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R R LAL.0: 1. 1-3. OB EL Bl I N IE T 248, 3 519 10 . 52/ s B /5 LA 1. 0:1.1-2. 01
b N B G 72 S IR T 403k S8 12-48/NE o FIR 5 BES04/) SN R0 R s, 24
SR I LI AN [B) AT 23 R IR Y e 3R AT A 52

Br : PR3,

IZ -

Z N, ?Es%éui EHF Z N
loosa] R [ ) :@R“ — -rRC [ > | Ir
XN NTNF 2) CIPR®,, THF XN N NF
R' R? R! R2

(00451 st — DL L (14, I3 s it A S S 0 P 40 P AT 9 751 s I I/ P 98 ¥R ) 0 P
Ja A B AR A 2- (3- (HUBRSE ) —N—Je B —1H-M5| -2 3k ) -N—fre Bk — 4 - K A JRAE PR 42
(00461 7T WY S fti 451 42 {4 1 2 (3— ( - HOAQB A, ) ~N—J 2k — LH-Pg| e — 23 ) -N—Joe R
IR P 2 (1 BRI A PR 1) 26 32 AN g B0 5 45 ity HL D kg B, iy

(00471 DA Ko, A B SE i iR 4R A1 17— b2 - (3 ( HUA QB2 ) -N—Joe 2 - L H-Mg| -2 3 ) -
Ny e~ K A B 18 [t P S 41 D e 95 < Jem A 70 ) WM R8P A SCAR IR s I ) 82 S o
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00481  Hrh, Frik =8 X AR s B AL FEH AR T 757 F S ALY A FLER SR A% 0 1 ) B L 2%
ARABIR S5 B A2 LA S B 22 9 2R 2 1) 57 SR A0 s 87 A R AR B s I A e o7 A Ak
Vi) a— B8 55 B4l RO
(00491  ARIER, Frid i I 4 Ja fh A 55 o AR AL 7
[0050] A< BH S it 45 F2 AL (1) Fr i 2— (3— ( Z HUAR B ) -N—Je Jk— L H-P| -2 35 ) -N—Je Bk —
IR FF K R ) B A, BTz AR I 4 B AR B 8GR, BT 58 AR ER ) i, St
V4 B G 4 SR A S MR E I 48 B, AT 2 v s VP 4 T R £ s IR () A 3 12
TV 4 i e A TR A R A R (VR P RE AR E 0.0025mol %, 73 B IR =ik 99 % o
(00511 Ak BH S5 , Frid = 2 F5 10-30 C B = il FE o
[0052] "R A B RS 73 TR .
[0053]  SEjififs]—
[0054]  — Fhlig| e R P R Bl P Ak , L& 4 Gn s Uz R 2 (3— ( R Bl ) — 1 - H - 1 H- g
Ik —2- 5% ) -N- 1 a2 IR K,

