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Q-ZERCBERE) -k B -k B A R B S B AN F

B GuE
[0001] AW e T AL & eUE, JCHAZ R S 2- ZHURBEZREL) — 1 -Fedk- Mgl 2R e 14
PR 1l 88 T YR A e AT AE A8 AR R S o R 2

BEEAR

[0002] sy 4 Ja e A 110 A8 SUABV IR I R B e — T SR ) BE 7 72—, B R 40704 AR
DAk, 7R3 DY -4F B33 T T 2 B A IR EUS T B R #E R . T-20104 , o DLURf 5 2
T A AR AR D R 2 BB 2 SR A 8 5T (Heck reaction) HRFZR— (Negishi
reaction) FI# AR (Suzuki reaction) , LR EAMATAE AL M A AR IR i B2 Hh B A1) 9 HE Bl
235 o 7T 4 JE AL TR A I S 2 v, TRC A 43 ¥ o5 AH 224 T B2 1) €0 o 707 28 L AR, ISR P4 5 Jit
F2TEE Re A e A 55 2 77 1 #R R B 25 R R EIAE FH  BO A& AT DA 288000 1 (AR
VERE AR S BLVE G A3 TE IN5E 35 . B A, b B0E F IR — o AU &, it L 2
S B BCAR T B 72 R B, B AR 20 B IE AL B R /IS A2 FE « HE PR S5 AN R 2 AR 28 2 0 I
JOF (1) &5 SR = A T LR S0 M| 2R IR TRC AR A2 6 R A MLk A B — S A A, (e AL
PAETAIRRECAR S AU, AT I 5 A I W (3% B A 0~ T A 11 2 ) 25 4 B v 17k
Ty AN IR AT AR T B P AR [ R A R A 12 R

[0003] | k20 H], BETC AR O & aa 4 B2 A 7B 3ok U & SR AR AL A DL B REH , FE38 8T
(K5I 2 R 534k, mAr B Suzuki 52 XARER S B iy b A75 28 AF 5 B AT PRk 1 I8 fig ok
AR R I OB AE T TR A E IR R, U2 TR BB AR - F 38, 7E R R 11
REFRE R B TAE 1 221 13 1 B8 (9 T A LA R FH T AS [R] 2 28 1y 2 mi 3K 7R g £ B, L
HH R i 1) O BE R PR 2 55 (R AR IDE SR 22 A 1 e B A HME L o [RGB il 2 T 1l 4%, 25 AR
SE » AT T v P B T A I JHE R FH A v X P2 s S L ) 5 T 2 25 15 90 A8 AR e Bz L
AR X

RPARE

[0004]  ACK I Je (2- BRI — 1 —e ARl SRR E 446 1) ) 9% 15 T VA R E AT IAE
A S SCABIER S5 2 v L P o [0 IS 413 DA AT < o o 7 A 7 T 1 i ) A58 AR BB e SR 6 —
FAGTE » R R R PR AR R

[0005] & W A BR 2% AR JIE L 27 IR I8 2L B L 45 Pl SEIRAL ) L 35 Al — BUACEUBESE  HEAC I
BHE R T — RPN (- ZEAUBEIRIE) —1 —Fedk -5 W S mC 4

[0006]  (2- —HUARUBEIR L) —1 e Mol R R A 1 5 4 0 »

R"l
i

[0007]
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[0008] = HHRA AL, BOIE TR, B A2, B T 28, B T 28, BUfP T 22, BCs—Crolf bt
BB RS B R AL L R OO BOR T B O R O B Co—Cro R e 22
B H L AR RV AR R B Co—Crof) e ik B R R B R AU

[0009] A HH A ARERI AL G W0 Horh RO 45, BUE TR AL , B R TR B 7 T 2R I A4 .
[0010] AR EHEIRAL 7 (2- ZHUAUBE R HL) — 1 el —Mg Ik B FC AR 1) & T V2 «

[0011]

1) HePO, =R
N 2) Polyphosphoric acid PN I’ KOH orNaH
wll o » ‘ —)‘” — >
R 120°C, 1 h WS ) NH gy RBr or ROTs
R"l
1) n-BuLi, THF ‘
78°C,1h
2) CIPRY, THE  /  PR2

