 \\‘::':':':’\‘

Ho=0e, BN

R {‘.}:: \-§.-‘\‘§-‘.

AN

FR
3% ety 3
38 B

R

8 = On, BES
\

[0212] S 7« 3— (  HUARRE S ) — 1 — by et — 2 — LA 2 e — e Wt TR A 76 FE 4 A 0 B A0 4)
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B A (Suzuki ) A8 AR R B H o
[0213] 71 A B St 91 3 — (AU ) — 1 — e bk —2 - A QO k- Mg Ve e FE A ) T L A2 AL
7, G5 AR Meatl -4, A AR (Suzuki ) 28 SCARIRSOM «

cat 1 cat2 cat3 cat4

[0215]  KEREERAL (0.00225%,0.01mmo 1) , BEEC A4 (8 « BEECAALL 1291 . Omo1 % : 4mo1 % ) Al
AL VY L0 B 2 G P FEAE TN 20mL Schlenk & H , 46 R B # AR ARY, I8 5N
A TOmLE Z W — %k, IR eI H 2 2100 B UL RAE 2 S ). [F I, K4 -2 R
(1.0mmol) , HHEL (1.5mmol) , BEEL (3. Ommo 1) FNFCAT 5 VY 580 2443 i = MO T A7 A HE R TN
J53220mL Schlenk & 1o AL 25 BRI SIRIFEIA AC e , A Vs 4 B A R AR B )
VR Al AH R & (W10 ImL, 0. 01mo 1 %6 ) F EL AT 4-2UF 22 (1. 0mmo 1) , ZRAHER (1. 5mmo )
TR ERPH (3. Ommo 1) FC A3 56 VY 38 £ ik J2 IO B 730 3 e S 2 BRI K Sch Lenk i BL o v )i
TINNAH R 5 1) 37 28 18— ot (B Ja 998 A& A2 3. 0mL) o SR 5 K Schlenk B T Fil #4100 C (1
TS S RLL-24 /N, S SRR BT 7S o £ OB 58 U 5 1 R N V8 20 28 S, 15 LR SN 1)
BRI IR G (6. 0mL) R (2. 0mL) , R A REAT LR BEAT SOM E 3 3, I A 00 4 72 £
B i e

Pd(OAc),/ cat x

100°C, 1 h=24'h
[0217] o, B AL B ARSE SUABER S R 80 FH & AR AL 7R B A4 S ™ A5 it T 32
I

[0218] %2
[0219]
e A (mol%) T T AU fif il (h) PEE%)
[ 0.0125 cat 1 I 39
2 0.0125 cat 2 1 38
3 0.0125 cat 3 1 50
4 0.0125 cat 4 1 40
5 0.001 cat3 24 >H9

[0220]  MER2FTLAE H, Bk % 3-(HURBEE ) -1 b -2 B QR B -5 Wk B B A e A |
RS AR I BRI IR A AL T B

[0221]  7-2.3-( IR AL L) —2-(2, 6- R4 L 2R L) — 1 - FF -1 10| R A 1 55
155 55 FERIR (1) B4 ARAE ARG s

[0222] MEREEFREE(0.00225,0.01mmol ) , AL A4 (41 : BEECAALL 41241 . Omo1 % : 4mo1 % ) il
Be A B VU SR 2 705 R IR F3 3 R RE TON 20mL Schlenk8 i, 44 2 8 o BRS8N
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N 10mLFT 2810 ke, R B AL 2110 9 4 DR 4R 48 A9 - [FL A, 4 &R 55 18
(1.0mmol) , BARZERHER (1. 5mmol ) , BERRAM (3. Ommo1 ) FIEC A B VU i £ 1 18 2 (K B ST B4
TN J3—3220mL Schlenk8 v o £ H 2 BRI BIRAE IR A Ja , M FH AR B8 7 g &1 4%
AP fh AN & (00 ImL, 0. 01mo1 % ) & BV &AL 12 (1. 0mmo 1) , BUAC 2R Al R
(1.5mmol), PR #1 (3. 0mmo 1) A A 5K VU M & 45 U 2 WO W 0 e e B 52 W SR I
Schlenk® B o 5% Ji I AL 2 187 2878 Wbt Gt a9 B2 3. 0mL ) o SR 5K Schl enk &
BT FH100°C 0 o R BL2-247N8F, R HN T BT o 75 IRONE 58 U 5 1 OB A I 2
LR AE LN, R RN 2R 285 (6. 0mL) A7 (2. 0mL) , 88 J5# A L2 BEAT S 3 5
B o G2 = 2 PIR S AN L 10mL 2 R 2 BT RE L, B4 A AL A HLAH 7R T %K
g5 , TR 4a 1 FHRE AT R AT RV AL (8 P43 2158 SUIB IS =40