PPh,

N
[0055] @fg—(:@
N N

f\ﬂeMé &
[0056]  FTiR2—(3—( M IL ) —1—FF J— 1 H-Mg| W — 2368 ) ~N— FF 35— IR e 1) 41 46 7V -
[0057]  7E500% FHR KK , M8, 305¢ MWk —2—F2 % (52mmo1 ) , ZR8 J&5 FF I . 4078 2
IR % (50mmol ) , ZZ M2 NS0T £ —BE , L2 18 N B 2 [ BV 2 2V i, AR IS FE = i T 4%
& IMAN2 . 8ZTHHREL (53mmol ) , JHA B S . 2-36 /N o JE 8 A W 3133k UK K B 2% 1k [ 3, 8%
JE AR &R H NN 1002 A B AL B R FpHAE , 77 IR NN 50T+ L BEAE L 70 5 o & I
HHUAR, T/ SRR EE T A LR 48 5 , Sk 2 M Al 15 H AR e [ 44 ( 1H-W5| W -2 ) -
TH-2R [ d Ik P [E] 4410 058 , ;= 2289 % , Al AR N T 2 M o
[0058] FEAZESIHHM 1002 A = R, FE B B E L FRRA2 . 1 e & A 4R (33mmol ),
N TOZZ TH7 728 0 i DU S0k PR , 350 S0 B 6 B B8 I\ O I8 T 252 TH T & M8 H DU A
R VA P ) 3 . 5 (TH-Mg| W —2— % ) — TH-2 5 [ d JWK M [A] 445 (15mmo 1) , 41 s MIAE Z IR
HEAT /NS S FINNS . 22 THBR S — PP S (33mmol ) , 76 25 R T S 1/ o 24 [ B 58 R
J& s AR RIS Z T 4B, S8 50 BT B VS AR U 4% DL T & - AR RN Z T 212
LT RNB0Z T K o« FF7r IR B IS0 T 4B L FE AL, & H AN, T /KR BREE T4
B HUAHIRYE J5 , AL ZE T2 S B 1-H 3 -2- (1-F 36— 1H-Mg| -2 -3 )~ TH-ZK [ d ] IRk g
[]4K3. 0978 , P~ 82% , Al ELEEIN T 5 Mo
[0059]  FE100Z= T+ KEEH , BRANL. 3158 1 H 22— (1 F - TH-M5| W —2— 2 ) - 1H- 2K Jf:
[dIWKME (5mmol) , AN 202 - DY SRR , 5 HH 35 21 o B J5 720 CUK/KIG 26 4F T A8 I i
F10ZTFIU PRI 0. 99 5eEN- AR T —EE W% (5. 6mmo 1) , BHR & 7E E | 525°C-50C
SEATFE RN 3073 8 LA b B B RN TE AR o s AR I S 2 R RN 5E A L R S ) B3 202
FHUKIKAT IR O I 202 — S e, 1570 =R & A 20Z FH K A & e 22 0, & 97 A
MUAH s ToK BRBRBE T K A HLARIR SR 5 S48 E T A4 15 21)1-H £ -2- (3R -1-H - 1H-
N5| Ik —2—F5 )~ TH- 2K 3 [ d WK R (A4 1. 385, P2 %82 % , A LN T 45 ] v &
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[0060]  FELZIMARI 1002 = Ff A, FRANT . 3650 1 - Jk—-2— (3— -1 - Bk - 1 H-1g
Wk —2—38 ) - TH-2R FF [d Tk (4mmo 1) , 7RI ZAE O T I T0Z= 387 75 VU SR , Hi 135 5
TREWIVKA FE-T8C FMAIE T 34 (9. 2mmol ) , N0 . 5-2/N o FEINAC IR &1 1. 49T
TORFEEAL B (8. 3mmo 1 ) FN202E Tt 25 DU Sk R o 1818 T 28 5 iR I N 1248 /N o s
B 0, VS R/ B EEIR A e WK , BREFE JZ M a4k 15 o o AR 4l F= 42— (3—-( —
EBERE ) -1 - H J— T H-Mg| Wk —2— 35 ) -N—FH - 2R IR KR 1. 3477, 77 352 % . 'H NMR(400MHz,
CDC13)63.59(s,3H),3.76(s,3H),5.31(1H),7.01(t,J=7.6Hz,1H),7.14(s,3H),7.18-
7.39(m,11H),7.46(d,J=8.4Hz,1H),7.54-7.58(m,2H),7.89-7.91(m, 1H).

[0061] St 5] —

[0062]  —Fofu | e Ik i SR gk Pk , L 25 A T SR s i 2— (3- ( 2R % ) - 1- & B - 1 H-Wg
W—2—3E ) -N- 2, FE—ZK FF Kk,

PPh,
N
[0063] @\/g—(@
N N
Et Et .
[0064] PR 2-(3—( 2R 3L ) —1- 2 JE—TH-Mg| Wk —2— 3L ) —-N— 7, B — 2 JF Ik e (%) o] 4% 5 7%

N

[0065]  FEAZ AR 100= - = IR, FRAS . 96 3¢ (1H-M5| ik —2—-J8 ) - TH-2R FF [ d ]Ik e
(17mmol) , IIANTOZ St — I S H B, Bl 3 2] Bl JE5 N5 . 63 70 S AL A (100mmo ) £ %
TR e HE 5 5] [ V236 /N 8 25 B A I S S A FRIA A T G RV I RV VR, N
5.0ZF 23 (67Tmmol ) , 78 2518 T N 18-24/INT o A e T, 24 SR I B 524 5, 4% 1k
R, [ R I TOZ T K 40 = — & b, B0 IR & IIANA0 =T+ & A0, & 9
HHUH, KR EREE T B ARG 5, &4 Eraiie St 1- 23 -2-(1-2 - 11-1)
W—2—FE )~ 1H-ZFE 3F- [ d Ik (A 4A2 . 6058 , 77 53 % , 1] ELIERN 25 [ v

[0066]  fE100ZTHIE B , RN . 4470 1- 2.3 -2-(1- 2 FE-1H-M5| W —2—- 3% ) - TH-Z5 JF:
[d KM (5mmol) , 20 =T+ DY SR I , B HE 38 51 B JE FE0 C UK A T A A TR
F10ZTFIU PRI 0. 99 5eEN- AR T BE W% (5. 6mmo 1) , FHR & 7E E L 525°C-50C
FEATERE V3053 Bl DA b B A IO TE Ao BRI, 4 EORE IO 5E 4 ST, TR A Y (R 202
FHUKIKAT IE O I 202 — S e, 1550 IR & M 20Z FH /KA & b 22 0, & 97 A
MUAE , oK R B T4 B B HARIR S )5 , A ENT a3 21- 2 -2-(3-1R-1- 4 - 1H-
M| —2— 5 )~ TH-ZE - [d KM R ()44 1. 5650, 72 2885 % , 1] ELIEFE N T 48 ) i