O
A /

[0012] W2’ —VRIKEZ A5 ML 1-2. ORI EL B HCRE, SR Ja I N BRVE A I N S V8 77, 7
FIR TSI . 52/, 21 S B AN BB, SRS N R ER , N4 E290-130°C e K24
IINE o S B4 R SRR A BRI BEOK K R, FEINN LR RE B 2 8 B A WA IR 46 ) » 4 2T
Al {15 2 (27 IR —TH-W| B ()4

[0013]  Hf2- (27 —¥RIRHL) —1H-Mg|Ik  Ge L IR M AR AL PR LA 1 : 3-6 : 3- 10 L VR & )5
7 B 5 B e o SR 2 TR 38 A B R 236 /NI, S B R SN R P Y R e A S ION K
KA ZR o B JE N &R B 5 R FHEEBUE 23 B A HUAE W46 A HLAH , JF 4T Eraifn g
B2 (27 —JRIREL) —1 e FL Mg W v )44

[0014]  fg2- (27 —RIRHL) —1—fe H - Mg Wk vp () 44 v T DU SR v, 7E-78 C IR EE R BAL
L. 1-2.0f bE NN TE T 548, B S HE0 . 5-2/Nif o B AT 1. 1-1. 5[ bR I N — EUARE
A 76 = TN B SSL1 228/ N, SR i sk A BT AT VA R o FHIA < B B B R A A G
PRIK G - 45 B8 Uk AR (2- BB IR EE) -1 e 1| Wk B e 4k

[0015] AR B Fr i I 1) B AT A B8 -S540 T Rl 485 5 W) 9 T 2 FH T 3o i 4 J 1 A 1 25 A L
& JEAR AR e 52 5 LR PR IR 11 28 XORONL o S s S BEL T R (Suzuki) B, BARUT BE N A
A AL RT AR ) &R DMK 20, 2mol % - 2 P05 B B a0 lE % & B U SR mT DAY 20 e
B A BN ] 11894 %

[0016] AR HEALU T A :

[0017] 1 A FINGIRR SR EC A4, 6 2 SR8 » & I AT, AT K & il 2% HL5) TIRAT s

[0018] 2. e AAR ) &5 ) AT el far P J5t 5 T 18 B FTA& A 5

[0019] 3. FcAdid FHYGHE ), A TE M e, B AL R 2 B AIK, I R AR AR AT, FLS B 2%
TR, 754 il A SE - E

BN
[0020] "~ i ¥ S fta ] A AAE ALl 5RO 573 B 4 i 1 R AR I, (ELAS BLAART 75 2R Al
AR o
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[0021]  SEJEf]—:2- Q- (CHC AL R L) —1-2 FE-1TH-W5|WR 1) & Ak

[0022]  FE200ZZFFRJRFIHF , IMA2. 702 — IR IR LB (20mmo 1) , SR JGH A2, 172
FRE (22mmol) , ZZ M2 M L0ZEFHEERR , FF 325 SJ 4 HE0 . 5-2/ N 5 BRAR NN 20 b SR TR IR
B8 7 S ST HEAT AR R B AR R AR R 120°C S B2 2-4/ N AR A PRI KoK B 2% 1k R
N, SR G AR R I 1502 T, B9 = IR & TIN50+ S BEAS B, & FEA ML, oK
FRERAN T8 4 B ali k15 2— (2 — IR 25 30) — I H-W5|WE T [A) 4k 4. 07 52, P2 75 % , ] BLIETRN
RN

[0023] AL AMAMLI00ZFA =R, BRA4. 07582 (27 IR IRJE) — 1 H-Mg| I
(15mmol) , INANA0ZZEF: — FF B B i, b 350 5] TR B MUK KM 5641 T N0 . 46 s AL AN
(19.2mmol) , B SN HIIEAT , A R ESM A - 2R RAS = SRR, RO S B FEASE i
FEE AL 68 F LR (22.5mmol) , =il T RN 24/ INB] o s AR WU, >4 JEURE OB 58 42 )=
15 1 SN, AR R AN N0 FF K FN50 2+ & 5%, B TR S5 N 1002 FH /K Al — &
FEAEL, A AN, oK R BN T8 AR JE M 4l A 152 QIR R HL) —1- 2, F -1 H-Wg| W v 1]
12,695, 722260 % , A] ELIEHEN T 3B OB

