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“ BRCCORELY ] R MAE ARSI LA/ B — RS2 AN e R/ B .

[0039]  FEAKR B LR 3CH, RUE “ILkih” F1BACH” W B ] . Y, X e ARTE H
FHATIEFN / BRI S 77 %6

[o040]  HRARZEEM)E X

[0041] LA AT, R1E “C=Cy HedE” IR HA 1 2 20 M r v (BFhumfE) KE
WO LR A . X RIS B AR EAR TR R 2- N - T2 T3 2- F
B -2- NFE2- L —1- TR - B - gt - SR - et

[0042] R, RIE“C—Co K" Fe B 1 2 6 Mk 7 (BEum(E ) BRSO
PRI o

[0043] R, RIE“C-C, K" ¥e B 1 2 4 M+ (CBGum(E ) M BERESCCRET)
PRI o

[0044]  GnsCH AT, REE “CoCo FRGEIE” M fE FRIA NI IR T 26 IR R E AR O
[0045]  GnscH T, RiE“C-Co S 24 B 1 22 6 MR+ (e ) FJF HAES
B TN B B B R e AR I . IR EE I s AL FE(EANBR T AR 2 4R
SEVIE TR 2- AL - AR R IE DA

[o046]  GnscH T, RiE“C—C, BEER " RIRTEAR ¥ B il 3F HEA 1 52 6 Mk 1
CAELHEE ) 1) B B A B R e B2 IR B 5 7o L8 30 S 461, 4 R s R R T I 2o
[0047]  nsCH AT, RiG “Umie” Re BA M 12 20 MR T (EFEu(E ) Fn LUK
SEEFEHEI — > A BUE 2 AU B R SR BRI

[o048]  fscH AT, ARTE “ itk d” 2 fe i R B 1.

[0040]  GnsCH T A, RIE “B” 2fean Bk (1D ME. RO, isch i, K
T AR R TR AR A A A X (XD 1 R

[0050]  GnscH BT, R3E “O5” M55 Bie HA 6 &2 12 MR+ (R FGumfE ) i
WBIA TG B . 1K B SEF ARG EANPE T 253 2558 L it | DS 25 3L Mgt
[0051]  GnsCH BT R “X (Co—Cyp 5285 ) 7 J2 T FH B BRI A R IR BN 05 2 %
MNEARA 6 & 12 M7 (CBFEuE ) o X ISTE P B = R S 2 R 2
[0052]  GnscH T, RTE “O55E —C,—C, ek ” &4 an ERTiR I C,—-C, L AL an - B
R 5 5, Ho P 7E C—C, BB R ot b A RO Bl o 3 2T AT 1) SE ) RS AR AN PR T

7



CON 102625731 A WO B 4/20 T

T2 LFE

[0053]  ansCH AT, REE“ 72 $8 08 As R) , KA &4, rh R w] DIAR R sk AN [, I Hoik
B B BT i) C,—C, e 72

[0054]  fnsCH TR, ARAE “ A5 57 2T B 5 2 10 MR TR 1 2 3 Dokl (LR
I ) (R IRERA O 3, o s i Bk E NS O F S I RIEH 1) SL ) A FEAH AN PR T
MHE 2 | 2— WMy 5\ 3— MWy 2k | 2— IR 5 3— R 25k | R bR L N 28 g 25

[0055] 45’5

[0056]  [RAETIA A 2 X, 50N F45 5 & e asE i & X -

[0057] Bn :F3E

[0058]  COD :1,5— HfF 4%

[0059]  Cy :¥fC3E

[0060]  Cyp :FF5E

[0061]  ICy :1,3— "I CIERKM: —2- W3

[0062] TI'Pr:1,3— _SpiAIEMKME —2— 3L

[0063]  IMe :1,3— —FIJLBKME —2— P FL

[0064]  IMes :1,3— R JEBEME —2— TP 3E

[0065]  Imid :PKM:

[0066]  I'Bu :1,3— KU FEBEME —2- WIE

[0067]  KHMDS : XU ( —FEEFFREREIE ) Whfxa

[0068] Me :FIE

[0069] Mes :3k %5, Bl 2,4,6- = FIEEFE

[0070]  NHC :N- Z&¥f 55

[0071] Q: &=

[0072]  RCM : [HER A0 [ W

[0073]  fH4LF

[0074]  HRFEAC K BH I 4 8 AL T2 Pd BRALE Pdo VN Pd EALTINEC S W0 1E 7 il I T G
PR R KR EBCRAUTE . XEPIIEYRE i SR . AR R E A
AU AT HECS VI AT R TE s iT A= B ELS Y04

[0075] ¥ Pd EL5 )

[0076]  TEARZEHI LR 30, RiE “HER Pd BG4 SR B IE S —Fha E £ 0 Pd
AR A P% TR R Pd BCE4

[0077]  FELAYIRTE

[0078]  FEAKBHM bR 30, RiE“IEAW R A" AR B L PdX,° . PAX, Y, 31
PdZ° ¢ BIEC A IRT AR, Horp XC R a7 HiE H R°R,R,CCO0. CH,CO0. CF,C00. CL\Br I.NO,. S0,
SR B4 A) s NP FE A B« = BR R IERN =410 R 2R SR I v 1) — PP B 2 0, B R AT
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Ak — 2R BRI — 255