(00671  FELZTIMARI L1002 = Ff A+, FRAL . 4630 1- 42— (3--1- 2, FE - 1H-g
Wk —2—38 ) - TH-2R FF [d Tk (4mmo 1) , 7RI ZSAE O T I L0Z= 387 78 VU SUWe iR , B35 5
TREWIVKA FE-T8C R MAIE T 34 (9. 2mmol ) , )MN0 . 5-2/N o FEINAC IR & 1. 49T+
TR (8. 3mmo 1 ) FN202E Tt 25 DU Sk R o 1818 T 28 5 iR I N 1248 /N o s
B W, VS R/ BRI WIIR , BREFE JZ M alidb 15 H A e AR 4 F= 42— (3-( —
I ) - 1- 2 - TH-Mg Wk —2—- 3 ) -N-Z - ZR IR R 1. 3477, 7771 % . 'H NMR(400MHz,
CDC13)81.18(t,J=7.2Hz,3H),1.33(t,J=7.2Hz,3H),3.91-4.01(m,2H),4.08-4.17(m,
1H),4.28-4.37(m,1H),6.96(t,J=7.6Hz,1H),7.12-7.14(m,4H),7.26-7.50(m, 12H),

10
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7.87-7.89(m, 1H).
[0068] sk fsi] —
(00691 —Fofthg| ek Pk SL P A% , L Z5 44 4 R ZU P s B9 2— (3— ( R i ) —1 - 1E P k- 1 H-1ig]
i—2—3 ) -N-IE Y J— 2 IRk
PPh,

N
[0070] m ]@
N N

! \
n-Pr n-Pr

[0071] PR 2-(3-( 2R AL ) — 1 1F P B — TH-W5| W — 2 35 ) —N— 1F P 55— 2% ok 1 114 1) 4% )
FEN
[0072]  FEAZ AR 100=Z - = IR, FRAL . 86 %€ (1H-M5| Mk —2—J8 ) - 1H-2RK FF [ d ]k e
(8mmol) , MM 302 — H L HI i Jiz , #1359 50 i f5 N N3 . 585 S A AL 4 (64mmo 1 ) 7E % ifit
N IR AN TR S S R2-36 /NN, 8 A5 DR 4 R S SR A BRI A S TR R AR T VA VR TN
3. 122 TF1-B A Ki (32mmo] ) , 78 35 N SN 1824 /N o AR Wa ], 24 Sl e B 58 4 i » 52 1
SN, [ B I S0Z F K M0 — A bt , 70 IR & I 20= - & b A0, &
FAENUA, TCKIRERBE T A E NS J5 , & Eraife /5 H 1-1E N 2 -2-(1- IR N & -
TH-5] =235 )~ 1H-Z - [ d IR A B4R 1 . 88w, , =R T4 % , v BLAEIRN R Mo
[0073]  ZE100Z S &I N A , PR . 5950 1-1E P FE—2— (1 - 1F A - 1 H-F5| e —2—E ) - 1H-
R I [d Ik [E] 44 (Bmmol ) , HI 202 T+ VY Sk g , 4 F: 351 5 o Bl J5 720 C UkK I 2644 T 2%
BIMACE T 10Z T DY Z MR 0 . 99 FEN—JRAR T 1t Wz (5. 6mmo ) , 44 VR & W E =5 I 5L
25°C-50C T e R HE I N304 P DA b B 28 S T8 B o R I, 24 J5UR} I B 56 42 e, TR IR
E B 2022 FHKOKAE IR RO, I 20 %= & B, B0 IR & AN 20 = FH /Kl &
FeAEH, A AN, GK IR EE TR A AR S 5 , AT JE M i 43 2] 1 - 1E 5 K -2-
(3— R-1-1E P HE-1H-Mg| -2 3 ) - 1H-ZR Ff [ d JWR e fR] A 1. 7250, 72 3887 % , A LI
TR
[0074]  FEAZAMAR 100= - = IR, FRAL. 583 1-1E N 3E-2- (3R -1-IE P - 1H-
W5| W —2—3 ) - 1H-2% [ d JWKME (4mmo 1) , 7EIE BB L N I 102 T3 7 DU SR g , i+ 3
A1 IREWIVKA E-T8°C N ANNIE T 248 (6mmol ) , )2 M0 52/ o FE A S VR A 110 . 852
T RS (4. 6mmol ) A1 1522 T4 38 25 VU SR IR o 1218 T 22 2 e [ B 1248 /N o gk 1 il
EITE W, A G/ HEER A YIVE IR, B AE JZE N aifb 15 B B ks AR 2l =2 (3-
TR IE ) -1 IF P - TH-M5 M —2 -3 ) —N- 1F A JE - 2K FR kL0 . 258, P2 10 % . '"H NMR
(400MHz ,CDC13)80.59-0.63(m,3H),0.80-0.85(m,3H),1.54-1.94(m,4H),3.76-3.86(m,
2H),3.97-4.04(m,1H),4.21-4.28(m,1H),7.16-7.49(m,17H),7.87-7.89(m, 1H) .
[0075] s f51 Y
[0076]  —Fofthg PRk e L B PO A , L& 48 T U7 i 16— (R Bl ) -7, 8- & —6H- 4 JF
(47,57 JokMEH[27,17:3,4][1,4] =& F=FHH[1,2-a]mwk,