[0024]  FEL A AMHERRI L00Z A = L, PR 2. 393 2— (2R ORJE) —1 -2, FE— 1 H-Wg| b
(8mmo1) , EIH & NE L T A 2022 18 28 WY AR , B bk 35 &) IR GBI 2 -T8 C & AF T
PONIET ZE 8 (8.8mmol) , R0 . 5-2/if o FE A VR A KL . 94 =2 3 O b B
(8.8mmol) FN5ZEFF 7% VU SR IR 22T+ 22 IR 5 OB 1 2-287IN] o 9k 1 e BT A 98 771 »
% OB/ B ELR AR, A3 H B ok RRal = 42— - (IO AR B L) RE) —1-2, 8-
1H-M5[1k2 . 6755, 77 %80 % o 'H NMR (400MHz ,CDC13) .1.08-1.22 (m,14H) ,1.65-1.74 (m,12H) ,
3.91-4.06 (m,2H) ,6.39 (s,1H) ,7.10-7.24 (m,2H) ,7.37-7.48 (m,4H) ,7.65(d,J=7.6Hz,
2H) o

[0025]  SEjffe] —:2- - (IO AL 2R D) —1 - IE PR - LH-WG| DR I 5

[0026] FEZAMAEL00ZFA = LIRS, BRA4. 07582 (27 IR IR JE) — L H- M| b
(15mmo1) , INAN40ZE T+ — FF B R i , Pk 250 50 o BRI . 2 5 S 8 AL B (TBmmo 1) [ f.5-24
/NS, B 2 R A ) S A B A A T BSGR AR TR ok R, DN 3 . 322 T R R PR 1 A I
(16.5mmo1) , 7E 2 I T S RE24 /N o AR e I, 4 J5UR} s 8258 42 i, 45 L RORE, ) 44 ZR A N
50 FF K MBS0 T & I, F-9 FLIR M 10022 FH K Al S R e 2 8L, & 3B VLA, 12
IR BN T4 A2 JZE T 2liAb 153 2— QIR IR FL) —1—1E T 2E-1H-M5|We Hh [a] 443 . 2350, 7= %69 % ,
CINEE 25 NI g A

[0027]  FEL S HIHFEI 1002 = TR, FRN2. 50 3w 2— (2—-IR R JE) —1-1E A -1 H-Mg| bk
(8mmo1) , 7EIH U UF LT A 202 FH 37 28 VU Sk i , S S bk IR A IR 2 -78°C I I
BT (8.8mmol) , SN0 .52/ BN B VR A 1. 94 I &AL BE (8. 8mmol)
5 22 F 7 78 VU SR I VA T - 22 1% 22 25 00 5 e B 1228 /NN o i s il 7 i A ¥ 77, FHA 2
g/ EEIR AV 15 A R AREE 22— Q- (IR AR IE) Z83E) —1-1E R - 1H-H]
2. 10755, 772261 % . 'H NMR (400MHz ,CDC13) 80.73 (t,J=7.6Hz,3H) ,1.10 (bs,11H) ,7.70
(d,14H) ,2.10(s,1H) ,3.80 (s, 1H) ,3.98 (s, 11) ,6.38 (s,1H) ,7.13 (t,J=7.2Hz,1H) ,7.21
(t,J=7.2Hz,1H) ,7.36-7.47 (m,4H) ,7.63(d,]=7.6Hz,2H) »

[0028]  SEjiffs] = :2—- 2— (IO RS ZRIE) —1 - 57 P - TH-MgI DR 1 A
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[0029]  fEL& A HHFRI 1002 = 1, B4, 0738 2- (27 — 1R OR B) — LH-I5| W
(15mmo1) , NN 40Z& T — FF B FE e, i 6 250 5 o BTN . 4 s E AL B (150mmo 1) Je 25 7]y
i, Bl 5 A B S A AL YA A T BRI L 46 2 F+ 7 TR YR (90mmo 1)
FEZE LT ONL24/N0F o g AR I, >4 JFUOR} S B 584 Ja , 45 L SORE, a4 22 R 0N B0 Z& /K A
SOEF —E F LT, B FIR A N 1002 FH /K A = &R BE AR L, A 9 A AL  To /KB BR A T
W A ENTAAT 2- QIR ZEIE) — 1 -7 A FE - LH-Mg Wk (RS . 3358, P2 R T1 %, A EL BN
RN