[0090] A AHLIEHE R\ R®,s R, AT R IEARIE T 5 DL A6 s ik B EC AR BT IR K AH IR . T R
(1) Fi iy e 2 R0 5 S5 1 249 P A B X RP,3 RP, R, R BTIR I ZE

[0001] A MM EIE T R, AT DAALHE C,=Cy M e, 48] 4 DU . AR T AR 2k s e
K -1, 2= BT s Co—Cop M D7 2 I —Z8 BB — 2R S . — NI IR A A SR Bl m
fEET R, F1s

[0092]  FEA R B b F SCrh A0 i R AR S B 46 an 1] 7 A Bl s 1) — Rl BE 22 i, 4
SORFERE S ORI OERE. (PCyy) (1, 2- W ( ZARUT R ) 2K (“(P-P) 7 8
“(P-P) BCAKR” )\ = AR F IR 1, 2- X ( BT B3 ) 48

[0093] &

[0094]  FEAKR B bR 3CH, RE“TR” BAE ARG —FhasE 2R ehUr / S A G
g, RS TR AL . AT G s - 53 ( Bronsted-Lowry acid ) (i
BT R R ) A e A R 65 8 — v Im s T Y .

[0095] 4% M - AN HERIE

[0096]  TEAK B LT 3CH, RIBHERMERM / AR E@E 5 —Phal 58 2 Fi b 598k
Mo — MG, AR HEAEG PR AELE T7E AT AL S 240 BA AT R ] 2
W& AT/ BRANBH B 2893 s o AH S, FE R AL B4 B TN 2 1) AN ] 2 AT/ BREH 1
AR I HARAEH T 25 %

[0097]  FRIHEEALI BT 1A

[0098]  FEAREHI EF3CH, RiE“TR D RaAL I & A7 2 e i — M2 AN E 1
A M—ERFHE 2N EF B 4G, W5 KA 0 [AH][B]™ 5 [A]'[BH] » “H”3E7R pKa M
NT 5 AT SRR L BTl AT B & BRI BT H AT sk B LA 7 A5 7R BT ik
AR/ B8 B BHES P R IR iR SRR SR A1 s Horh A Wk B 2 TR R0 RO AR B
EF AP ECE 2R, AR AT RS B P H AR ERAR B ER AR L T ER A Tk Pk
HE AR AR IR AR P BR R AR IR PR, (R FR EATINEA - &= - g — 8 C—C, i %
AR RAT D

[0099] PRI HEALI B TR R] AEA G, HoA FHE 7 A AR / SRR AN / sk iR
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M/ sEMNPMERATEY ATEE R (). (i), i) Gv) 8 ) ;
[o100]  Hip

[ot01] (i) AKX :
[0102]

ﬁ'!

I+ R?

Y.
Ré / \\Rfi

[0103] A RY\RE,WRS, Bl RY, A7 M6 B AT AR 1K B B sk S BE 1) C=Cyp HE3E AT IERY
HURHIFRIR Ci—Cop HETEFNE LA EURT Co—Cop 7785 s H Y 2 N B P
[o104] (ii) HAR .
[0105]
Hﬁ

R? /

)

T,
na M\

[0106]  Frp R AR, S7 ik T 4 B IK) BB B SCRE 1Y) C,—Cy BEdE TR
IR Cy=Coo FEFERTRER IR Co=Cyo 7735 136 L R\ RY A Ry SRS HbI% [ 40 AT RER AR
(R EFE B SCRE ) C—Cop BEdE AT LR AR ERR Cy—Cyp Fr FERTLE AL AR R Cs—Cyp 752 5
[o107]  (iii) B .
[0108]

R‘I‘I

@

M.+

p10

[0109]  FLrb R, AT ARST MR B AT 6 4 AR R B B B S BE Y Cy=Cy BEFRE AT IE AR [ 2R
MR C3=Co FEFEFTIEMENAR I Co—Coo J5 35 s FF H RY, FO R, IS HIE A& AT IE U
BEREBCRER C—Cop HEFERIEHEHURII IR C—Cy FETEFNEIL AL HUARI Co—Cop 7525
o110]  (iv) AR .

[0111]

H12
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[0112] LA RE, IR, TS M 6 B AT 3 A A R I B sl S B 1) C,—Co JE 3 (R IE M AR
[FIFRAR C3=Cop BEFERUTIEBINAR K C—Cop F75E sX A CINLO B S sn® Fl m" 47 A ST 3 0-6
HUREE, 42 T < mn' < 6;LLK

[o113]  (v) HAX .

[0114]

R'IS

Z+
R‘I‘&"‘f' "‘"‘%Ri?

