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1. iz FH 5 FE B IR Be A A W il 2% J7 v, HARHIE A2 , A AP IR

A) FEAH = (S FEE A BH) —400.005mmo 1 AIBE AL, B INAEC A R IUE 62
HIRE J1HFE#E AR R B BN ESARY, IO . 5mLET 28T 1, 4- 5N 38 , iIunil i fE 35 5]
1053 B AT AR 285 64 s B) B Je A2 I BV G DL T N2, 6- = RS K0 . Smmo 1, BEAIIR Hr
[ - ERE0 . 6mmol AIESEREE 1 . Smmol ; & 5 AL, 4- S NIER I =T, £ FiR N IESH
57385 C) 2R JEHSchlenkE B T Pl 110 °C B i HH S B 247N 5 78 5 . 58 Bl 5 B e
A EIR P E Zrk N5 B AR 58 5 1% 1B, [ AR RN L1071 K,
A0 T LR LB, A HLZ AT AR A5 537 5

D) HEH 0 =2 IR & IMALI0ZT LR L BaFEL, A BN, fEIE N ke, i )2
=2, 6- — F RO B L ot & Bl

) AP IR AL AR LE 72250 5mol % s 4mol %
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AR 7 A AT (L A RO 75 3

BRARGUE
[0001] A W& T 22 & AT, JCH AL e i A PH 57 SRR R =R A S P il 25 05
e

BEREA

[0002] iy {3z BH 57 F BT RR Wi — 2R AR B2 H BA )2 S IO B A B s 1] il it
< AR P 5 SCAR IR SO NE , 2 2R & W AT L R SRA 25 RO BH BB S R 54, 3K
FE— SIS W2 VE 2 250 < i AR DI VE R IR W) B3 v ) AR Y B 2 45 440 9.5 . [
Wb e Rt v S BEL 57 R 15 S AL 5 W 1 R 1 R AT EE L S AR T, BESRAL S Y
2 2 H AT Oy A B AT AR R PR o 1% Gt & BT B8 0 IR 15 1) 05 32 2 B 2R 7 SR IR
Yo/ WAL b 3R 15 < A i (57 B 8 AR B i 15 = e i R I e 7, XS i A
J IS 2 A1 8T Z0 i EL A e AR 22 ORI R B T 5 9 8 0 R 3L 3 AR 5 WK A 3 s A ) 45
Sy BEAh , FIR A BRI AR AN FE R BRI A 2 (0 57 2 AR R U, AR I — sk
E AT B S U5 L A R AR, FL e, i R ALY 5 B g A M A e B
EfE R T UL AL G B ABIEREE 73 B AN A2 F AEL AN 7 3002 N T 57 0L 6 1 1) 26
Fo

(00031 534, dy TR AL RE AR JEL B , v 57 BEL A1) 57 35k o A W A S5 I8 A i DA S IR AR) S A
BRI C e NG AP IR ZR  (H 45 R0 52 ™ R BRI HELL 2k B RE R e
2 . Buchwa 1 d55R ISR AMXPhos /SPhos U E A A4 5, ERARSIZIL 1R 57 BE AL M0 148
M REAT , (B R AT P A B B 5 o B e, ARSI IE 1 R 1A IR A 5 R BT A 1 48 5 P RE 8 1L
P L RE 57 3 SRA D A S b, SR S 12 S AR ZR0F AN i T 95 B S AL ) - Sawamura
SRR F S A S B — S AL - SMAP , EATTRE A R AL 75 B SR P AR AL P ) il AL
S o

b ES

[0004] AR B B 2 $2 A — i i) £ v A6 BH 057 ZE O BR 8 Ak S W0 5 1 % 5 VR BT IS
YIRS RE BRIN 2015, IROBL & AR AT, S I& FIYG ) i LT DA 25 e I L R S B E e
[0005] sl bk H B, Ak B Bk B AR 7 209 « i A BE 75 B0 R e 10 & P01 1) 2%
T3 AEAEAL T = (R T I) A B B AR I A2 AR R 48 05 RS A/ 0% B2 W B
TR 4 13 — I i AN N7 £ BRI T — % e, 110-130°C [ B 12-48/Ni), 45 21| 55 JE B R
etk &4

[0006]  FiRMEALT = (P FE P EH) AR R A A 4 i & 90.5-1.0:4.0-8.0, 75
BRI R B I I RN 2 B ) ) i HE 20,5060 1. 5 fEALTTI & 0. 5-2.0
JEE IR B

[0007]  EiRFSREMI N2, 6- HIREFK.2,4,6- =L FEATK.2,4,6- = F LA K 4~
-3, 5 HIEORH R 4-8-3, 5~ S H B ORI R A-5-3, - T H AR A ROR TS L 9- S R
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1059 U i 25 -3 - F A S 0K FH i 2 -3-H A R R IR B 2 -3- (P &)
AR A-5-3, 5~ H R IR A IiE 4 3-3, 5- - H X F ORI IR AN G . 1, 4- — &2, 3,
5,6-VUF 3N,

[0008]  FiRF5 R N2, 4,6- = FEIRIE 2R3, 5- —HU | R H k.