[0030]  7EZAZAAHEERI1002ZH = R, FRA2. 50 32— (2RI EE) —1— 7 A - 1 H-Hg[ b
(8mmo1) , 7RI & B O T A 20 2 3 28 VY SR , i+ 2 ) R A MR 2= -78°C I I
IET 34 (8.8mmol) , B0 . 52/ o FEIIANEVR A I 1. 94 F+ I &L (8. 8mmol)
52 FH Hr 7% VU SR M VA VL - S 18 T 28 2 R S B 1228 /NN o gk 1 b 78 i B v 77, FHVA B/
F YR S WDE R IR, 45 A TR ACIRZE 77 g 2— (2— (BRI 3 8 3E) —1- S TR k- 1 H—-1g| s
3,035, 77 2%88% .'H NMR (400MHz ,CDC13) 61.03-1.24 (m,10H) ,1.29-1.77 (m,17H) ,1.80 (s,
1H) ,4.14-4.18 (m,1H) ,6.32 (bs,1H) ,7.07-7.18 (m,2H) ,7.30-7.33 (m, 1H) ,7.38-7.48 (m,
2H) ,7.59-7.64 (m, 3H) »

[0031]  SEJf DY : 2— (2— (IO AR AR 2R ) — 1A T - LH-W5[ DR I &

[0032] FEA A HHHEM 100Z A =R, BRA4. 0758 2- (27 - IR L) — 1 H- M|
(15mmol) , fHAN40Z2F+ — H H H B i, Pk 3 50 o BRI NA4 . 25 S A (TBmmo 1) e B5 /)y
I, Fifi 5 K S E AL BRI TE A, T BRI R 8, NN . 89 F il T 2R (45mmol)
FEZ TR N SN 24/NF o g AR I L 24 J5UR} I B 584 J » 45 L SORE, [l 22 I N B0 Z& T /K A
POZETFT A e, {0 TR A 10022 FH /KR U Be AR B, & 30 A AU, TE /K BRIl
B R AR 2- QIR IEIE) — 1~ T -1 H-M5| Wk b (5] 4K 2. 5550 , P2 %52 %, ] LI
RN,

[0033]  FEAZAAFEFRI 10022 = TR, FRA2. 61552 Q—IRAEE) —1-fp ] - 1H-Mg[ b
(8mmo1) , 7EIH & IF O T A 2022+ 28 VY Sk , 12 &) R S IR 2= -78°C I I
IET 3 (8.8mmol) , B0 . 52/ o FEIIANER AR L. 94+ 3 AL (8. 8mmol)
52 28 VY S R I VA R - NS T 22 25 0 S B 1 2-28/IN o Yl s b 2B BT A1 ¥ 77, FHVA 1/
F YR A WDE R I, 13 A (R ACIR 4L P2 g 2- (2— (L FR L 3R B 3E) 835 —1-fp T - 1115 g
0.89%%, 7/ 2£28% o 'H NMR (400MHz ,CDC13) 80.58 (s, 3H) ,0.78 (s,3H) ,0.98-1.32 (m,9H) ,
1.5901.72 (m,13H) ,3.67 (s, 1H) ,3.93 (s, 1H) ,6.39 (s, 1H) ,7.08-7.22 (m,2H) ,7.36-7.47
(m,4H) ,7.62(d,J=8.0Hz,2H) .