[0115] AP RY 5 R R R, A7 Mk B AT i B 1 BB Bl S BE 1Y C—Cp BE 3 AT Y
EXFQ‘ B/‘J%qji Cs_czo %%%HE@%&EMJC E/‘J CG_C20 %% ,ﬁﬂ Z IEILZ S gi Seo
[o116] Y&
[0117]  FEA KRBT B 30, ARIE“HH)” B 046 B A B A A& Pl s T3 AN
TE ) — S S AT LA G/ B A0 o IR AR I B, Y IAE A A/ B8R N 2 T
Z R G HR IR I A « IR LR IE T (substrate) Fl/ B NP A1K |
— P Z R AR/ B A ECE Z R AL R (Bl 48 ) REIRIREY) . HHITE
FIR AT N BAE SN A R ] o B R . B TR/ BRERTh AL I R AR
Al LR
[0118]  $A&E T AAH (SILP)
[0119]  FEA B bR 3CH, ARTE“ S8 By AR ” B STLP” W] B # A H , iRt dE 1
W1 W006122563 H1 i 23 - I AT 22 S it ) B St 7 48, T ik 2325 SR aE ik 4 305 | FH IR AN AR S
W, B, SILP AL SR E 2 FLAUA L. A A AM BT R a0 — A hE P
E R R VB R AR B R T RIR SRS
[0120] AR HHIKEE — 5 IB5 M — Rl & AT 40 (Pd) Ak F0) DT B 1A/ BRI REAk 1K) 2 1
A DL B —Fh Bl 2 B C R BEAL FRRT /BRI R
[0121] PRIk, ARG — A5 77 58, AT IR R AL HE Pd fEALT) — PP ElSE Z P 15 7,
— P a2 A LA
[0122]  HR¥E 75— AN S 7 &, AR R AL HE Pd AL —PhEl E 2 R Dh Re AL 1S 1
AR, FH—Fh 3 56 22 A A4
[0123] AR — AN SE 0 77 58, AL T AR R AL EE Pd AL TR — Pl ek 58 2 PP I 2 7 —Ff
B 2 PR D e AL R B R, R — o BB 22 P R A A o
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[0124] R —DSLH T %, Frid A REFEAHA R, Hordr ik Pd A RIS RN AR
RS TR

[0125] AR — NSl 77 58, AR T3 AR A (STLP) fE4k5H .

[0126]  ARAE— NSl 7 58, AR R RV RN P BCEW o P Be &4 m] 461 fan ply— e
B 2 LA VAT AR SR B R o T8 S (FR ANHEA L, BE -G 4 A0 A A 4G — b Bl 5 22 Fof
(1D 88 (0) BLEWIRT A H— Ml E 2 FE (11 58U (0) FAYIRTHM . i
(KB & R A W] A9 45490 40 Pd (CH,CO0) . PAC1,Pd (CH,COCHCOCH,) «Pd (CF,C00) ,.Pd (PPh,) , BX
Pd, ( ZERFEPNER ) o A —FP el SE 2 5, RN IRERRT Y A/ BURE .
[0127]  {EAALTRIAR 22 & A PO PR B 1 Bl — Ml B 22 M Pt B8 IS 00 T, A& i P P 1
e 1-(4- BEBESE T35 ) MEnE 45, 1- (4- BRIESE T35 ) - FRJRmkmeddy | 1- (4- BEBESE T
B SRR - (- BB TR ) SRR AR ERA SR/ SUREY. BIE
A I RS — AN SE 7 58, BT ik — R el 5E 2 R Py e B mT RO I B TR 28 Q°-R*-S" 3L
Hror -+

[0128] AR A U AL A R AL HE —Fh sl S 2 M. AR AR TR — S SL i 7 &2,
Pk — Rl 2 Mt 08 T (R P W3 70708 X IT B0 B, i B Ak
[0129]

