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KOH or NaH, DMF N
= N x ~d =
[0038] RS% [ ge RBr or ROTs .;RST\ 1 =4 D/_th
NN NN Method B) N
NaH, THF, Me,SO, R" R

[0039] k- BARIER, 7 S MR NN & e R SR B A WLZ , UBRIR 85 1
i JE IR 4GB N, AT ZE AT A1 32— (N-Jog J - TH-Pg| -2 F8) —N—J I — 2 Ik e o [i]
(NS

[0040] iR ERSO3H , M N IE St 1], A T SRAR A FE WA 26 1 (1) BT ik 2— (N ot k3R -
M5 I —2—3) —N— ot 2R IR o [) 44, i 3t 2— (N—og 28— T H- 15| W —2— 5) —N-Je Bk — 2R Rk e
FFTIRN-JRAR T Bk 0 22 (1) BB R EE 1. 0:1.05-3. 00 EARARIE T, 44 Bk 2— (N— v - 1H-15)]
W —2—J) —N—bt 2% FF K I 1 DU SR, 720 °C IR I B2 T I8 T DY S0k i R N-JR
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B AR AN Y 2R N 5E R o A A5 BRSO3 S N3 A0 R BT
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' N N

1 R2 THF {1
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N

[0043]  EIARBERESOA AN PLk S, v 1 3R1F 40 R e mr 1 prad 2— (3— (Z HUAXB:
5 -N— bt 05| W —2—Jk) —N—Je J— IR FF KR B IO Ak , Pk 2— (N—Je J—3— YR -] —2-J) -N-
Jot IR R A )AL TE T R RD T AR GEUBE BE /R EE 91:1.1-3.0:1.1-2.0. 09 T3k 48
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B i 3
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[0046] AR B St () F2 AHE 1) 2 (3= (CHUARBEJE) ~N—fe B - 1H-Mg e -2 ) -N-fre k22 JF:
IR P 2 (1 BB P A PR 1) 26 5 92 AN g B0 2 45 iy EL 5 9 a7 8, iR g

(00471 DL, AR WSt 2 04t 17— Fh2- (3— (L HURBERL) -N-He k- 1H-g[ W -2-4E) -
Ny e~ KA B Z 18 [l P A A1 D e 95 < Jem A 70 ) M R8P 2 SCAR IR S I ) 182 S o

7
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[0048]  Fieb, TR 28 AR S B AL HEAE AN IR T 0 2 S A W A0 LR S5 A% AR 1 e B 4R
AR AR SN A2 LA I S5 I8 22 JRU AR J2E 114 757 ZE A0 S5 I B JEE A BB e o2 Ak S 7 RN B4 A
VI a— B 75 A R N
[0049]  ARIEM, BT i I 4 SR AL T R AR AE AL 57
[0050] A< BH St 49 B2 AL 1 BT i 2— (3— (AR B8 —N— e - TH- W Wk —2— %) —N— e -
IR FF KL B SR ) B A4, BT vz AR I 42 R AR A R B 8GRI, B 58 R BR e i, 5tk
U 4 JE WA 4 SR A R MRS R I 48 S ), AT B8 1R e U 4 R A S B ) A R S
TV 4 i R A TR A R A RV FH R REARE 0.0025mol % , 73 B IR R =118 99 % o
[0051] AR BHSLEflF , Frid £ iR 2 FE10-30CI = N IR .
[0052]  "RHIZh A HARSTE 1 AT ULEH o
[0053] S| —
[0054]  — Ffrng Wik DK mas L AT A4k, L2 Mg R AR 12— (3— (2RI 28) —1-FH - 1H-1g
Wike—2-K) —N-Ff BT FR ke