11
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PPh, N@

[0078] Pk 15-( ORI )-7,8- & -6H-2KH:[4,57 IkmeIE[27,17:3,4][1,4] &2
FHL1, 2—a JW5| R ) i) 28 715 -

(00791  FEA B AR 250= - = TR, FRA2. 3350 (1H-Mg[k—2—-J8 ) - TH-2R FF [d ]Ik e
(10mmol) , IIABOZ T — W e HI M it , 4 H 38 50 o B 5 N2 . 8 5 & A A A (50mmo 1) 7£ 2 I
N IB N FE I S S RE2-36 /NN, 8 A5 DR 4 R S SR A B A S TR R AR T VA VR TN
1. 722741, 3- My e (15mmol ) , FEZ IR T SN 18-24/ NN o s AR R, 24 JERE I B 584 )i
12 1k B, TR 2R R INA0ZE FH K FI30ZE T+ — S It , B4 IR & N30T — & F e 2
B, & AR, KRR B T8 AR 5, A Z M ali b5 17, 8- & -6H- 2K I
(47,57 10k WeH[27,17:3,41[1,4] =& ZIE[1, 2-a WM b a4k L. 2370, P2 %45 % , i] B 4%
FTNT P

[0080]  ZE100ZTHE AL , FRAL.37787,8- ~ A -6H-3f[4,5 Ik Ff[27,1°:3,
4101, 4] =5 49101, 2-a I Hr TE) 44 (Bmmo 1) , N 2022 TH VU SRR , 35 135 51 . i J5 7E0°C
VKIKIE SR N2 A CVE T L0 DY SR 10 . 99 s N-JRA T B W% (5. 6mmol ) , 4
TR A WAE S I 25 C-50°C N 58 At bt [ B 30432 DA I B3 [ N 58 o AR I, 24 JE R
N 5EA I, JEIR GBI HE 20 = A UKOKAS 1 O, IR N 202 & H e , B2 — IR & I 202
TR Z & A0, & FEA VLA, G BER 85115 A MR Y J5 , &k JEfrali i3 21
158-7,8- A -6H-ZE 3[4 ,57 Iokme3f[27,17:3,4][1,4) =& Z43E[ 1, 2-a]mg|wk o i) 44
1.53%8, =587 % , n] BN TP M.

0081] FELEHHM 100 =, FRAL. 458 15-3-7,8- =& -6H-KH:[4",5 ]
KM H[27,17:3,41[1,4] & 24301, 2-a MWk (4mmol ) , 7RI SIE N N IIAL0ZFHHT 28
VU SRR , P35 51 IR S PVKA B -T8°C I M IE T 2248 (6. 4mmo1) , [0 . 5-2/N o FE- AN
ANCIVREHI0. 85 T — RS (4. 6mmol ) A1 152 13 25 VU S kg o 18 18 T 28 =5 IR I
12-48/NI o Y80 17 BT B VA, FA O/ R BEIR A DU IR, BREAE E T Aif 15t 3 ek
ARG =W 15-( R B dE ) -7, 8- & -6H-2KIFF (47,57 Ik Ff[27,17:3,4][ 1, 4] =& I=FHF
[1,2-alM5[Bk0.6475%, P*%35% ., 'H NMR(400MHz,CDC13)82.53(t,J=6.4Hz,3H)4.28(t,J=
6.4Hz,3H)6.90(d,J=8.0Hz,1H),7.00(t,J=8.0Hz,3H),7.25-7.51(m,15H),7.93(d,J=
8.0Hz,1H).