[0034] s fe) 1. - 2— (2— (2R FEBEHL) 2R HL) —1-Fr k-1 H-W{ DR 1) 5

[0035]  FEZ S HIHFII 1002 = TR, FRN2— (2R R L) —1-Fe - 1H-15] W& Bmmol) ,
FEIEAESNE LR TN 20 22 FH B 78 VU S0 , B hE 3 &) JR G WA H 2 -78°C Ja I IE T A4
(8.8mmol) , K MO0. 52/ o BRI ER AR 1. 5828 F+ IR FE S ML IBE (8. 8mmol) FI5ZFHT
A VY SRR o 1218 T 22 2 i S S 1 2-287INN o 93 s FihE BT A VR, VA OB/ R B IR A D e
R 15 H A B AR A W) 2- (2— (RS 8L —1 e k-1 H-P |, o Bl R 3R 1
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1) n-Buli, THF
78°C,1h
[0036] ,
2) CIPLPry, THF [/ ‘,R PPhy
R!I N
[0037]  R—2- (2 (OREEBESD) 7R 5D —1-Fe k-1 H-WIWe 1 A ik
5 L (Mg ] 440 P (IR RO SR (%)
Br. thP
Z N N
Et Et
Br PhsP
-NP’ ' : NP
[0038] n-Pr n-Pr
Br Ph2P
Pr Pt
Br Ph,P
Bu -Bu

[0039]  SjEfdl 7N - 2— (2— (e TR AR 2R D) —1- B k-1 H-W5{ R 1) 5

[0040]  YEZE S AHEE 1002 T = A, BRAN2- QIR Z5FE) —1 e 5 -1 H-H5|WE (8mmo1) ,
FEIE AR DL T DI 2022 F 38 28 VU L RIR , Fi 35 &) IR B8 H 22 -T8 C Ja I IE T J: 48
(8.8mmo1) , R RL0.5-2/Nf o FEINA TR A 1 2. 122 = F AR &AL (8. 8mmol) F5ZEFHT
ZE VU SRR o A28 T 22 22 I e 82 1 2-28 /NI o Yk Hs b i BT V8 77, VS 2B/ R IR A VD E R
A3 A B AAREE = W)2- Q- (R AL ZRIE) -1 -k k- 1H-M|0%, - Bl 2.

1) n-BuLi, THF
-78°C,1h

2) CIPPts, THE

[0042] 72— 2 (AR FR3L) —1 —Fedk— I H-W5IW A 5 Rl

[0043] 5 SR CrglR e R4 T IR D TR I()
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1 68%

2 60%
[0044]

3 53%

4 58%

[0045]  ROyHAbBERLHUAT, R Dy oAt — BUACUBE , R” O F 4k, B Co—Cro Y e it L B R 2k R
AL - “HURBEOREL) —1-kedk—4,5,6 , T-EUACE-I5 R i B FCAR 0 & i I 2- (27—
B —1H-4,5, 6, T— BRI - I| e R B e 2k SR AL P AT — A SR SR, 2 5 s il —
S SE B = S  Se ] FLBRSR B A R T

[0046] s -t

[0047]  (2- ZHRARBEZRHL) —1 e - Mol e B FC 4 A A A v A2 BEL A 88 R (Suzukd) 22 SUAH B
S SRR o

[0048] 1 A B (2- “HUARBEIR ) —1—he kM| W R TR A 1) LA ACR PR IR A AL THEE AL 2%
AR (Suzuki) 28 AR M

CyaR O Cy,P, O CyaP

Me> .Me_') Mefme

cat1 cat 2 cat3
[0049] CvoP

cat4 cats cat6

[0050]  7E20mL. SchlenkF i, A AREHREE (0.0022432,0.01mmo 1) ABEAL M (41 : BT HALE
1192 0mo1% :8.0mo1 %) » FEMANEEAT S DU 2.6 40 22 O Tl 1 1 2R LA R TR AR
5 N 2mL B A0 ST L S A28 511093 B L I A % £ 0 o PR
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i 2 VR A0 . 21 OmLAR £ AW 2 Iy — SO B RS I Schlenk &, FE DA =
L% (0. 1mL) R R AL 28 S WIS 2253 Bh L 2 VA I LR 1 , 72 = 35 K Bt d:
)5t R R KA AME R BT T AE R B e AR HE e EE S L T I, 6-
B R LA -F L 2R R (0. 5mmol) , 2-FF L ZE AR (1. 0mmo1-3. Ommo 1) F1 70 7K ik ik 44
(1 5mmol smmo 1) o Ak R B N SR BUE N B 2B AUT B (1.5-3.0mL) , fE=