PPh,

N
[0055] @\/g—(’ :@
N N

I‘Vle Me': &
[0056]  FiTid2- (3— (- ZRJBE3E) —1-H - 1H-M5| k-2 —F5) -N-F L2 R Iy 1) 45 7720 «
[0057]  7E500Z T+ B JEBEE H , IS 3058 5| Wk —2-F2 R (52mmol) , 4R J5 FF M5 40 7L 4R
K % (50mmol) , ZZB INANS0= T £ 1, SR8 AR B 2 [ N 58 1R ARG TE iR R 2%
B IMAN2 . 8Z TR EL (53mmol) , JHA B [ N 236 /N o JE 8 A 4 313k KK B 2% 1k S 3, 8%
JE AR A 0N 1002 F+- S48 A0 e b FIpHAE, T2 IR &IN50 =2 C R ZE L 70 3 . A 3F
EHUH, KRR EE T A LIRS )5 , Sk 2 M 44045 H AR 8 [ 44 (1H-N5 Mk —2-3E) —
TH-2K3F [d] DKM A4 10 058 , F= 2289 % , 1] FLIEHE N 20 R B o
[0058]  FELZTIMARI100= A = i+, FEIE A IE M FRA2. 1 E 44N (33mmol) ,
BN TOZE TH7 728 V3 DU S0k PR , 350 S04 B 46 BB A8 NN C I8 T 252 1 5 2% 138 1 DU &
R MV B 1R 3 . 597, (TH-M5[ W —2—28) —TH-2K Jf [d WK rp (E] 44 (15mmol) , #8 J BIRAE =5 3 T
HEAT LN B B IONS . 222 TH R — W I (33mmol) , 78 35 iR T 5o S 1 /N o 24 B R 52 Ji
J& » [FR RIS Z T B , SR G0 T WA D R 175 250 il » ) 4 RMAB0Z TH 2. TR
LTEFIB0Z T IK o B0 IR NS0T TR L BEZE L, & I B WA, oK R R BT K
EHUAIRYE J5 , AL ET i S B 1-H 3 -2- (1-F B 1H-M5] e —2-25) —1H-2K - [d] kMg
[E]4K3. 0978 , P~ %82% , Al ELEEIRN N M .
[0059]  7E100Z B KR , AR, 3158 1-F 362 (1-F S~ 1H-W5| W —2-3%) — 1H- 2K I
[d] kM (5mmol) , M 20Z&F+ DU SRR , F5 F 350 57 o i J5 720 CUKK M 264 N &2 18 A ¥
F10Z VUSRI 0. 99 5eEN-BAR T —EE A% (5. 6mmol) , FHR & 7E = 525°C-50C
SEATFE R 3043 A b B B RN SRR o s R I S 2 IR RN 5E A L AR A ) B3 20 2
FHKAKAE 1B B, NN 202 S b, B> — IR & IO 20 /K A S B 2580, & 6
MUAH S To/K BRBRBE T4 o K A HLARIR 46 5 S48 E T A4 15 2)1-H -2 (3R -1-H - 1H-
5| W —2—J5) —1H-2 3F: [d] kP (A4 1. 387, ;= 2R82% , 1] BELEEHEN R 45 & M o
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[0060]  FELZ AR 100 A = U , BRAL. 3650 1 - H 3 -2— (3—JR - 1-H k- 1H-g
We—2-3%) —1H-2R Ff: [d]WKME (4mmol) , 7EIE BB DL T IO L0 T8 25 DU SRR L i HE 35120
TBEWIVKA FE-T8C FMAIE T 4 (9. 2mmol) , )MNO0.5-2/NF . FEIMAC IR &1 1. 492 T
TORFEEALBE (8. 3mmol) 202 T 25 DU Sk AR o 1818 Tt 48 iR OV 1248 /NI o s il
BTG 50, VA B8/ W IR S e R, BR A JZ M A0 15 UM ok AR 4l P2 42— (3- (-
FRIPEIE) 1 F S - T H-W5[ e —2—JE) —N—-FF S - 2R R KM 1. 3458, 72 %652 % . '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]  Sijitifs] —

[0062]  —Ffrig Ik ok i LA iC A , L2 d an R AP s 12— (3— (TR 5E) —1- £ K- 1H-15
Wk—2-FE) -N- 2, - FFmkn,

PPh,
N
[0063] (j:g—(:l@
NN
Et Et .
[0064]  FFiR2- (3— (- F L) —1- 2 FE— TH-M5] Mk —2— 358 —N— 2 5 — 5 3 Ik e 4 ) 4% 07 9%

N

[0065]  fEL S IHHERI 100 = A, FRA3. 9658 (1H-M5|W—2—3%) — TH-2R H [d] Kk
(17mmo1) , IMANTOZ Tt — FF B I e , e 45 27 . B J5 NS . 63 e & A AL 2 (100mmo ) 7E=
TR e FE 35 5] [ N 2-36 /N, 8 25 B A I S A A BRIA A T BSGAR RVR  R I VR, N
5.0 FF 2 K (67Tmmol) , 7E 250 T [ 18-24 /NI o A bR Wa i, >4 Sk} g 7 584 i » 452 1
R, [ R I TOZ T K 40 =2 — & b, B0 IR & IIANA0 =T+ — & A0, & 9
HHUH, KR EREE T B ARG 5, &4 Eraiie Gt 1- 2.3 -2- (1- 2 3E-11-15
W—2-E) —1H-ZFE 3 [d]wkme (A 4A2 . 6058 , 7753 % , i ELIERN N5 [ v