R mererens [ e B ¥ e e R

R3 R*
[0130] AR — NSt 7 58, Bral —Fh B B 22 P SR IC 4R T CAIE 1 B XU L R A e — K
FEWE. O SRR ORI AR IR SR LU, 1, 2- X RUT R ) Sk,
2- W ( ZREEIREL ) &1, 2- B (CRUT Bk ) L) 28, LR BN E R4 &M /
BUREY . RIETT—ANSEHE T &, TR —Fh sl 58 2R I 7 BT R
[0131] AR AR B AL TR ZR B TT LLALES — P el 58 2 PP IR, 491 4 —Ff ol 5 22 Bl JEHLAN
/ BANATEET G EIR . fEAKH BT Oh A GRS TE AR ik 5 PR SR .
2— THEFR AR 1, 2— ZJ6¢ HEIR ORI IR % — RHEIR L U R L AURTRR R LR L 4
FOE B R LB ER L | - SRR 2- ZERERR . 1, 5 25 IR U L RS | AR P My R RS
Wy —A- TR 2— LRSS L A- B RIS 4 SIS 0 PP 2R IR L 4— RS BL R R L 2
JIE —A- TR« 2Ky —4— TR . 1, 3— T IR 1, 4- T TR .. — I 2R . 5- RIS KR it
IR R ER L 2, 6- MEWE R IR TN — R IR IR IR « Bh 1% S IR IR SR AR R R —
TP LR PR A G R — T AL B BER (pentafluoroantimon magic acid) PARCEATRAER
HEFNRGYH I — P o E 2 M TR IR RIS — 527 %, B2 7 FrE R 15
[0132] AR A B I — AN St 77 48, (AR TR 7 28 mT A 6 — i BT 22 0 79 2 1 - A — A
CIEZ L7
[0133]  ARHE AR B — ANl 75 58, AL TR R ARG — P al B 2 P ) o
[0134] AR AR BH I — N SE il 7 48, AL AR R B — B BSCSE 2 0 & 73 0, b Bk
BT 58 A B AR b B A R, B T IR B AR R AR R A . R S s
Jti 7 58, — iR B 22 B AR ] O R D BRAL IR A
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[0135]  ARYEABH I — AL T7 58, AR 22 46— sl 58 22 g 551 R — i B3 5 22 Fif
B
[0136]  HRHE 3 — N SEHi 7 58, B AR/ B D ReAL I B 1 IR R ARV A1)
[0137] R4 A K B — AN 7 58, AR R ALHE : () Pd fEALF) 5 (b) —FhElsE 2 Fh
& D) A B VU s R0 (o) — Pl SE 2 BhBREC AR o RRAR 75— AN St 7y 52, M AL TR R R P
RN REACI B TR 2 S AS L FEAT ] oAt 1R
[0138]  MRFHEAK B — 3L 77 &, BRIDBEAL IV & AR B G — Pl R 2 P HES 1 A A
— PRk 2 M E T B A S, BTl R DhREAL I & AR B A dn B i =X [AH] [B] Bk
[A]"[BH] o HRFEA I BH 1) — AN SE Tl 7 28, BR D BE AL IR B8 -V PR 19 “ H7 S A BT & P8 % i1
RIJ5 B A7 B0 5 BERR 1 B, e AT BT S BB R 1) pKa A2y 5 BN T b, BRAE A 74—k
B, B2 4 BT 4.
[0139]  HR#EA KK — /[\iﬁﬂiﬁ%é — M EE Z B DRI B AT IR B 1 (4- T
BRI T ) HH:%%%}M EHh-(U-TEBEIE T ) S CEEMIRA 1 - (4- S T )
IR M58 T EE\I—(4—E;%\@?E%T ) Wk A AR ERAN |- (4 RIE T ) DR Thikh,
BN EA S
[0140]  ARAE A KB, &1E 1) [AH]"[B]™ YR D) Be Ak 1 B 7 A e n] LA FR E B LT
() — M Z M TEAL AW 1- PR -3-(4- T T ) BRIM4E =R Mgt -
BE-3-(4- T FE ) BRMREE N T A BEER 2h 1- TR -3-(4- W TIE ) IR M PR R 26
1- 3L -3-(4- T T2k ) kM &G e S 3h . 1- 3L —3-(4- W T 3k ) mkmds =M e sh.
1- Eﬁ;@& —3-(4- T T3 ) BRMEg ER IR AR 1- L 3-(4- B T3 ) DRI AR R
=3-(A- T T35 ) DR WRES AR 2R 1- F AR -3 (4- TS ) Ik 4 DY SR A IR
9@& —3- (4- Tl T 28 ) DRILEE /N mﬁ@w 1- PR3- (4- Tl T2 ) DRI — 2 FERE R £h
HE 53— (4- Tl T IE ) DR MRS W (= JR PRI ) Bl 1- Ik -3 (3- TR %L ) Bk =
LR L 1- I -3-(3- ﬁéﬁﬁ@%) Bk 45 SR Hh  1- 23k —3- (4- T T3 ) mkmedly
R TR R AL L 1- Z%E -3 (A- T T AR ) DRMREXT 2RI Eh 1- 23k -3- (- TR
Ik A 55 PR IR £h 1 - 23 —3— (4- i T 566 ) BRMe S RIR A Sh 1- 23 —3- (4- T T 3 ) mhm
RO - CHE -3 (A-TE T IR ) BkME IR B L 1- 23k -3- (3- BRI ) mkimpely =
TR ER R Hh L 1 - £ -3- (3- BT ZE ) DKM 45 MR L 1- T 0% -3- (4- T T35 ) mkmkdsy
TR LRI THE -3 (- W TIE ) DKM <R IR R A L - T3 -3 (4- B TIE) nk
I G450 P £ 1 - T —3— (A- T TR ) KRGS TR R - T -3- (4- R TR ) B
W ST R A SR 1- T3k —3- (3- BAA L ) MRMe =45 AR AR 2. 1- T3 —3- G- BN
%ﬂk%}fﬁﬁ;ﬁﬂﬁﬁ SOIE (ST TR SRR MR SRS (4-TT ) B = P R
B TOREE (- BETHE ) N ORBRIR AL . AL (- R TIL ) SRR EL . K (4- T
T BEMIRREE . SR 3- BEINEE ) SRS AR =R EE (3- BRINEE ) RPN
Bodh 1-(4- T T35 ) mbmeds = O medh . 1- (- T T3k ) mimedsy = a FILmE IR £h L 1- (4 1
TR ) MEmERE A T ERRRR R 1- (4- B TIE ) M AR SR 1- (4- T IR ) bR
BREAEE1-(4- Tl T 3% ) mnE4FEhmeth . 1- (3- T 3L ) MELE s = T AR MR 2h . 1- (3- il
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AR ) AHCE 485 PR IR h 1- AL —3- (4- T T 8 ) AL Be =4 R LR Eh 1- 3L -3 (4- Tl
T MR = R PRI AR 1- PO -3- (4- TR TR ) kMg bEAs T P 2R R AR L 1-
e -3-(4- T T HE) mEnR B AR Eh L 1- AR -3- (4- T T 3R ) MR RERTRIRA SR 1- A
e —3— (3 T T3k ) NS 48 = L P BL R 4k L 1- FRV IS —3— (3 RT3 ) ik e & PRI IR 26
N-(4- T T 3% ) =R =0 OIREL N-(4-Tih T 38 ) — F 5640 = PR LR 2 N- (4- T T
=) %ﬁﬂﬁ%ﬂﬂﬂzﬁﬁ%ﬁ&ib N-(4-T T 255 ) = A PR Ah N- (4Tl T 2% ) — F 2R
BRAEE N-(3- BTN ) = F3EE: =M LML N-(3- BAAZE ) — F 4L RN IR £ \N- (4— T
T SZREE SRS N-U-TETR) OB m PR N-U-TR) =
LB PRI B N- (4- BT 3L ) = 2 TR 46  N- (4- T T 55 ) = A
Hh N-(3- TP RE ) = 20 = AR h N- (3- TN 3L ) = 2R IR Eh N- (4- Tl
TI) S TRE SRR N-U- T 5 = TR =R PR N-- TR ) =
TIEEE OERAMR SR N- (4- T T IR ) ST IR TR AL N-(4- TR TR ) ST R A
EHON-G- AR ) =T R TRER L N- (- BN ) - =T RS SR PR . P
(A-Tf T2 ) B = PRRAER EE . L (- T &) BiFRIREL. 43 (-Ra T3 ) i
R FEMRE. 4 (BT BT, DR ETIN I RIRE YA S .