[0009]  _EiRHCAA N BEECAA J3- — 2R -2- (2,6 H AL IR ) —N-H g e , H gk 4y
LA

[0010]

[0011]  AKBIHA LU A

[0012] 1. @ ALF0UMI MR BEmD 1, X 25 S Ra A2 L A BRI, BT KB 4%

[0013] 2. Fr HJRMARE \ BRIN 5 20 3145

[0014] 3. Je N A&l AN, Bt P AL 7 FH 2AIG, SN 25 2 OK, 76 i B S FANME
[0015] 8 T4 RJRPII v [ DA K B AR b 28 s B2 1 e A, AR FH T A B (9 Ar—PPha i &
ﬂéifm%ﬁ%kﬁt%ﬁifif TR RN G4 R BRATEI T 75 B S A A 8, [R]
B IX A 2 87 AT DA 25 1 L 1 H AR S BRI, KRRy B T IR BIYE I, 32 1 % ML)
ST

BASHEA

[0016] T~ [f £) SI Tk 5] T LA A A S04 325 e 52 AR N 7% B A i ) B A AR O B ABLAS DIAT AT 7 2K
B il A% B o

[0017]  SEjitafs]— 2, 6- — H BE RN B Hr I bt £, — BE BRI A 1K

[0018]  7F20mL Schlenk®H, IIAN= ("R PGEH) 4 (0.00467%,0.005mmol) A AL
A G O AR EE &80 . 5mo1 % :4mol %) » BN LA 58 VU IR £ M5 4 2 B 00 #E s  k R
BHONESRY IO . 5mLF ZE 08I 1, 4- /S I8, il #e#E38 21105r 8h LA R AR 45 &
Wbl R E A S T INN2, 6- —H 3SR (0. 5mmol) , BCA G Hr 1% — ¥ g (0. 6mmol)
FESIRHE (1.5mmol) o JE ML, 4- S NHIEHR (=T , R N RN 508 R )5
B Schlenk B B T 10°C s o [ N2 24 /NI o 78 SN 58 8 i » B IO N 8 ¥4 B %0, 1)
V2 AR O B S A RE SE )G A7 1B RN, AR RN L1102 1K, ﬁbu)\éﬁm%ﬂa
TR W6, A NLZ AT A EE 34T HE B = 2 IR & AL 10= T+ LR LR A
PEANUH , R T He4e AL ZAT43 77 2, 6- — W R GURIINIR B e & — @;HE,%%ﬁiﬁu
F#1.'H NMR (400MHz,CDC13) 81.16 (s,6H) ,2.47 (s,6H) ,3.85 (s,4H) ,7.01(d,J=7.4Hz,
2H) ,7.17(d,J=7.6Hz,1H) .

x sz(dba)gfrl.
RIL .
[0019] Q\CI ><i B j><Me CsOAc, dioxane RQ i><

110 °C

[0020] 1 e RH I B AL AL S o

[0021] s L G5 EEE ) P 5 HEER R ) 53 B H (%)
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[0023]  SZjfff] —:2,4,6-=ZFEIRINIR T b £ —RERR )& AL

[0024]  7E20mL SchlenkH, A= (L EIREER) — 48 (0.00467%,0.005mmo1) FIAC 44
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(R AR L B 1mo1 % : 8mol %) , FFIIANEL A SR VU & G iR IR WL 1 i b, ik R B ¥R
BRYT S INO . 5mLFT 28 TR 1, 4- 5 S Bh, 0 mid fii #3921 10 73 Bh LUE B 28 5 4) - [
JEEEEBEOL R IIA2,4,6- = FF K (0. 5mmol) , BRANERHT I — B (0. 6mmol) FIP
FRH (1.5mmol) o e Ja AL, 4- NI (L= T  EE IR T IESFES 7 B AR 5 4 &7
oS BT P10 CRI A S 247N o 78 [ B 5E Rl » W I N VA FE IR, R A EZ
AR IS S AL IEFE T8 T 5 15 1B OB AR RAIMAZI10Z K, FEINA L 10= T+ 4R &
e, B A NLE AT SIS G B =2 UIR & IMAL0Z T LR OB, &84
HUM, TEJE N IR 4 A BT 57 02,4, 6- = L3RI B X b & —FEHE, 70 B 7= R U R R
2.'H NMR (400MHz,CDC13) 81.19 (s,6H) ,1.32-1.36 (m,9H) ,2.69 (q,J=7.6Hz,2H) ,2.78(q,]
=7.6Hz,4H) ,3.87 (s,4H) ,6.95 (s, 2H) .