[0066]  ZE100Z T [E JEHe A , FRANL . 4450 1- 22— (1- 2 FE - TH-W5| -2 -3%) —1H-2K IF:
[d]WKPE (5mmol) , IIA 202 T VY SR , #iHE: 355 Bl J5 720 CUKKIB 264 T B I O i
F10Z VUSRI 0. 99 5EN-BAR T EE A% (5. 6mmol) , FHR & 7E = 825°C-50C
SEATRE V3053 Bl DL b B A RO TE o BRI, 4 EORE RO 5E 4 ST, TR A Y (R 202
FHUKIKAT RO, I 20 2 & bt , 90 IR & I 20Z F /K M & b2, B IF A
MUAH , oK R B T4 B B WA )5 , A ENT a3 21- 2 -2- B3-1R-1-24 - 1H-
5|k —2—358) —1H- 2K 3 [d ] WK Fh (AR 1. 5658, 2 %85 % , A LN T 45 R v

[0067]  FELZE AR 100 A = T, BRAL. 46501 -4 3 -2- (3—JR-1- 2 FE—1H-1
Wk—2-35) —1TH-2R I [d] KM (4mmol) , EI8 B UNE DL T NN LOZ T8 28 DU S0V isg , Fi 1135 5] .
REMUKA E-78°C NI IE T 24 (9. 2mmol) , )0, 5-2/NiF o BRI SRS/ 1. 49Z T
TORFEEALBE (8. 3mmol) FN20Z Tt 25 DU Sk AR o 1818 Tt A2 iR O 1248 /NI o s il
BT 50, YA B8/ W IR S e R, BR A JE M ik 15 Y B ok ARGl P2 42— (3- (-
FRIEIE) —1- 2 - 1H-W| W —2-JL) -N-Z FE—FEmKkMeE 1. 3470, P 571 % . '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) ,

9
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7.87-7.89 (m, 1H) .
[0068] St =
[0069]  — Fojlig| WA Ik s SRR O A , L& i R P s 12— (3— (2R E) —1- 1 P 2 - 1H-g)
e —2-5%) —N-1E P 2R IR R e,
PPh,

N
[0070] @\/g—(’ D
N N

/ \
n-Pr n-Pr

[0071]  FFik2- (3— (B IL) — 1 1F 7R B 1 H-M| Wk —2—35k) —N— 1F 7 35— 2 S gk vole 1y oh1) 4% 5
S
[0072] 7R Z AR 100 = A, FRN1. 86758 (1H-M5|Wk—2-25) —1H-ZK 3 [d] Kk
(8mmol) » A 30 TF — H L I Ik e , e #1350 B S N3 . 58 e A AL £ (64mmo 1) 71 % i
N IB N TR S S R 2-36 /NN, 8 A5 DR A R S SR A R A S TR R AR T KTV VR, TN
3. 122 TH - A Bt (32mmol) , 76 I N [ B 1824/ N o AR W, 24 JEUR) e 3 52 42 Ji , 15 1k
SN, [ B I S0Z K 202 — & ke, 70 IR & I 20=Z - & b0, &
HA AR, KRR BT 15 B B NUAIR Y 5 , &AL Z M ai b 3 1 - IE N % -2- - 1E P 2
1H-M5|W—2-3%) —1H-ZK 3 [d WKW rp (AR T . 88T, P2 3R 74 % , il ELAERN N5 [ v
[0073]  ZE100ZTH[E JEEBeh Tt , FRAN1. 5958 1-1F 75 F—-2— (1-1F P JE—1H-M5| e —2—- L) —1H-
I LAWK R A A4 (Bmmol) , HI 202 T+ VY SR , i F: 350 57 o Bl J5 720 C kK 2644 T 4%
BN T T 102 DY E MR 0. 99 sEN-{RAR T ZBE W% (5. 6mmol) , ¥4 1R & W) 1 2 I 5L
25°C-50C T 5E i P [ SL30 738 LA b B 2 e B 58 B o s BRI, 24 50k} s B 58 4 i, ETR A
VBN 20 2 KK 1B O, TN 20 = — & bt , B9 = IR & I 20 = KR — & H e A6
B, & IFANUE, LK IR EE TR A HUAHKR YR f5 , &4 2 215 2 1- 1R N 22— (3 -
1-1IE A2 1H-M5|Wk—2-28) —TH-2R I [d] WKk [ . 7258, ;= 23R87 % , il N T 20 R Mo
[0074]  TELRAIHHEAI 10022 = DA, AR . 5870 1-1E A FE—2- (3R -1-1E A FE-1H-
W5| W —2—3) —1H-2% 3 [d ] WKME (4mmo1) , 7EIE BV OL N I 102 T3 7 DU SR g , 43 3
B IREWIVKA E-T8°C N ANNIE T R4 (6mmol) , ) M.0. 52/ o FE A S VRA110.85%%
T RS (4. 6mmol) A1 152743 25 VY SR I o 1218 T 22 28 0 [ B 1 2-48 /1N o Jif 1 Al
EFTE B, Y QR BRI RIR , B AE EAT 419 H A ol AR gl 7= 42— (3-
TR IE) — 1 IF P - TH-M5 M —2—-3E) —N-1F A JE -2 Rk 0 . 252, 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]  sijitif) DY
[0076]  — Fojlig| WA Ik s SR O A , L& b i R P s 1 15— (2R 3E) -7, 8- & -6H-—FF
(47,5 TKme (27,17 :3,4] [1,4] — 54 [1,2-a] W5|Wk,