[0141]  MRIEAK B, AR (Al [BH] ™ 2 H B Th g %EI’J%%WZISTLJ@%%QLJTE’P
a2 TR A < 1- Eﬁﬁ —3— FEEBK M TR R AL Eh L 1 - 3k —3— FILDK SR R
Ah.1- Lﬁ% -3- aﬁ%uﬁ%ﬁm th1- 2K -3 aﬁ%ﬂk%ﬁmé thol- T3 -3- H

ﬁ%”ﬁ%@ﬁm =TT 8- $%%u£%§ﬁ@@&%ﬁl Ok —3- Eﬁﬁ%ué%@%ﬂ TREEh
1- 3 -3- ig%@%ﬁm hN- Eﬁ%ﬂttﬂﬂi%ﬁ%ﬁ RELEh N Tﬁﬂﬂinﬁﬁ%%m REEhN-T

%ﬂtt%%ﬁ\ﬁ@@&% VN= Eﬁﬁéﬂttﬂ%ﬁ*%‘}ﬁ MR Eh 1- T HE — EF'%HHZ[@F%@% P =
o3 (FPUkEEE) %}m@&%\‘ VU R R R A L DY Eﬁ%%ﬁﬁ@@&é WU S FE R BR A B
VU ST RR A ER DU T FREehm PR & 2R\ VU T IR Bl IR & £ AN = L IR AR IR, LA S AT
FAERIR G NALS
[0142] A A I — AN SETE 7 22, (AL IR R A0 45 Pd AR PRI B 10— Rl el E £
R AR, (H BT IR AR AR & A TR D BRAL I & U AR T ME B P IS AR
— AN TT S AR R ALEE PA AT TR Th BE A 1 B 7R R R — P sl BE 2 G
AR PR A R ANFEIR BR T B2 DI BEAL I B TR A B T A P M 1 R T B 1
FCEY)e AR —A S 7 52, AR SR AHS Pd AR M = IR Dh BEAL I B
AR — i Bl B 2 A R A4, (BT IR AR R AN ELEEIR VB T IR T e AL IR B8 1 VAR 2 A B8 ViR
P B TR TRCA )
[0143]  MRHE A R —ANSETE T 28, AL SR 55 AR AR 38, 3F B G Pd AL AR
NP EEAR EAE TAFE A .
[0144]  RHE A B, AL IR R 0] DL T 00808 7R AH (STLP) R HT o MRS — A5
T3 G AT DB TIRAAAR (SILP) AL 7)o STLP (AL W] 4 jm BRAE 22 FLB A BB 1
VRAAAEAL TN T, B 22 LB T] ] ik B A iE AL S ik b L 1 A
B CEALER EALES, KB GRS S . YRS T 5 AT TE Pd Y
FIEENRZ 26 EE%, NERL 10 EE%. WK HP—S05 75, SILP L7
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AFELL R L 5.10.15.20 B 25 & % [EAFAEN) Pde 785 SEHJ7 S, STLP {46574
FELLR 22 10 EE % IEAFER Pdo MRIE— LT 5, (BRIBEAR ) B KA7 e
HAFIWN AR % 66 HE% 2% 50 EE %L 33 HE%.

[0145] AR A BH () — AN St 7 58, M R A4 ZR A0 LR i AG R MY: <RY RY,C = CHR',+CO+
R*,0H — R" R*,CH-CHR",COOR",, 8% (R",R",C = CHR",) ,"+m"CO — (-R",R*,C-CHR",—C0-) "+ (m"-n") CO
Hodr R VR, R, R R, AT A7 #3% [ H. CH, CHLCH, e 05 25 VR IE AT C,—Cyp B3 Ci—C g
773 AT ALFE— AN BOE 2 N4 R T 1 B 4-12 AR IR IE ], 9] a0 2E IR FE [
IR A sn" = 2-10, 000 ( 87 100, 000) BEEE K ;FF Hom" KT n'e 765 —ASEHET &,
R VR, IR A He fEX —NSEHiT7 %, R VRS, R RS O H, 3R H R, 24 CHs.

[0146] A< BH RS — J5 R SRR 28 — U7 i FR AR A R 4 28 BT AR AR 1 e B, A6 451 2 Ak
RN R IR N/ BUR A ROV .