[0025]  SR2A% i Az fH 75 FE S AR WAL S

Fs gkt Gy R YD P (7 AERR R 52 (%)
Et Et
1 Et—QCI Et—QBneop 96
[0026] Et Et
i-Pr i-Pr
2 i-Pr Cl i-Pr Bneop 90
i-Pr i-Pr

[0027]  Sjtifs] = . 1, 4- —WRERHT I e £ —BElE-2, 3,5, 6- DY H LRI & ak

[0028]  7E20ml Schlenk H1, I = (LR 2 A ER) — 48 (0.0092%¢,0. 01mmo1) FIFELAA
(R FeAARLE 281 . 0mo1 % :8.0mo1 %) , FEINAECA RV L IG R 2 HE 1P ie 1k R E
BN E SR IINO . SmLFT ZRTERI 1, 4- S8 N IR, i il 45 $:3 5110 43 Bh AR 4L 48 &
). B8 JE AR BB AIE AL NI, 4- —5-2,3,5,6-PU R £ (0. 5mmol) , BEWNER 7 Ik — B
Big (1. 2mmol) AIESER4E (3. 0mmol) o Bt JE ML, 4- B NINE W (1ZTH)  FE iR T iE Sk
5Bl R 5 &7 iy v B B T I 10 °C IR I Hh s 24 /NI o T8 NG 5E U » K S I 74
U A Z R AR I 5 B AR TE S AT IR O, TR AR RN ZI10Z 7K, B DA
10T+ LR 1 KA HLUZ AT S AR o8 G H 0 =2 IR E AL 102 4
CERZERL, GPPANUM , 7R IR N 4e AL Z A = 1, 4- W ke £ —BElE-2,3,5,
6-PU FF L, 43 B P2 2273% o 'H NMR (400MHz ,CDC13) 81.15 (s, 12H) ,2.28 (s, 12H) ,3.83 (s,
8H) »