™D
/
[0077] @/k

N

NL) o

10
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[0078]  Frif15- (CRKpEHE) -7,8- & -6H- K I [4°,5 JKMEFH (27,17 :3,4] [1,4] &4+
FHL1, 2—a] M5| W ) i) 28 T7 V5 -

[0079] YR A A 250 = A, FRN2. 3358 (1H-M5|Wk—2—-25) —1H-ZK 3 [d] mK ek
(10mmo1) , IMABOZE T — FY B F ot fige , i F 35) 5) B e hi N2 . 8 s E A8 AL 4 (50mmo 1) 7F % i
N IE AN FE I S S R 2-36 /NN, 8 A5 DR 4 P S SR A B A S TR R AR T KTV VR, N
1.722F41, 3- PN e (15mmol) , FE 2 IR T SN 18-24 /N o s AR Il , 4 JERE S B 5842 )
{22 1k JBE AR B N A0ZE TH K FI30 = T+ — S H %, FE4r =R S M 30Z=Z T — & F hE &
B, &3 A N, oK IR ST AU 5 A Zirai e /3 7, 8- — & -6H-%Jf
(47,57 ]k MEIE[27,17:3,4][1,4] =& 429 (1, 2-al MWL a4k 1. 2378, P2 2645 % , 0] B33
TN TP

[0080]  7E100Z TR LS H , RANL. 37507, 8- A -6H-2 (4,5 JWkmkIE (27,17 :3,
41 [1,4] =851 [1, 2-a] M| a4 (Smmol) , I 202 T+ VU S RKIR , 45 L3527 . B J5 7E0°C
VKIKIE SR NI A CVE T L0Z=Z YA PR 10 . 99 sEN-JRA T B W% (5. 6mmol) ,
TRAYAE S IR E25°C-50°C N 58 At bt /e i 3043 2 DA b B 3 [ N 58 o AR I, 24 JER)
B 5E 4 SR GBI 20 = T VKK A5 b OB, N 202+ — & e, F54r — IR AN 20%
TR Z & A0, & FEA VLA, LK ER 85115 A MR YA J5 , &4 JE pr 4l i 13 21
15%-7,8- A -6H-2E3F (47,5  Ikme 3 [2°,17:3,4] [1,4] — % Z43E (1, 2-a] m|wk o i) 4k
1.53%8, =587 % , n] BN TN M.

[0081]  FELZTIMFM 100 = TR, FRAL. 438 15-7R-7,8- & -6H-KH[4",5"]
DRIE IR 127,17 :3,41[1,4] &A= (1,2-al 5|0 (4mmol) , 7EE BB O T IIA10Z T HT 7%
VU SRR , P35 50 R S PVKA B -T8°C F A IE T 2548 (6. 4mmol) , B0 . 5-2/NE o FE AN
ANCIRAI0. 852 TF R EL &AL (4. 6mmol) FT15ZE TH3HT 2% I S0 WK o 18 18 T 28 5 iR e
12-48/NI o Y 17 BT B VA, FVA 21/ FR B IR B VD VE PR X BREAE E ST 24 15 B €k
ARG = 15- (R BEIL) -7, 8- A -6H-2KIFF [47,57 kM (27,17 :3,4] [1,4] ZE4FF
[1,2-alM|Wk0. 64755, 77 %35% . 'H NMR (400MHz,CDC13) 62.53 (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]  Sijsti ] Fi

[0083]  — Fjlig| Ik s SR O A4 , L& i i R P s i 16— (2R 3E) -6, 7,8, 9- DY &R FF
(47,5  JwkmeFE[27,1°:3,4] [1,4] —& 45 [1,2-a] Bk,

PPmN/<;j>
|

[0084] X N

N\)O

[0085]  Frik16- (ZoREEIL) -6,7,8,9-DUERIFE (47,57 JwkmE (27,17 :3,4] [1,4] Z &
H L1, 2-al MWk R & 5N