[0082] Sy f5 11

[0083]  —ffig| K FL LA , g dan T Ui 16— ( R %k ) 6,7, 8, 9- DU A K I
(47,57 JBKME (27,17 :3,41[1, 4] ~ &I [1, 2-a MW,

Pthn’Q
|

[0084] AN N

L

k=]

12
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(00851  FriAl6-( — KAL) -6,7,8,9-PUS k(47,57 JBkMEIE[27,17:3,4][1,4] &4~
L1, 2—a 10|k i il 45 F772:00 -

[0086]  7EL B S IMHERI2502=Z = LI , BRAN2. 3358 (1H-M|We—2—2% ) ~1H- 2R 3 [ d Jmk
(10mmol) , IMAS0Z= S — W JE H Bk Ji , i 45 &) B e i NG . 32 e S AL 4 (95mmo 1) 7E % iff
N IB N TR S I R2-36 /N, 8 A5 DR 4 R S SR A PR A L TR R AR T VA VR TN
2.392 1,4~ IR T Hi(20mmol ) , 7E 2t T S 1824 /N o sl AR MR I, 4 JR) S B 58 42 )i
151 N, AR A I NA0Z T K FI30Z T & 1%, B0 IR & N30T G e %
B, &I MU, oK BRBR B T K B UK G I , A E T alitb 19 16, 7,8, 9- T A 2K I
(47,57 1Bk H[27,1°:3,4101,4] & AF[1,2-a MW R[] 441 . 3875, P2 %48 % , n] B4
FTNT P

[0087]  ZE100ZE T [E A , FRA1.29756,7,8,9-PUA A4 ,5 Ik FF (27,17 :3,
4701,4) =829t 1,2-a] |0 (4. 5mmol ) , TN 202 F+ DU SRR , 45 £ 4551 o B J5 750 °C UKk
WA N B IMAC T 102 THU ZWE 10 85 e N—IRAN T BEW A% (4. 77mmol ) , KR &
YITE R IR E25°C-50°C R 58 P R N30 73 8P A b B 38 IRON 58 Bl o s AR I 5 224 DRk I . 5
4 g, JEIR A MR 20 = FHUK KA B OB, IIN 2022 T — & H 5t » T2 IR & N 202 T /K
MR B ZEEL, G IFA N, KRR BT A E T a3 21167R-6,7,8, 9-PU A K IF
(47,57 JWRMEFE[27,17:3,4101,4) ~ & & [ 1, 2-a ] 1A 1. 5970, P2 397 % , i] HL#%
FTNT P

[o088]  FEAZ AN 100=ZH =, FRAL. 4650 16-11-6,7,8,9-IYE K FF[47,57 ]
DRIEFE[27,17:3,4101,4] &A1, 2-a]m|WE (4mmol) , 7EB B SIE LT I 10Z T H 7%
VU ZRIR , 43 51 IR B MUKA 2 -T8°C TN IE T 248 (8mmo1) , )& B0 . 527N o FE A1
AR A1 A8 T 2R IE &AL B (8mmo 1 ) A1 522 T 37 28 VU SRR o 1218 Tt 28 == I S M 12—
A8/INI o 3 1 AE BT A VT, VS B/ IR A DB P I, SR AT E T A4 15 (1 ok oK
Rafir=¥p16-( R BER)-6,7,8,9- WK H (47,57 IokmE (27,17 :3,4][1,4] ZEH4FF
[1,2-alW|E1. 0458, F22655% o 'HNMR (400MHz , CDC13)62.10-2.20(m, 4H) ,4.00-4.19(m,
4H),7.05-7.41(m,16H),7.72(d,J=8.0Hz,1H),7.88(dd,J=6.4Hz,3.2Hz, 1H) .

[0089]  SEitif5 75

(00901 — | Ik DK I FE BT A , L5 A0 T R 3R L BT /s |19 2— (3— ( 2R B 2% ) -N—he - 1H-1g
k22 ) -N—Je B 2R IR

[0091] PR 2—(3—( — ZEMEIE ) ~N—Joe o — T H-M| W — 2 F5 ) N~ Fok— 20 MoK M f) skl 4% 0 «
[0092] FEAZESHHE 100=ZH = A, RN T -2 (1-he F—1H-Mg| -2 & ) - 1H-
A IF[dIWKME (8mmo 1) , 7E 38 20BN I\ 2022 T8 28 DU PR I , B0 P 3 21 IR A W00k
£-78°C FINANIE T 341 (8.8-20mmol ) , ) 0. 5-2/Nf o FE IV & 10 1. 582 T+ 2K %k
A (8. 8-20mmo1 ) FH5—20 2213 2 VU Sk g o 1218 T 22 5 Ui S V. 1 2-48 7NN o 93¢ s 41l 7E T
B, A OB/ R ESRGYITEIR 13 H B BB ARA = Pr2- (3- (2K 38 ) -N-Ji 2~
TH-M5[ W28 ) -N—he IR Ik e, e S an F Firs , o sl an & 1.