[0029] s fsilPy - 2,4, 6 — FF BRI R BT ot £ — BTG IR &5 R

[0030]  7E20mL SchlenkH, JIA = (LRI PNEH) —4 (0.00467%,0.005mmo1) FIELAA
(R - g A LE 2890 5mo1 % : 4. 0mo1 %) , FEIIAECA RV L Gk Z I e ve ik R B
BN E SR IINO . SmLFT ZRTERI 1, 4- 58 S IR, i 4i $:3 5110 53 Bh AR 40 4% &
V) B G E SN T2, 4,6-=2Z3EF R (0.5mmol) , BB R 27 1% — W Iig
(0.6mmol) FIEEER%E (1.5mmol) o & Jg ML, 4- —FENIHER AZT) , fEEE N ES M EED
3P ARG BT v BT AL L0C R IhIE R R SL3073 8 o 75 [ N TE RRG  H R N A H)
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U M Z R R I 5 B AR TE IS AT IR O TR AR RN ZI10Z 7K, B DA
L2102 T LR O B8 HANZ AT S EE i G 5 = 2 IR S IMALAL0ZT LR
CPRZERL, G HPAENUM , FEWE T IR 48 A JZ T3 772, 4, 6 = F LRI 7 e & — 1
5, B PEZ95% ,'H NMR (400MHz ,CDC13) 81.15 (s, 6H) ,2.31 (s,3H) ,2.43 (s,6H) ,3.84 (s,
4H) ,6.84 (s, 2H) .
[0031]  SEJEf5FL:2,4- 4] Fe—6-FF S IE R MIIR T bt £ BB ) & ik
[0032]  7£20mL Schlenk®&H, NN = (LR ) — 40 (0.0187%%,0.02mmo1) FIACIA
(R - AR L 282 . 0mo1 % : 16.0mo1 %) , BRI EC A RV L IRR 200 i A R E
e B AR TONO . SmLFT ZE I 1, 4- 5 N3, 10 a4 #1389 211043 B LLE AR 2% &
Y. B8 S AR B R BIHILR IMN2-VR -3, 5- U T A FE (0. 5mmol) , BRAIIAR 3 1 — % g
(0.6mmol) FIEEESHE (1.5mmol) o FtJE AL, 4- S SNFRVER (12T A= IR R BN S
3T ARG ET vl i BT TR 10°C R H R4/ o 78 R B TE RS » H IR VB A AT
T, R FH 2 2 B A 5 R S AT FE 58 5 o A 1B RN, [ 4 RIDAZIL0Z K, FEIAZY
10=H AR PG B A2 AT MG 3. HEH 5 =2 IR EIMAN0Z2T LR 4
BRZEHL, SPPA MU, 72 J0E N Hede AL JZ 1577 5 2, 4- 0T 26— S ORI R BT I b
2 WS, 7> B 7 %80% o 'H NMR (400MHz,CDC1s) 61.16 (s,6H) ,1.32(s,9H) ,1.39 (s, 9H) ,
3.76 (s,4H) ,3.82(s,3H) ,6.72(s,1H) ,7.07 (s, 1H) »
[0033] St fsil 7 < ¥R JE N 100°C R M.
[0034]  7E20mL SchlenkEH, IO = (LRI PNEH) —4E (0.00467%,0.005mmo1) F1AC
A G O AR EE B 0M0 . 5mo1 % :4mol %) » BN EC A 58 VU IR £ M54 2 B 00 #E s k&
BONESRYT IO . SmLF 2808 1, 4- N3R5 E 38 211050 B AT AR 25 &
W) J5 B RS RS L R N2, 6- —H B SR (0. 5mmol) , TR #7  —E# 1k (0. 6mmol)
AIEE RS (1.5mmol) o B JEIIAL, 4- S NIHER (12T , fE =R TSR HEL 758 2R 5
¥ Schlenk & B T 100 C I S 24 /N o 4F SN 58 % i » 85 N V4 H == 38, A1
2 JE MR IS B AT FE TS I AT IR RO, AR RN 10=Z 7K, BIIAZ10Z T &
iR Ol B A HLUZE AT M GRS ST G 9 =2 RS IMALN0Z T AR LFEZEL, &
BEENUM, TEIUE T IR 40 4 E TR 72 5 2, 6- — F RS R IIIG IR 2 Wl , 49 Bl %
82%.
[0035] s fol-L - iR FE A 130°C e M
[0036]  7E20mL SchlenkEH, JIA = (LR IEEPNEH) —4 (0.00467%,0.005mmo1) FIAC
A G O AR EE &80 . 5mo1 % 4mol %) » BN FC A 58 VU IR £ M5 4 2 B 00 # s  k &
BWONESAYT IO . SmLF 2808 1, 4- N IR, i 5 E 38 21105 B AR AR 45 &
W) b 5 R RS RS LR N2, 6- —H B SR (0. 5mmol) , DAL #7 % —E# 1k (0. 6mmol)
AIEE IR (1.5mmol) o B JEIIAL, 4- 8 NIHER (12T , fE =i &S 8 2R 5
Bt Schlenk & B T 130 °C I S 24 /N o F SN 58 i i » 85 I NS V& E == 38, A1
2 JE MR DS B AT FE TS I AT IR RO, AR RN 10Z 7K, BIIAZ10ZT 4
MR Ol B A HLUZE AT A IS T G 7 =2 IR S IMALN0Z T LR LB, &
BEENUA, TEIRUE T IR 40 4 E TR 72 5 2, 6- — F RS R IIG IR i 2, WLl , 49 Bl %
92% .
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[0037]  SEjita ] )\ « S SRR [ A2 12/NBF 1) e o

[0038]  7E20mL SchlenkEH, JIA = (LRI PNEH) —4 (0.00467%,0.005mmo1) F1AC
A G O AR EE B 0M0 . 5mo1 % 4mol %) » BN LA 58 VU IR £ M5 4 2 B 00 #E s  k R
BWONESRAYT N0 . SmLF 2808 1, 4- N IR, i 5 E 38 21105 B AT AR 25 &
W) . 5 R RS R L R N2, 6- —H B SR (0. 5mmol) , TR BT % —E#HE (0. 6mmol)
AIEE IR s (1.5mmol) o B JEIIAL, 4- S N IHEWR (12T , fE =i &L 7 8 2R 5
B Schlenk B T AL 10°C A SO 12N o 4F SN 58 i » 85 I N V4 H =38, , A1
2 JE MR IS B AT FE TS I AT IR RO, AR RN LI 10Z 7K, BIIAZ10ZT 4
iR Ol B AN AT A GRS ST G 7 =2 IR S IMALN0Z T LR LB, &
PEAVIAR, ZEIUE R IRSG AL ENTE =2, 6- — I ELEUEMIBR B R e 2, Wl , 4y Bl %
54% .