[0086]  7EA RS MHMI250 = = A, FRN2. 3358 (1H-M5|Wk—2—-25) —1H-ZK 3 [d] Rk
(10mmo1) , MIAB0ZE T+ — H B I Mk e , #4450 50 o i S5 I NG . 3258 S A AL 8 (95mmo) 7E % i

11
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N TEATREYS 5 N 2-36 /N B A5 R IR SR AR T BGR AR VR VA, N2 . 39
I, 4- IR T (20mmol) , 7E R T RN 1824/ NI o bR Wa W, 4 SR e R SR A IS L 15 1
N7, )44 S HINAA0Z K B0 — & H it , 43 IR & IIA30ZT — A A0, 596 H
MU, TE /K BRBREE T4 W B WAV AR )5 , AL ENT 215 16, 7,8, 9-DUE IR (47,57 Tk
FE[27,17:3,4][1,4] &A= FF (1, 2-alm|merh R 441 . 385, 7348 % , ] ELEEAR N T 25 [ b o
[0087]  FE100Z TRl JE LM F, FRN1.29%06,7,8,9-DU A K [47,5  TWkmEIF (27,173,
4701,4) — &3 [1,2-al "% (4. 5mmol) , I 202 T+ DU SRR , Fit £E 35150 o it J5 AE0 °C Uk K
B4 FEBIMACE T 10ZTH SRR 0. 85 FaN-AC T B A% (4. 77mmol) , KR &
MITE R IR E25°C-50°C N 58 A R M 3053 8P LA b B 38 IRON 58 Ao s R 5 224 Jir Ak I B 5
4 )5 EIR AW R0 Z T UKK 42 18 OB, TN 202 T+ &0 ¢, T2 = IR & AN 202 THK
MR B, G IEA N, KRR TR AL EAT a5 211676 ,7,8, 9-PU A R If:
(475" TR FE[27,17:3,41[1,4] 51, 2-al WM 4R 1. 595, P23 97% , i] EL#
BN TP R

[o088]  fEL A IHEAI 1002 = A+, FRAL. 46570 16-7R-6,7,8,9-PUE K [47,57]
KM (27,17 :3,4] [1,4] & 2431, 2-a] MWk (4mmol) , 7ZEIE BN N IIAL0ZFFHT 28
VU ZRIR , 43 5 IR B PI0KA 2 -T8°C FANNIE T 248 (8mmol) , )& B0 . 527N o FE A
ANCRAII . A8 T R FL S AL (Smmol) AT 52 T3 7% DU UMk IR o 18 18 T &8 == i N 12~
A8/INIS o YR 1 7E BT T, VA OB/ HBEIR A T R IR, AT E AT 415 H A el K
Rafir=¥p16- (KPR -6,7,8,9- WS K H (47,57 JkmEIE[27,17:3,4] [1,4] ZHFFF
[1,2-a] W1, 0458, P=#%55% 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]  SEjstifs /N

[0090]  —Fofuna| W Iok nefe & 1 P Ak , JL 5 M0 G N R LFToR 912 (3— (B 28) —N- ot 36— 1 H- 5]
Wie—2—E) -N-Je B IR

[0091]  FFiR2— (3— (- ZER3L) ~N—h Jk— 1 H-FB| W —2—FL) ~N—Joe 3L~ 8 FEIR e [ 1) 4% 7931 «
[0092]  FELZTIMARI 100 = TR, BRA 1-JkeJE—-2— (1-Je k- 1 H-P5| e —2—3) —1H-
ZR I [d] kM (8Bmmol) , 7E 38 &L T I 202 T+ Hr 28 WU SRR I , 48 BE 3 51 IR B vk v
ZE-78°C FANAIE T 34 (8.8-20mmol) , s 0.5-2/Nif . FE I AN VR G AT 1. 582 TF — K Hk
AR (8.8-20mmo1) FH5—20 2213 2 VU Sk g o 1248 T 22 2 Uid S WV 1 2-48 7NN o 93¢ Hs 41 2E iy
B, A OB/ R ESR GV MIR, 13 H B BB ARA = P2- (3- (2K -N-fi -
TH-M5[ W —23) —N—e B2 IRk, e S = Firos » 70 B R an N R 1.

o . 1) n-BuLi, THF - "
-78°C, 1h
ws (T e T~
N N 2) CIPPh,, THF N N
1 I 1 I
R R R R

[0094] Az B S5 BT i 2— (3— (2RI 3E) —N—He J&— TH-P5| W —2-3) ~N—Jg k2R Jf- R i
il £ I R R I R PR Ly B PR AR B U R SRR
[0095] #1