13
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= " 1) n-BuLi, THF Frii "
-78°C, 1 h
o G300 2285 Loy
N N 2) CIPPh,, THF N N
1) [ 1 lJ
R R R R

o

[0094] A< BH St 48] BT 3k 2— (3— ( 2R [t ) -N—fe B2 — L H-Mg| e —2— 35 ) —N— o Je— 2R FF IR e
il 2 ek FE R ERE LR S Ay B R AR B R W R R TR
[0095] %1

loo9s] 7T ERL Chlfd) P OBECiE) B R

Br PPhy
N
HOs e % 1D ™
NN
Et Et El Et
Br PPh,
N
. OO0 @m I)
rN N
n-Pr ‘n—Pr

PPh,

Br
N
[0097] Cfg_« :@ O:S_( :O £
5
n-Bu n-Bu n—Bu

D
l 0,
d\/k N 35%

0

X | N 55%
W )

[0098]  sijitifs

(00991 —Fofr | I IDK e JEE Al P 4k , L5 Gn F R 2 s (19 2— (3— (PR L 2 Bl ) -N— bt 2 — 1 H-1g
W —2—3 ) -N—Je Bk — 2R Kk

[0100]  Frik2—(3— (PR JE B ) -N—Joe F— 1 H-N5 W — 23 ) ~N— e 3ok~ R IR 1) ol 46 7V -
[0101]  FEAESHH 100=ZH = A, R 1 3 -2—- (1-he F - 1H-Mg| -2 & ) - 1H-
K[ d kM (8mmol ) , 7538 &L I I 2022 3 28 DU SR I , 458 FE 3 5] IR B ok v
FE-78C FIMAIE T 48 (8.8-20mmol ) , ;2 80 5-2/Nit o FEIIAC IR &1 . 58 Z TH A L 3k
A (8. 8-20mmo1 ) FH5—20 22 T3 2 VU Sk g o 1218 T 22 5 Ui S WV 1 2-48 /NN o 93¢ Hs 41l 7E T
BT, A B/ R EEIR A ITE IR 15 0 B ok ARR Al = 42— (3- (R O 2L M ) -N-Je 5 -

w

E=N

4]

14
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TH-PG| =23 ) -N—fedk— ZRIFFRME , S N FCUNR iz, 70 B USCR s 322, Jor, frid 1-Je -
2-(1-pedt-1H- ﬂﬂlﬂm 2-3L)-1H-ZR IR [d IRk T 4% ik ;&Eﬁ@ I pirid 7 i ) 2 3R AT

s VT
v CLy-410 WD
N N 2) CIPCy,, THF N
R R R
[0103]  2-(3-(F AL ) N—fe ik gl —2 -3 ) N—fe B - ZIS}F%HJ:’?E'J% SRR JERL )
LI B ROy BCR U N R 2P o

[0104] 2
e JEEE (e EAR) e (eIRRBEECAR) BT R
PCy,
CHD GO -
Et Ef Et Et
PCy,
- D GO -
n-Pr n-Pr
PCy.,
[0105] s %D @S_(D i
nBu n-Bu
Br NQ PCygN
‘ Cﬁ/a,q C;k,( 0%
N

PCyaN

5 :;\,/L :;\:/l\ 58%

[0106]  Fort,RY,R? RYMRR A FH A LT R, R HoAh — OIS SO Bl 1 F) B A
SRS, O HE, O Fk BT B I 20k (2- THURUBER 5 ) 1) k-l e i BRI A4 19
B A T-hedk-2- (1 - TH-M5[ -2 -2 ) — TH-Z2 9 [ d WK e ATURH 2 F) e B P A 42 A Hi
ARG R, T 42 S — LS4 — S = SIS A L S0 7S A I 9 O VR R
(01071 siidsl )\« 2 (3—( ~HUAUBAE ) -N—hre i — T H-Mg I —2— ik ) -N—he B~ - IR 1A g
FEREALBR R (Suzukd ) 22 SIS ML H L A

[0108]  7—1. A W] S fti 5] p 2 (3- ( HUAUBIESE ) -N—g 2k — TH-Pg| e — 22k ) -N—Joe R
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DK A R TR A 1 T AR R ME AL ), 5 At F Kcat 1-3 B 7, AL AR (Suzuki ) 58 UABEK I
o