[0147]  HR4E— AL TT 5, ik ) N A

[0148]

0O
CO + / + MeOH Pd(OAc), B ~ MeC})]\/

M ET, &FR4 (EL)
[0149] R*,R",C = CHR';+CO+R",0H — R",R",CH-CH R',COOR',, F1 / 8% ."(R",R",C =
CHR',) +m"CO — (-R*,R*,C—CHR*,~CO-) "+ (m"—n") CO ;
[0150]  Hidp R\ RO, R, FH R, Al BORgEAT BB / BRFR & .
[0151]  FEA I W) — AN STt 77 58, JE 0 A s Bt S AN RIAL 5 4, 190) G A e B e PR VR
G ARG A A AW IC RS LM T T W 5 T 1 G s
I -3 IGEREE 2 G ERAN 3— [RMGIR »
[0152] AR B AR5 = 7 THI v KRR 55 — U7 1 BR) A4 A 551 B e e 30 4 SR AR AR 48 5 — 5 1T )
RN AR %
[0153]  HR#E— A0 T7 58, AL T 25 RS NG R TR R AT/ Bl & IR TR TR -
[0154] AR A B — AN Sl 7 58, AR U 56 — 7 1 B AL TR AR J R TR SRS RO,
RFAL RN A R N/ BB A RV
[0155]  HR4E A K I — AN St )7 5, fE AR R A Tt S IR AL S N R AR R NERT /B
LB RN, AR FH T4l 26 T R FR B R / BRNTRR, AT M T i TR 2 P I 1R P A/ B8R
TR T 2,
[0156]  HRHiE A< W (1) X — AN STl 7 58, M AR A4 S T ¢ FR IS A R TR B A/ sOH T
il 4% FSE N 4G R AN / B3 T3l 4% 2% MMA.
[0157] A BRI A DY 77 1 S — P BERRARE 56 — 7 i AR 777
[0158] LR, RS CO FHREILBEME S ™ A BRI e S R BEAL IS, 70 PR 1 B - F1 / Bl
TARAFAET , T2 mr AL LS ) A e HE AT SR H .
[0159]  —FP el S 2 Fh Py It B A1/ B — el B 22 Mg T B AL 1) 85— VR A4 4 LR A0 51
A/ SRS E A/ B T BRI IR/ BN R AT DU R AT AR AL I e S e Ak T e /e
BRI IR, AT fej 4k T Ab B
[0160] TGt 5Z FR AR BRI, #0515 B B3 03 I ] A A B A 1y g A %, A B2 4] G i A
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FEAR

(01611 B 7~ AR AT D w5 (0 N FH 4R 006 77 ] A 20 8 1) S AR R, B G437 0 o+ o0 8
(g Wi ) JF B A7 28 e = AR R AR R &R

[0162] iR U Dby s S A S BT AR PR, IS T I 8 0 mh 4 HE SRR A . X RS RAT P
BT/ BB AR R RSB, ALK B MRS AT CO N XS ZA (1) T A8 ik
FAL LU AL TR K

[0163]  TERSZPR TAEATEE IS, 45 5 B 7 1A R Th REAL 1 1 1WA S B AN RN,
It Bl % HA RSN/ SURERTE . 10350, e RAT S8R E L REFIIHA /A2
R g PENTR] I (R R P AT S AR R RS I, IF ELE AT ARt B m] BR A AR
RER Y e B TR SR D BEAL 1 B AR AR AT ] B R e AT A ) AL
T BC AR 52 A JFORT 73 B 97 TR

[0164]  FELL NARRRMIVESCIER] (RFERIEAFIE ) ik B oAk Y.

St 51
[0165]  SEjiEfsl 1
[0166]  1—(4— FAMEIL T 2E) nibness

[0167]
_'g*; 0 f? i i ™
O . ~dhn 7000 1 & _ - N . £
by o - e e x?i§~%;#’”“mg#’h*§5{}3

[o168]  H4HLRE (0.077mol) 1 1,4- T el M KR (0. 07Tmol) HIVR-GMLE T0°C N HiHE n#hid
o SERUE, I i A ERE R 8omL — ZWREVE =K. &Ja, B as . %
H97.6%,

[o169]  SZjffs] 2

[0170]  1-(4- TeAMEIE T 2% ) 3— FHZEmKmk

[0171]

[0172] ¥ 3— FFFEBRME (0. 099mol) 1 1,4- THEER NS (0. 09mol) HIVR AWML 75°C FHil
P 2 NI . SERUE, BTASR AGE R somL — ZBKEVE =K. &a, B E RS R
T 7F R 93.4%.

[0173]  SCjtEfe) 3

[0174]  1-(4- WEEEFE T 38 ) =28

[0175]

\} N ; %‘S’g(j ghrc ij.-.;ﬁi 5 K :
AU O

@
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[0176] K — &M (0. 077mol) 11, 4- T HARZ W BE (0. 07mol) HIVEAHWIALE 60°C T HiHk i
. SERJE, TR A E AR 80mL — ZWkEYE =R &Ja, BHr-EREST N T, 5™~
%N 60.5% .