12
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ows] B BH G (RS AR

Br PPhy
N N
NostsolosSsol
NN NN
Et Et Et Et
PPh,
N
2 W X0 CHTD o
P.I N
n—Pr n-Pr \n-Pr
PPh2

26%

oos7]  ° OE;.S_( :© :@

Br N PPhaN

[0098] syt
[0099]  — gl Rk e BE s O A4, H g i N R 2P s 12— (3— CGA T B ) —N— e B — 1H-1ig)
W —2-3) -N-Je Bk 2R ke
[0100]  Fridk2- (3— AT IELME) ~N—Joe 1 H-MB| M~ 2 F5) —N— o ol 45 S IR Wk ey 1) 4% T v
[0101] AL EFTIMARI100Z=Z T = HIRH , BRA L-kedE-2— (1) k- 1H-P5| e —2—-J) —1H-
2RI [d] kM (8Bmmol) , 7E 18 &SI T I 202 T+ 3 ZZ WU SRR I , 458 BE 3 5] IR B vk v
Z£-78°C N IMANIE T 24 (8.8-20mmol) , 0. 5-2/Nif o FE I VR G T 1. 582 TH A B 4t
A (8.8-20mmol) FH5—20 2213 2 VU Sk g o 1218 T 22 2 iid S WV 1 2-48 7NN o 93¢ He 41 2E iy
BT, A OB/ FEE IR A PP IR 15 0 B ok R4l = 42— (3— R M) -N-Je 5k -
TH-Mg| W —238) -N-Jedk— ZRIFEIRME, [ BB B, 43 B an 322, Hodpr, pirif 1 -Je k-
2— (1-Fedh—TH-Mg W —2—5%) —1H-2R FF [d WK MR AT 4% 1 3 St ] v 3k 77 v 1) 45 3R A5

PCys

1) r-BuLi, THF
OO0 2% Co0
[0102]
N N 2) CIPCys,, THE
R R
[0103]  2- (3- AL AL —N-Je BL MW -2 J) -N-fre ik~ zlz%ﬁﬂzkﬂiﬁ%ﬂ% SREH R JEURE )

13
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Loy B 3 BRI R 2P
[0104] K2

e R (BT o (GRERR B R

Br PCy,
N N
D OO -
NN NN
Et Et Et Et
: CE% e @4 D -
n-Pr nPr
PCYQ
0105 N
e OO OO -
Pl N
rrBu n-Bu nBu

0 L
4 Ny 40%
N

Br N@ PCysN ’@

[0106] e, R', R, R RO HARKEHEIBUR , RP A HAl — UL GG o 10 i e e
SR, RO, OB BUT R VIR 2 B . (2- HUAUBE R ) — 1w - Mg i B T A 1)
B 1=K k-2 (1-Je dk - TH-M5 W —2—J) —1TH-Z I [d ] KA R BEFR) Joe i TR A0 1 A — B
PGB R, AT 42 S — S — S = SEBIPY | S q) o S S AR IR 09 D7V
[0107] S ] )\ - 2 (3— (HUARBRRL) ~N—he ik — TH-M5| e -2 Jk ) —N—Joe e~ 2R I IR e gt P ¢
FEREALBR R (Suzuki) A2 SIS ML H R R A

[0108]  7-1.A K B syl e~ (3 (BRI L) ~N—Je S TH-Mg| W -2 3E) -N—J 36— I
IR AR i PR A 14 T LA A FEAR TR, 5 A 1 3cat 1=3 P , HEAL B AR (Suzuki) A2 SR -

PPhy N PCy, N PCYzN’@
o105 @V m @Y“

cat1 cat 2 cat3

%
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[0110]  #£20mL Schlenk® H, ABEEREE (0.01123%,0.05mmol) AIBEHECAA (48 : BG4 LL
EN5.0m01 % :15.0mol %) , FEANAACAT 5 U S LM /2 O R S P, 8 R EL O RS UR
P, INBmLAT 2R R0 L, 4- e, 7E 3 IR R 1 I 454 3 511093 B LUK B ES &0 - 7E 53
— % Schlenk#& F N NBERE =4 — /K& 4 (3.0mmol) FZEHHER (1.5mmol) , bl Jo 78 B4 AU
K BT BURAIE FAAZ 4 J5 , R 086 B 06 A 2 T A 4% P i 4 VAR b i BT R R R R B 2 S T
W (f:1.0mol % =1.0mL) FULZE SR HISchlenkEH , R FE TR A M E I T IMA4-
SR (1.0mmol) , f5t J5 MINHT AR 1, - — e B AV A3, B B FE 7E 3008 RO
BERERES 2 B o SRR K Schlenk & BT A1 10°C (K1 138 7 B N 24 /N o £ I B 58 R » H5 %
A A SR 15 IR R R RN L0 T 28R B LA &+ ¢ (1.0mmo1) , #4H #Hl
JEREAT ARG S AT, IR & W B 77 e, IR RR (Suzuki) 28 BB 2 H
SN TR, HEAGTRIBE G i A 7= S S i T R 3FTR
1.0 mol% Pd(OAc),