PPh, N@ PCYz PCyp_hf’Q
e N‘Et et N‘Et Et N\)
cat1 cat2 cat 3
[0110]  7E20mL Schlenk®H , INAEEER4E(0.01125%,0. 05mmol ) Rl EL VA& (4L : R ¢ L.
BN5.0mol % :15.0m01% ) , FRANABCA R VY S LI i JZ B BE I 41, R R B Oy R AR
I N ML AR 1, 4= b, 7 =R N NI B S 1073 Bl LUE AL 251 - 42 5
—3ZSchlenk® I ABEER =8 — /K &4 (3. Ommol ) FIZEHNER (1. 5mmol ) , i J5 78 K 45 RS
K NRT3URAEIAAZ e i » I FH U B B A 22 T 1 28 1) k28 T8 V0 ol i 5 79 ) R 2% 5 P
W 1.0mol % =1.0mL) & M2 F AR HISchlenk & H , SR JE TR Z MBI T IMA4-
S (1. 0mmol ) , B¢ NN FT 28T 1, 4- 0% bt BRI 2o 3mL, % G /2 =R N i
BEREFES /b AR E K5 Schlenk & B T T 10°C [ G I N 24/ NI o E % 3 58 U K X
R A W A5 LR, AR RN 1022 TH LR LR LA B+ 5t (1. 0mmol) , #4575 AL
JEBEAT AR CE A, A I E W A 7 A e, IR B R (Suzukid ) A2 RIS ML
SN BT, MR BEAC f4 S 225 Lt 2R3 o
1.0 mol% Pd(OAc),

B(OH)2 3.0 mol% ligand
[0111] MeO_C] ¥ g Me
K3P04’H20

1,4-dioxane

110°C, 24 h
[0112] k3
[0113]
FE AL RS FEE%)
1 cat 1 63
9 cat 2 94
g cat 3 93

(01141 MFR3F AT LLA H 5 Fp2— (3- (BB IE ) -N-Je JE— 1 H-Mg| W —2 -3k ) -N-Je 2K I
IDK e fl P 0 8 AR A PR AR A IR AN SR

[0115]  7-2.2-(3-( ZKMIL )~ 12 FE—1TH-Mg| W —2—3L ) ~N— 2, FE 4% - Ik e i A 1 55 R 5
15 55 FERIR 1) 28 SUABTR [ o

(01161  EMH4LE :0.0025-0.02mol %

[0117]  7E50mL Schlenk =, IIABEERAE (0.00455%,0.02mmol ) A e 44 (4 : BEFC A L
HON2.0mol % :6.0mol % ), AN BLA VUG 4 MG iR E G S i 4 , 1R R B 3 N B AR
5 M SmLFT ZE 01, 4- %0, 7R SR N i Hi £ ¥ 21105 B UAE AR 2% &9 - 75 )
—3ZSchlenk®& H7E L2 BRI IR B PR AT e J , 1) A3 180 78 T HE 28 0 i 25 VA
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0. ImLAR 2% S TR W E M 32 BUSAR HI Schlenk 8, R G A8 3B RSB IE 0L R I B 2%
TRL, 4- e 22 A A3 B 9 10mL

[0118]  7£ % — % Schlenk® F M ANBERE =81 — /K &4 (3. 0mmol ) A15% FE AL (1. 5mmol ),
B Ji5 15 L2 BRI IR G IR A He J , ) FH A0 1 81 2 1T v 46 1D i 28 0 0 4t 1 B 75 771
B S WA (0.0025m01 % =0. 1mLEZ0. 005 mol % =0.2mLE%0.01mol % =0.4mLE,
0.02mol1% =0.8mL) % 2 B SAEH I Schlenk &, SR 5 2R B B SIS L T IS B4k
Y1(1.0mmol) , 5 Jo N B 28 A 1, A- 3ot 2 0 W0y B N 3mL , 25 3 5 7 =R N i 4L
FE5 4B SR G Schlenk & B T T #60-120°C (1 I 1 [ W 18-24 /NN o 78 ) B 52 18 » 1%
SN SR A5 I RN, AR RN AL0ZTH 2R 2 g, ¥ A HLE AT S G 4 .
KD =2 IR E AL 0= T LR O BRI, A HFA VLAR, fERE 46 5 IR 2
BT 1558 AR =4 Forp, BT A8 AR (Suzuk i ) 38 XABEE S B2 1) s B 230 R B, JE R 72
V)R E R S RN R AR

Pd(OAc),/ cat 3
B(OH), (0-0025-0.02 mol% Pd) F|<

cl —
[0119] rRE ) rRL | 7N
- N K3PO,4*H,0 —/ \ I/

1,4-dioxane R'
110°C, 24 h
[0120] 4
[0121]
P Bk 5L a7 AR e
(mol%)

(%)
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[0122]
R
1 R = Me B(OH), 0.01 99
2 R = OMe O/ R 0.01 93
3 R = C(O)Me 0.01 99
Cl
4 B(OH), 0.01 91
5 om—@—cu O’ OHC 0005 93
6 0.0025 99
7 B(OH), 0.01 98
8 OzN_O_CI ©/ OZN 0005 81
Me Me
B(OH),
9 cl @’ O O 002 85
Me Me
MeO
o OMe o] O
10 © Et @: - 002 96
B(OH), O
N Me _/
1 | - \ X 0.0025 99
Cl B(OH), Me
Me
N‘x CI Me —
? P X ) oos e
son (9
Me Me
Cl B(OH),
13 Me@—/ O/ 0.01 94
Me