[0177]  SEjtfs] 4

[0178]  1-(4- WWEIE T 56 ) =265 4%

[0179]

[0180] ¥ —ZKILHE (0. 05mol) Al 1,4~ T HHEZ N EE (0. 045mol) VRS WAE 30mL F 2K
PEFEIRIR (29 120°C ) . SERUE, TR R A G AR 20mL B 2RHE BER IR 80mL — 24
BEHDE =K. BJa, Br-PaERS T T R T.2%,

[0181]  TERSZPRTATAT S, A= n] AT A R 2R () R R 8 () | N4 AR AR R %
P 51 MeOH A 2R HY AE 22 IRV AR I o

[o182]  SEjifsl 5

[0183]  1-(4- FAEEIE T 3% ) mbne SRR A 2k

[0184]

: ,\jﬁmjﬁﬂﬁﬂ
@J %

[0185]  #f 1-(4- WEEE T L) nkrE4sy (0. 077mol) FIREE (0. 07mol) HIVREHIAE 60°C
BiFEINAOIA o« LEZIEFE A, FEREAL , S BUE BE IR R 1- (4- BRIESE T8 ) nibme
S TRIRE L, e A T T . %k 97.6%.

[o186]  sZjifsl 6

[0187]  1-(4- TEREIE T 55 ) — LEmiREA SR

[0188]
T N H3Oy

[0189] % 1-(4- FMERE T 5 ) = %% (0.077mol) FIHRER (0. 07mol) HIVESMAE 60°C R
PLFEMAOIA . FEZIEFE A, FERRAL , FEOE BB PR R 1- (4- BB T2 ) — &
HAmRE R, A N RS 77N 92. 7%

[0190]  SCjEfH] 7

[0191]  1-(4- FRAEETIE ) wkme s shmeh

[0192]
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#N\?H\/\«J\QH
143
il
[0193] % 1- FIZEBRME (0. 077mol) F1 4- & TR (0. 05mol) MIVEEWILE 7T0°C K Hikk hndh
W seua, IMANEE. R - W ABREE GOmLX3) o Bk e £ 2 N T o
[0194]  SEZJEfH 8
[0195]  1-(4- FECRE T 25 ) mkme 85T M 2h
[0196]

T

\’;gW\SGSH

HsOP
[0197] ¥ 1-(4— TAEERE T 25 ) BKME (0. 077mol) FIERER (0. 07mol) MIVR-EYILE 60°C T4
PEIAER o FEIZEFE T, [ R RAL, S BOE BT IR IR 1 (4- BRTESE T 56 ) ke 455
MR, B AR R TR
[o198]  SKtifs 9
[0199]  1-(4- FRTHEIE T2k ) WRMR4E IR 5h

—N

[0200]
e
N @\/\‘\fgs O,H
MESO:;

[0201] % 1-(4- TERWESE T2 ) BRME (0. 077mol) FIFFEEER (0. 07Tmol) MIVRAHAE 60°C T
BiFEINBGIA o« LEZIEFE A, FARMEAL , T EUE B RGP hR 1- (4- BEEESE T 2% ) R
B PR AL, B AR B R TR

[0202]  Sjf) 10

[0203]  fH4LIZAT : (A) RETEILHIAR

[0204] {4k S BV 7E 50mL (1) Parr @& FE 28 P EAT . N 88 H AL 3 % 1 B I AP I R A
(11. 2mg, 0. 05mmo1) , AN PP FECE PR+ (1.2.3 B4 =5SZJtf 1.2.3 804 M
MEET) O tmmol IR T (Pd/ WIMEE 7= 1/20) 2mmo (Pd/ PR 7= 1/40) B 3mmol
PR T (Pd/ PRTEES = 1/60) <1, 2= X (C ZRCT &) B2 28 (0. 25mmol) , FIS 44
TREW CO/ L4 /N, (40/40/20) ¥ ) sk H] 3 K. AR AR R SIS CO/ L4
/N, (40/40/20) 4 m R R 20 B, K5 AEIRMFAR] 80°C. 7ERMNIEFEP L AT T
B o S NI TR 5 Sk PR A 1 v R 2 8k N, FF HLAEE R SN S AR AR S 8 S
L, H BRI T GC a#r. HAAHE RS 2 T R A IR FF I ) 2 o

[0205]  SEEGHIEEEG RBFEAER T .