B(OH)2 3.0 mol% ligand
[01 1 1] K3P04'H20

1,4-dioxane
110°C, 24 h
[0112] 33
5] AL 79 B EC A4 1 2R(%)
1 cat 1 63
[0113]
2 cat 2 94
3 cat3 93

[0114]  FR3H A DLA H & Fh2— (3— (CHUARBERL) -N-Je - 1H-1g| W —2-J%) -N-he 2K I
DK e f P R 210 8 AR 7 PR AR I AN IO o

[0115]  7-2.2- (3— (. ZJB3E) —1- 23— 1H-M5| W —2—35) ~N- 2 Fe -8 FF R R AL 1 55 FE &
15 55 FE IR 1) 28 SUABTER [ b

[0116]  fRAME/L T :0.0025-0.02mo] %

[0117]  #E50mL Schlenk 1, IABEFREE (0.0045%%,0.02mmol) FIBEAC 4 (HE : B EC A LL
HN2.0mol% :6.0mol %) , FINABLA VU TR &1 ik E G i 14 , R R B H o R B AR
P, N 8mLAT 7RI 1, 4- 0, 7E S N IR 2105 Bh AR AR 28 &) o 12 5
—3ZSchlenk® H7EFL S BURBI IR EFA A J , 1) A3 160 78 2 28 10 i 2 VA
0. ImLAR 2% S IR W E M 32 RS AR R Schlenk 8, R G A8 3B RSB L T InN B 2%
TR L, 4- S doe 25 BV TR B9 10mL

[0118]  7F Y —3ZSchlenk® H N ABERR =4 — /K& 4 (3.0mmol) F155 FEHHAER (1. 5mmol) ,
B J5 7E 28 BRI IR A I A e J5 , M) FH A0 S 17 1 2 T A A TR i 4 0 b 4tk o i 75 77
BRI S WA (0.0025mol1 % =0. ImLEZ0.005 mol % =0.2mLE0.01mol % =0.4mLE},
0.02mol % =0.8mL) Z 2 F SR HISchlenk b, SR G AE B B AH UL T I T57 35 AL
Y1 (1.0mmol) , 55 Ja NN BT 28I 1, 4- It 22 I W0y B M 3mL , %5 3 5 7E == i 4L 4
PE5 b AR G Schlenk B B T FHH60-120°C 1 I T [ W 18-24 /NN o 18 [ B 58 L » K
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SRSV EN R 5 R, AR RN L1022 L B8, 46 HUZ AT AR e 40
K =2 MRS MALL0ZTF LR L BB S PHA N, RS T IR R R =
T 4928 ABBE =W o oy, iR 88 R (Suzuk i) 22 ARER SRR S S22 4 B o, J5okk L
Yy RE TN 7y B 7 A0 R AP -

Pd(OAc),/ cat 3
(0.0025-0.02 mol% Pd) lT

= Cl yZ B(OH), VAR —
R I "R
[0119] - S KsPO4H,0 —/ \/

1,4-dioxane R
110°C, 24 h
[0120] 4
—
[0121] F 5 Jk 5 SR AR e HOLFH B ;'*:::%z.
(mol%) .
(%)
R
1 R =Me B(OH), 0.01 99
2 R = OMe @’ R 0.01 93
3 R = C(O)Me 0.01 99
cl
4 B(OH), 0.01 91
5 om—@—m ©/ OHC 0005 93
6 0.0025 99
7 el 001 98
8 ozN_Q_C' ©/ 02” 0005 81
Me Me
B(OH),
9 cl ©/ O O 0.02 85
Me Me
MeO
0122} o OMe 0
10 © Et @ o O 002 9
B(OH), O
<N Me =
11 P @: Ny 0.0025 99
Cl B(OH), M€
Me
N__Cl s _
12 _ @: ) O 0005 99
B(OH), O N
Me Me
cl B(OH),
13 Me@—/ O 0.01 94
Me

[0123] {4k & :0.1-0.6mol %
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[0124]  7F£20mL Schlenk® ', IIABEFREE (0.0022475%,0.01mmol) FIBEAC /A& (41 : BEACAALL
HAN1.0mol% :3.0mol %) , FINABLA VUG 4G iR E G i 14 , R R B oA B AR
P, IONSmMLET 28 AR 1, 4- 0%kt , 7E =8 N i Hi 5 21073 B LR AR 2 &40