- Pd(CAc)./ cat 3 i
— T A _
R A sy, (©:001-0.2 mol% Pd) Rt AR
[0223] _/ g OHk kPO, dioxane L)—U

100°C, 2 h24 h

Z=C,N, O, 8

[0224]  Horpr, Bl Al 88 ARAE SUAB IR S S, 48 & AL R B 44 S 22 A% Lt T 3R 3
Frow.
[0225] %3
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[0226]

R
i
ezt
i
=
&

i) WA= B AR (%)
(mol%) (h)

BOH), Me 0001 24 99
B(OH), MeDMe 0001 24 96
B(OH) "t Bu 0002 24 80

B(OH), 0002 24 84

:

Gl MeO

&
O

w0
=
o

SO0

Cl f-Bur

@
O
O

Z
)

Sl

o

0002 24 91
B(OH)s

Me

B(OH) On~Bu 0002 24 90

MeO

O
O

=
@
=
@
@

-BuC

g:[
©

0.003 24 B4
B(OH),

0

B(OHY 0.008 24 89

4]

=

@
&

o

B(OH) B.01 24 94

2,
00

10 0,001 2 94

=4
L0}
3 o
Q
=
O
=
N

11 cl Me 0.001 2 93

S 0
2
S
T
e

12 0.002 2 &7

13 0.002 2 85

o é
Y

14 0.002 6 70

&}
:
;

Q

z

®
©O
=

o]
L
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[0227]

15 }—@—a Me
16 —Qm MeO

17 @_CI —@—B(OH)g OMS 0.005 2 80

0.05 24 95

89

S0
.
Y

18

19 0.01 24 83

'B(QH)Q /_:] Q 01 2 85

20
S Me
B{OH), (o p— o
@ B(OH)2
22 B 0.15 24 99
S
B(QH)>
23 7\ ¢ /:j'/\ 0.15 24 88
Me B(OH);
24 I N\ _q U 0.2 24 98
=N 0
\ ol B(OH)»
25 U 02 94 70
ME  Me s
0.02 g a7

o
26 CI’ >—B(oH),
Ph N/
27 c] Me—B(OH):
PH /
O = ; o
28 _c:'l eHex” - BlOH), }—@—\\/n_ ey 002 24 98
Me ? Me i

[0228]  Hy 3R 3M] A1, % FHAS & BH St 51 3— ( — HUA QB L ) —1— e Ak —2— B A g e i 22
1) 1B L A4 FH T 05 2k Sk ) 55 55 IR () 48 R 28 AR IR S R , AT BAAEARAIE 73 15 7™ 22 1 1 O
T, R4 B & (mol % ) KR TR, 760.001-0. 222 8], R B 7E 4 B P2 99 % (B L R, 1
FE A& (mol %)k %20.001mo1% ,

[0229] DA b Pirad AN g AR J B 1) s A SE Tt A9 1 8 I AN FH ARR il 4% & B, FLAE AR % B IS
TR W0 2 P8 BT A AT AR A 04« S5 R) B P F o 2, M AL S E A R B AR YL 2 5

0.02 8 99
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