[0206]  SCjfe) 11

[0207]  EALIZAT : (B) HEALFIIA R I E R A
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[0208]  IETPRIEAH ERSE AR N Z G, HEH R RV SE . ARG EETIEAT 2, IR
SAREY (20 ) AR, I HANERINAE] 80°C, 78 Nk FE A ) So i TR
S SIS TR) St I dd e PRI v 0 vy R 32 26 0B N, FF HLAHEH AR S IR o XA T 5 )
SERIA S 22 BEAH R FE 7SR kAT
[0209]  SEEGIIERELE RAFEER 11 .
[0210]  SEjfs] 12
[0211]  EALIEAT - (C) FH 1,2- X (CRUT ZEBEAE ) A3 el = 2R BE B 4 I e fA T 4 21
iRENA
[0212]  fEE 4L Jx NV 7E 50mLParr /& k28 P B AT, RN 8% & A % T B B 0B R AR
(11. 2mg, 0. 05mmo1) , A7 WM B 7B W ME s+ (1.2.3 84 =5 fe) 1.2.3 8 4 iy ik
BF) M lmmol BTEESF (Pd/ PITEES = 1/20) < 2mmol (Pd/ W B 1= 1/40) BX 3mmol
MEE T (Pd/ PRHEE T-= 1/60) 1, 2= B (CRUT R ) L) &K (0. 25mmol) BX =%
[ (0. 5mmol (1 @ 10) (Pd/P) 8K 1. 25mmol (1 © 25) (Pd/P)) , HE W R NAFRH 3 K. 2R )G
iR A R RS R B 2 ELJF HoInAAE 80°Cit i (12 /N 14 /NI B8 16 /B ) o AR S5 H4
R SV HIRI IR, I H ARG €O/ 244 /N, (40/40/20) W4 3 e Z )5, A HIAHIA]
[FSARIRE W) CO/ LA /N, (40/40/20) & B2 EE] 20 2, 7 HAEEINHAE] 80°C (££
1, 2= X0 (CBUT ZEBEE ) FEMIE DT ) sSNEEINFAE 100°C (£ = RIEBEME T ) .
eIt (TRIERAER ) A s ) e R B S NI TR 5 Sk PR vA 1 e 2 280k R,
I HAE R R VAR SR IE R N ROR, I BAR BRI T GC 3 #fr e AU (e
T R TA I PP TG 1 v
[0213] = FEAHEPIME RS T IUMIE T MeOH, JERCSZ IR AT FTHEE , 5847 — BT T 1k
BT 1 B A IE TR R, W22 99 P B 1 LEA5 Gt 0 (A4 G e SR S A S Y. R ()9 P RE S TR
Ko
[0214]  SEEOIIEFESE RALFEER 11T o
[0215]  sEjifs] 13
[0216]  fE4LIE4T : (D) fEH 1,2- X (CRUT ZEBEEE ) FERAN R A RIS T
AR R R
[0217]  fEAL S RVAE 50mL [F) Parr & 38T . AR & A R (22. 6mg, 0. 1mmol)
L, 2= 00 (CBUT R ) L) 28 (0. 5mmol) (1 10) (Pd/P) , Hogs+ o 'y A i o
E T PRERI P EE - B 7k (- T35 -3 FIEpkm 4y Zmihok 1- T3 -3-
FEK Mg TR AL B ) B S S 8 AT 9 IR T BEAL I B TR I R R, AR TR
G CO/ L4 /N, (40/40/20) # [ N AREE 3 . ARG AT FAHE] I S ARIR &4 CO/ &4 /
N, (40/40/20) & RS IR E) 20 B, 3 HAERINAE] 80°C . £ it #E (rlaf=)
ARV R SOV RN, T PR A H e S 20 b O, I HAHEH R SO S Ak 4R
Ja iU S N, I HAR A T GC 3o FHAUAH GG 02 T A R TP R IR
[0218]  SEEG LS REFEER IV i,
[0219]  SEjEfs] 14
[0220]  AHAME < (B) A8 FH 1, 2- X0 (CRUCT R BE2E ) AR BEmCAR Y AT e D) Re AL 16 B8 1)
(NINEESS
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[0221] [ 6 Fon T A BRIDREAL A T 1 (4- REIRIE — T3 ) K sy PR R 2 11
S NEVRE, BT R T BE AL B B 1 VR BT 0 S 13 Pk R Pd AR . SR RIT
(35— SONIR G V)7 T 2200, B 58 e AR 73 B I RGP A 73 B B )=
VBT A EH DA TR P 5 R 8 P PP B AL RS T T 2 O A EH 5 AT W A 1) P A 500 1) o - VR A
H o

[0222] ARS8 U6 B ) S AT IR IR Pd AEALRIIA R 2 T-90 &

[0223] %

[0224] % 1

FACOAnMeOH *t ZHwéd F AA K AL

Wk | RALETE] | gL E j7eES b
%1 QD) (%) (Pd/FH B F) i
% 8 42.1 %, 7R Y B
[0225] 1 8 92.3 (1/60) AR F BY
2 8 84.6 (1760 L Xd
3 8 44.3 (1/60) AR F BY
4 8 72.7 (1/40) 7 B ¥ B

apd{OAc), 0,05 mmol; BLAR (P-P) 0.25 mmol; MeOH 4R £ 6mL;
B R 7y (N2ICO! T %) (11212) 20 5 R 75 JZ 80 °C.

B100% ik Fpk
[0226]  (P-P) FCfA
[02271] 11
[0228]
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FACOF=MeOH =t T¥ ey F & A B A AL
. SRR R 2
muat | R Pal s 89 4
A-iE 471 7 35.7 x A BR 7 i
3% 472 7 17.1 % 7R T B
1-31& 171 8 92.3 (1/60) 7R B
1- i% 472 1 90.1 (1/60) 7 B8 ¥ Bg
2-3% 471 8 84.6 (1/60) AR Y B
2-35 472 1 91.9 (1/60) AR g
2-3% 473 1 85.3 (1/60) " ER Y s
3-iE 471 8 44.3 (1/60) AR F A
3-3% 472 8 22.3 (1/60) R B Bg
4-3% 471 8 72.7 (1/60) R BR Y B
4-3% 472 6 11.5 (1/60) " ER Y s
“Pd(OAc), 0.05 mmol; B4k (P-P) 0.25 mmol; MeOH kA2 6mL; %)% /)
(N2/CO/ T.H) (112/2) 20 &5 R iR Z80°C; P100% Lk
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(Fd ) (4 S F b /N2 /D) (%) (bt efe) k X
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