FELERRES T 4 Schlenk B B T 60 °C -1 10 °C Y i b S B2 18-36 /N o 7E SN 58 %,
E KGR BE VS BN 1 IR RORE, [AA RN 21027+ Z IR 418 , B A 0L 34T S A A0
a1, TR I E B AR B M e

0.5 mol% Pd(OAc), Mele

O B(OH), klgémd
el G B
90°C,18h
5 REAL AR & PR (%)
1 cat’l 61
2 cat2 62
[0052] 3 catd 84
4 cat 4 75
5 cats 20
6 cat 6 8

[0053] MR ATLLE & Fh2- - (IR AR BEEL) JR3E) — 1 —J5e 3~ 1 H-M5| e AR REAR 1 (1) 18
M 2E SRR L o

[0054] 2. 2- (2 (HA O AR ES) DR ES) —1— 53 TR — LH- | W A A 1) s 7 B LA R 4 - R
FEORTE PR 5 75 FERN R ) A8 AR IR & B2

[0055]  #£20mL Schlenk® Ht, M AEEERAE (0.002245%,0.01mmol) fUBEEC 44 G« A4 b
#1242, 0mol % :8.0mo1 %) , FF NN TCAT 5 VY 8L £ 0 I /2= B T F3 3 He a4 3 B o 20 < UAR
P, N 2mL T 2RI SR B I AR R A ) 1043 B LA T R 4% A Y o R BRA )RR 4%
WA #20. 2800 . 5mL 2 5 — SO B8RP I Schlenk & 1, RN = 2% (0. 1mL) o ¥4
B 25 B VIS UM AR L1 22240 B BB VE I M6 s , 76 =0 T bk 38 20550 4 SR Ja 78
e L SR A T B 25 A R e VA R o B S AR TR U I DL N2, 6RO 4 - ORI TR
(0.5mmol) , 2-BUAL A HNEL (1. O0mmo1-3. Ommo1) FITE/KFREREH (1. 5mmol-5. 0mmo 1) « & i 7 28
PR AU T B (1.5-3.0mL) , 7E iR R ES M FE5 2 o SR 5 #5 Schlenk B T Hi#60°C-110C
()Y H SR L8 /NI o £E RL 58 ST > 5 IRORLE VA A AR B 45 I OR[N 210
ZFOTR G B A VAT A TS 4 5 H 9 = 2 IR S AL 102 F+ 41 2.1
AH, B HHA VA, FER A E BT 1528 SUB B4 o
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B(OH)2 Pd(OAc), / cat 3 R"R
R A (02:0.5mol% Pd
[0056] R FR \@ 0205mo%PY
o K,CO5, FBUOH

OTs 90°C,18h

HE

. , ; mEE
[0057]  #% B S Py = Em
Cmol%) o

%)

Me
1 0.5 83

@}
&

R=Me 0.5 94
R=Ph 05 60

PR

4 TOTs R=OMs 05 87
0

5 R=Me 02 94

6 R=F 05 71

R=Me: 05§ 86
R=CN 05 83
R=Ph Q5 70
R=CHO Q.5 61

= L0 00 N
<
pro)
3 ; 4
3 =z
a{ @ ;