[0123]  fiEfL&:0.1-0.6mol %

[0124]  7£20mL Schlenk® d7, IAESEZ4AE (0.0022475%,0.01mmol ) FHBEAC 44 (A« 1A B
HEAN1.0mol1% :3.0mol % ), FINAALA VU TR & I ik E G S e, 1k R B oA B AR
P, N OmLFT 2RV, 4- 0, 7R IR R 1A R 3 S 1053 B LA AR 45 A0

[0125] 73— 20mL Schlenk® H M ABEER =4 — /K &4 (3. 0mmo1 ) A1 57 £ 0 iR
(1.5mmol ), B J5 75 523 BRI 3R A I A8 466 i, ) FH A0 4 16 10 2 1TV 48 0 il 25 T v
ol T 7 R T R AR 28 S i (0. 1mo1 % = 0. 5mLER0 . 2mo1 % = ImLE§0. 3mo1 % =1.5mL
HHAGERR) EZRSRY HISchlenk® A, ARG E BRI I &L
(1.0mmol) , B fa MMNGHT 28T 1, 4— STt 2 S VA F o 3mL , 5 8 g 78 SRR N I S 15
3B AR JE K SchlenkE B T FH60-120 C VTG T B 18-24 /NI o 7F S B 58 i » 4 [ M
BV A= 1R R, AR R IIANZ10Z T LR LB K B HLZ BT A i 4 . L 5
o =R IR EIMALN0ZF O LB ZER, AP WA, fERUE TR S8 S e A E T .15
A XABEL =) Horp, BT IR K (Suzuki ) 38 XARER SN e R Bz, R P24 4
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B BRI N RSF S 1120

[0126] fifk =5 T0.6mol %

[0127]  7£20mL Schlenk® d1, N ABEFRAE(0.002247%,0.01mmo 1 ) AN FC A4 (4 : B fc 44 L
HEAN1.0mol % :3.0mol % ) B H A& & , B EL A VU £ 0 R E W RE 00 14 , 7
TRACR B BIRAEI A He f5 , I ImLBT 28 M0 1, 4- 0% be , 78 =R N I nid i #E 35 51104y
BRCLTE AR 48 A4 o B S PR A AR B MBS R =8 — /K- A4 (3. 0mmo1 ) , 75 2 W 2
(1.5mmol ) 7% G AW (1. 0mmol ) , 5 J5 I HT Z8 MBI 1, 4- b 2 BV VA & 9 3mL , %%
BEE S N ESW RS AR S Schlenk B B T H#60-120°C {1 I 1 [ V. 18-247)8
I o 75 SN TE R > H S N A VS L A5 1R OB, AR RINAZI10Z T LR 2. B8, A HLZ
BT S A ETE DT LG B0 = 2 IR S IMALIN0Z T LR LB XL, & HEE WL, TEE
AR SRR JE T AFAE XARE )  Horh, TR B R (Suzuk i ) 58 XABERSON. s 82 3K 4
TR, BRE P R AN B RN R K5 L3R

Pd(OAC),/ cat 3
B(OH), (0-1-0.5mol% Pd) i

cl | -
= N - 7'\
[0128] R@/ - R—U KePOLHHO I\

1,4-dioxane R
110°C, 24 h
[0129] &5
[0130]
=) ok 75 IE L =4 HHE GrEE

(mol%) (%)
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[0131]
M
Me OMe =
1 G o
Cl B(OH),
MeO
C(OM
C(O)Me Me (O)Me
z G o =
Cl B(OH),
Mé
B(OH), Me,
0 " - o)
3O A SO e
Me Me
Me
e ey $()LD e
Me Me
laneo
5 Mg A R=Me R 01 96
s e Cron i, T
Me -V Me i
CHO R c
8 R = Me O ® 01 97
9 Cl B(OH), R=F 02 69
oMe OMe
CHO B(OH), O
10 MeO CHO 01 94
11 Cl CO 03 93(70°C)
OMe
o)
CHO Me O hﬁe
12 Q Me B(OH), 02 99
cl
CHO
OMe Me Me
Me
Me B(OH), Me,
13 Me Me 10 78
Cl
Me
[0132] |y iR 34 S 5T 4, A FH A i W SI2 it 491] M5 o PR e 6 1k i FH -T2 AR (Suzuk i ) 32

AR S N, 7] PAAELRAE 43 B 7= R LT, S48 H &= (mol % ) KIE N %, 7£0.0025-
1.0mol % 2 [a], H & A LI Z0.0025mo1 % .

[0133]

CL_E P i A O A s W R B3R S Tt A5 i 2 FF AN FHEABR A KB, JLEEATR. B RS

ARANJE I 22 A B AR AT AT A T S5 ) B SR SOt 25, S AL S E A R W A R PV R 2 A
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