[0039] St fsi] 1 « S SRR (] A2 48 /NI 1) e o

[0040]  7E20mL SchlenkEH, JIA = (LRI EH) —4 (0.00467%,0.005mmo1) FIAC
A G O AR EE B 0M0 . 5mo1 % :4mol %) » BN EC A 58 VU IR £ 05 4% 2 B 00 #E s k&
BWONESLRYT IO . SmLF 2808 1, 4- N IR, i 5 E 38 211050 B AR AR 25 &
W) b 5 R RS R L R N2, 6- —H B SR (0. 5mmol) , DAL #7 % %k (0. 6mmol)
AIEE RS (1.5mmol) o e JE ML, 4- S NIHEWR (12T , fE =R TS HEL 77 8 2R 5
#Schlenk B T A1 10°C i S S S48/ NI o £F S N 58 i i » K5 e NS V& H == 38, A1
2 JE MR IS B AT FE TS I AT IR RO, AR RN ZI10Z 7K, BIIAZI10ZT 4
MR Ol B AN AT A EIE ST G 9 = 2 IR S IMA L0022 LR LFEZEEL, &
BEAWIAR, ZERUE R IRSG AL ENTE =2, 6- — LSRR B R s 2, Wl , 4y Bl %
96% .

[0041] st 5]+ « fE AL TR AT LA L 512 Tmo 1 % < 4mo 1 %6 [ J B

[0042]  7E20mL SchlenkEH, IO = (LRI EH) —4 (0.00467%,0.005mmo1) FIAC
P G AR EE B 1mo 1 % : 4mo1 %) , FEINAECA R VU L IG5 00 2 G 3P ie A R E
e B AR TONO . SmLFT ZZ I 1, 4- 5 S, 10 Inau 45 #1389 211043 B LLE AR 25 &
W) b 5 R RS RS LR N2, 6- —H B SR (0. 5mmol) , TR #7 % —E# 1k (0. 6mmol)
AIEE IR s (1.5mmol) o A IIAL, 4= NIHEWR (12T , fE =i &S 778 2R 5
#Schlenk B T AL 10°C e S 24 /N o F SN 58 % i » 85 I NS V& E =038, , A1
2 JE MR IS B AT FE TS I A7 IR RO, AR RINAZI10Z 7K, BIIAZ10ZT 4
iR Ol B A NUZE AT A IS ST G 7 =2 IR S IMALN0Z T AR LB, &
PEAWIAR, ZERUE R IRSG AL ENTE =2, 6- I ELEUEMIBR B R e 2, Wl , 4 Bl %
88% .

[0043] st fol+— : AL FUFIECAAR LE 451590 . 5mo1 % < 8mol % [ 2 B

[0044]  7E20mL SchlenkEH, JIA = (LR IEEPIEH) —4E (0.00467%,0.005mmo1) F1AC
A R O AR L &80 . 5mo1 % : 8mol %) » BN LA 58 VU IR £ M5 4 2 B I #E s  k R
BIONESAY IO . SmLF 2808 1, 4- N IR, i 5 RE 38 211050 B AR AR 25 &
W) b 5 AR RS R LR N2, 6- —H B SR (0. 5mmol) , DAL #7 % —E# ik (0. 6mmol)
AIEE RS (1.5mmol) o B IIAL, 4= N IHER (12T , fE =R &S HEL 77 8 2R 5
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B Schlenk B B T A 10°C s o [ N 24 /NI o 76 SN 58 8 S » B IO N 8 ¥4 B0 %3, 1)
V2 AR O B S A RE TS IS AT 1B RS, AR RN L1022 K, TR L1102+ 4
R .l B A NLZ BT SAREE AT L E A =2 IR E A L10= T+ LR L FRAEHL, &
BEAHUA , R0 R 4E . AL 2T 7= 2, 6- — W L GUR IR 31 IR 2 — Bl , 4 S UR
75%

[0045]  FEAHITEH, AP RPN BT B 57 FEE AR, XN ERRALE ) EFR o
AR RN VG K222, 6- U T B2 05 B SR, /N2, 6- FE B D5 LG, 77 IR AR
VB n e o Bk S5 BT B K 1 5 Ak EL AR 1) v 6 BE 5 SE IR B R &4, R — AR 243
FlzE 7 HoAth— SR FH AR R BRI G i1 2 B 6 BE D5 SRR B 2R AL & 4, ST B S T
FATOT LA S A5 1 G 1 7 2 M 380 JF At v 67 BEL 5 B RR W 2R Ak S I B E
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