Q.2 90

CHO
11
[0058] Q:OTS-

O OTs

tBu .. CHO
14
OTs

R=Me 0.2 77
R=0Me 05 86

0.2 40
CHO
Me
Me
15 0.5 87
16 OTs 0.5 71
Me
NC “..-Me
17 » 0.5 85
OTs

Me

[0059] 3. 2-(2- (IR CLAEBRIL) FRIL) — 1 — 57t PR 2ok — L H—-Wi| e 8 A0 S vy 7 L B 2 32 F g
KR -5 57 SR I 5 SCAR B S B

10
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[0060]  ££20mL Schlenk H1, INABEERETD (0.002245¢,0.01mmo 1) FIBEECAA (R : BERC A4 LL
#1242.0mo1% :8.0mo1%) , I S VY 3R £ i 2 AR G I b, 4k RE N R,
N 2mL B TR AR B, A iR A110 93 B LT AR A ) K SR AS R AT 48 B VA TR
H#0.2800.5mL % 7 — S AR B Schlenk &, A= (0. 1mL) o R F B4R
AR BIINIRA L R 240 B EL R ISR AR W I , AR 20 T A FE I S5 R R fEm K S 5%
PER B B4R R IR R o B S AR S O N2, 6 - BRUAR R B i R R R
(0.5mmo1) » 2-EUACZEANER (1.0mmo1-3.0mmo1) AT AKBRIEESH (1. 5mmo1-5. 0mmo 1) « 5t 5 Fr 7%
TREIARUT BE (1.5mL) , /£ % T L 670 B o SR 54 Schlenk’s B T-Fil#60°C-110C ¥
WP OR8N o £E S5 B 52 AR - 4 S B VA J 3R, 5 b SR, AR RN LI 102 T 2.1
LB B A VAT S METE ST R H 2 =2 IUR S AL 0ZF LR ABEAER, 55
AU o Tk AT R BT A5 28 SURBIB ™ 4) o

B(OH)2 Pd(OAc),/ cat 3 R'R

[0061] 7 NN (0:2:0.5 mol% Pd) O O
T R K2CO3, £:BUOH |
R'

OMs 90°C, 18 h
S CEE b e e ey %ﬁqﬁ ‘;‘b"
e ek 7R ] o
Cnrol%)
(%)
Ve Vs Me Mg
e y D e
‘OMS (HO),B O
Me ‘ Me
0
2 T & o MeR, R=Me 02 92
3 Me 3 R=Et 02 87
4 L (HO)?B—<\ > ; R=0Me 05 82
OMs : Me
5 = =
Ve Ve R=F 05 86
6 R=Me 05 81
[0062] 7 R=Ph 05 80
8 0.5 82

9 A — » R=Me 05 66

10 O | Ny Yl Rr=Pn 05 90
NC '

1 18— N : ; 05 78

Me Me Me Me

[0063] 4. 2-(2- (IR FEpEHE) FRHL) —1 - P — L H—D R AR A 1 o o7 FEL A R L T 7R
5 57 TR
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[0064] =& XAREK R B
[0065]  7E£20mL Schlenk®H, INABEELREE (0.002245¢,0.01mmo 1) FIBEEC A4 GE - BEFC 4 LL
#1242, 0mol % :8.0mol1%) , B I BCA 58 VY 38 L0 b /2 B 13 Fe s, 48 3 B o AR
P, 0N 2mL T 2 AR 0 SR B I e b 35 51 10 73 B LR AR 28 S 1) 3R AF 1R 25 5
WIS LR 081 5mLZE 7 — 32 W AR I Schlenk & W, FR A =41 (0. 1mL) o4 H6
FE@%E%’%@B’J!M&UJHWM%izﬁa\%rlﬂﬁ%i/ﬁ FIFF G600 75 208 T PR 2 260 B o SRS AE
7R B AR R i ) o B S A 2R E O I 2- BUROR B - 4- e R £ (0. 5mmol)
1&gﬂﬁ$%&60MMKHMmDﬁ%K%@%ﬂﬁmdﬁﬁmd%%ﬁ%%%%ﬂ
THE(1.5-3.0mL) , 7 2 e iEs 78 S8 54 Schlenk & B T H#A60°C - 110 C Ky
S N1 8/INIS o A S5 B 5E RN 5 S B R AR 45 L OB, AR RINA L1022+ LR 2.
B, B A HLZ AT SAAHEIE ST G =2 RS AL 0ZF LR ABEFE, AR H
B, FER AT JE AT 4358 AR -

N B(OH): Pd(OAc), / cat 3
[0066] L, K O R (1.0 mol% Pd)

K3POj, -BUOH
OTs/OMs:

.a

90°C .18 h
5 Ukl ol R G B R B (%)
OTS/OMS MeQ
v , (O
1 “OO (HO),B g?‘ Eolqsi)
' MeO
[0067] OTe/OMs B(OH);
) _OMe 85 (OTs)
sellles
OTe/OMs Me,
o . 86 (OT:
3 (HO,)QBM'e s EOMSS))
Me
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