[0125]  7F 53—3220mL Schlenk® N ABEER =8 — /KA 4 (3. 0mmo1) F1 75 I IR
(1.5mmol) , il 5 75 5L 25 BR B SIR G PR AT i S5, T FH A0 4 170 AE - iV & 1) ik % VA VR R
BT 5 0B K AR A VA R (0. 1mo1 % =0 5mLER0 . 2mo1 % = 1mLEZ0. 3mol % =1 . 5mL
N HEEEDE) B2 E AR Schlenk® H, R E7E BERIVIHHL I AT 2 E L
(1.0mmol) , e Ja IO FT ZR I 1, 4- B e 2 B A B8 3l , % 5 7 =R NS5
3% AR e B Schlenk & B T TF60-120°C 1 I H [ B 1824 /NI o 75 5 B 56 U » 4
BV EIR IR, AR RIMAA0Z T+ O IR 18, A WL Z AT A g 4 H 5
B =2 IR IMAL0ZT LR CERZHL, G HFA N, FE0R T Wi e e R JZ T . 19
A SCABRBRT=H) o Horh , TR B K (Suzuki) 28 SRR s B S X R B, Bk =47 8
B BRI N RSF S 1-120R,

[0126]  {EfbE & F0.6mol %

[0127]  7F20mL Schlenk® ', IIABEFREE (0.0022475%,0.01mmol) FIBEAC /A& (41 : BEACAALL
HAN1.0mol % :3.0mol %) B H A& & , B TL A R VU £ 0 5% E W RE 0 b4 , 7
TRACRIBI BIRAEI A He f5 , I ImLFT 2800 1, 4- 0% be , fE =R N i i #E 35 51104y
BRULTE A28 50 o B e 7R 8 2SS 00 N IR RE =48 — /K54 (3. 0mmol) , 77 JE AR
(1.5mmol) 175 IEEALH (1.0mmol) , 5 IO B 28I 1, 4- 8 2 B VS TR o8 30l , 2
PGSR N B PES 4 AR5 ¥ Schlenk B B T 1 H60-120°C [ IS H [z V. 18-24/)N
B o 75 B 5E i > o RN A E IR 45 1B OBE, AR RN L1022 T 1R T8 A HLE
AT ERE DM G0 =B VNIRE A LIN0Z T L8R OB 2L, A PHE WA, 7ERUE
AR SRR JE T AFAE XARE ) Horh, TR R K (Suzuk i) 28 ARS8 3 4
NHR S JERE ) RN B PR R AN RS 13FTR .

Pd(OAc),/ cat 3
(0.1-0.5 mol% Pd)

R
] B(OH), | —

Z 7 = '\
[0128] R_\O/ * R_O/ KsPO4H,0 _ \I/

1,4-dioxane R’
110°C, 24 h
[0129] %5
o Fikl 55 S0 R Fepy LHRE  SEE
[0130] L = ) (mol%) (%)
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Me
Me OMe
1 O~ o
cl B(OH),
MeO
C(O)Me
C(O)Me Me
: G o
cl B(OH),
Me
B(OH), Me
0 - + 0
3O A O e .
Me Me
Me
" B(OH), 5 MeO
C O ey O e
Me Me
hl;neo
5 Me o R = Me O B 01 96
6 ol QB(OH)Z R i Et 0.2 92
[0131] 7 Me R =0OMe Me 0.1 99
CHO R c
; we (S L o1 o
9 cl B(OH): R=F 02 69
OMe OMe
CHO B(OH), O
10 MeO CHO 01 94
11 Cl CO 0.3  93(70°C)
0
CHO Me O Ohﬁe
12 @i Me B(OH), 02 99
Cl CHO
OMe Me Me
Me
B(OH), M
13 Me 10 78

Cl

e
C;

54 9
[4]
Ve

[0132]

1 3R R4 B 5T 1, A FH AR S B SIZ it 491 g | R K A Ff PR 4% ] 88 K (Suzukd) 52

SABBE SN, 7] PLAEARUE 73 B P2 R T, A H & (mol %) KIE T %, 7£0.0025-
1.0mol % 2 [a], H- 2 PIEKZ0.0025mo1 % »

[0133]

CL_E P i A O A i W AR S5 AR STt A5 1 2 FF AN FHELBR AR B, PLEEATR. BRI RS

AR U 22 A P AR A AT A 0 558 ) 8 ORI ESCE 558, P A 5 FEAS e W IR R PV L 2 N



