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(1pH, AR 1 HE L 2 7T IDEY 25 5 W) o AE — RS J b, i FHHCT L IR IR  BAFR + AFIR
AIRR = IR N FHIRAAIR IR S AT AR S ki B p

[0048]  fE—se5jflrh , AT N EIESE it 1Tl e Hhik 22 VT IIERL 2 W TR 5 ik
HAUHE : (@) ARIASCITIR R AR BEHIE 2T 5 (0) K5 7L 2 7T AR 22 2952 49611 pH,
VRIS HIE 2T EE s 9T HL (o) Rt 27T b a1 s, DRI R 22 1T RS 25, )
[0049]  fE—e5jflrh , AT N B St 1 Il e ik 2 VT IR B 2 W BUWiv 5 ik
HAUHE : (@) ARIASCIIR R AR BEHIE 2T 5 () K5 7L 2 7T A pHIR 22 2952 49611 pH,
VIGRAF IR 22 7T 8591 H. (o) Rk 27T shim i+ il rh, DRI L 27 TP AL 22 2
ZIR

[0050] 285t it , AT N AR SR Bt 1 I 2 75 27 T T Na Fh G 22 4 U )
T3k FLAEE s (a) ARFEASCRT R 5 EESR B TEE 22 7T 5 I L (b) 5 ik 27 T pHi #2499
ELJ121pH, GRS HTE 2 TG 2 i T o £E — 28 S il , o FH Sl S A B 2 p

B 1352 FR

[0051] VR 7 A S i TR iR ik 22 TTHC T ER R XS 2k ARAT 2 (XRPD) St o
[0052] P25 R A ARSI B AR i 75 22T -HCT, AT 22 5 R PO XRPD Y1
[0053] I35 R J A At B R i 75 22T -HCT, BAY 22 5 R RO XRPD Y1
[0054]  [&|4B R A S AT I EE 27T -HCT, CRL 22 R R XRPD Y
[0055] XI5 R § A A St Bt ik g 75 27T, DI 22 A R RO XRPD Y1

[0056]  [¥l6 0/ J A A It B rh AR g 5 27T, ERL 22 A RO XRPD Y1

[0057] 7 R A B rh R g A 2T, PR 22 A R O XRPD Y1 o

[0058] X8 s 1 At B TR A 7 27 T Nadh , GZU 22 5 R O XRPD Y1
[0059] P9, FH - #lill e A S pite B h vk g 75 27T [ (D Do s 72

12



CN 114787129 B W OB P 7/27 T

BASiEA

[0060]  RANTFNA DS M T HhIE 22 TT 10 5 1 o ASCHR AR )5 T e /D ol i o 2
A ZEAE N, AEAR R (BN, >50°C) skl (F14n, <-10°C) MHIT) SO 2288, A3 F A
v Tl Ik,

[0061]  GUARSCAE R, AN 5 “— M AT LUE R — ek A/ —Fhiak 2 b A S Al
1, M 5 E “WE” GG N, g A wl M TR a2 — R Z R
QAR I, “O5—AN/ M el “E—22 17 W DU R /D 58 A/ Rl 24/ Filr

[0062]  AHITEHIAEZS, Rl “29” FIT-Fe Bl s T i LR 5 1/ 2 R [
Z BTN SRR AR AL il B T RS 407 AR R K29/ N T 1%
2% 3% 4% 5% 6% 7% 8%-9%-10%11%12%13%14%-15%16% 17% < 18% -
19 % 5820 % ok 3 = [ AR VE o AE— B S Br , F T e ARSI b B S ARGl K
N UK PRAR HARTE “2)7 38 R I AT A PR o R B 2 PR, AROE “2)7 B FH b G iE BARBAR
M -

[0063] AR Bk FR st AR TS “ol” T34 M/ ok BRAER s R B AT Sk
RO7 SR EHFR I, R AR AT NS SRR BT S E XA T/ 5

[0064] AL, R “Cu 7 (comprising)” (PL A ES B ATAT AR EIE S, 40 “t
% (comprise) ” M “fU 5 (comprises)”) « “HAT (having) ™ (DA M AT Rk HE 2, 451
W “BA (have)” F1“HA (has)”)  “fufF (including)” (PA M AOAH AT AR f sk JE =X, 140
“fuff (includes)” M1“fuf (include) ™) 5k “ 4 (containing) ” (WL & A IR AZ Ak
A, PN “5 4 (contains) 7 F1“S 4 (contain) 7) & WHEAE N ek B, 7 HAHS: 5
SN AR Y Te BB T T B 2 FE AR A FR R TR AT A STt 8 T AN T A A TFIN
BT (B, H550) 25 2k 50t JeAN , AN TN A ALE Y (Ban, fil550) 7T2A
T SRAATF NS T 1

[0065]  R3E “Blan” AN N4 S “A1” Coie & A RHA) 4 R IR BaR R € ARG
SEARNTFN A ISR SR S, AR S A AR , 75 )k AR S5 AN 5Tt 151
FEATIIR T Frie Mk 5 T R AR S

[0066] QAT I, “fE--- - Z IR & B REVE BRI it ) A E N YB3 40, A xRy 2[RI
B W REEUE xHly DL I A xHTy N AR 2H -

[00671  ERAESSA BT, 5 Y S (5 sl 5 5 B Pl i - 20 5 (0 RNy, R “Be e
FEEFE L 2910 A HURIIRR I - 1A B sl S e S U RR I AN PR3 3 VN VRN
HOF TR O-FENE. S TRBCTHE .2, 2- TR ORI 2-FE I 3-FHHE L
B 4-HE R EC 3 IE AL I E R B O E TR E SRR

[0068] xRS AT U, 75 WIRTE “M " FRE4E 202 2 29 L0 A U AR I 1~ (130 43 AN
I BBl S, oA /D — B I SR O I 3 M 3 2- FROE Y - T- A 2L
TR T 2R T 3 AR T 1,3 TR k-1, 3 TR k-2, 4- TR 2
T 1A - - 4 - R - LR 4R R -2 - AL L 2- PR L TR -2 - I 3
4-FR KA1, 3- A OG- 1- 38 Bk - - b - - B - 1 - 38 - 1 - AR5
[0069]  BRAESS A UEHA , 5 MIARGE “PIE” SR Hh 20228 2910 HUR A B I 1 1135 50 A1
R B s, LA 20— =8 S IR AN L 1 - IR\ 2- Pyt 2 - 2

13
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P-1-REE - TP 2- T AL 3- T e 1,3- T L (3-FREL T - 1- Bk 4-FSE Tk
R 4-FEE T -2- P 2- L T -1- o 1 - I L 2- It (3 - Aot (4 - ot 1, 3- 7K
TP, 4 TR TR 3 R R - TR 4 - TR - 2- U 4 - TR - 2- R L1 - U
1-PEPEE J1- S EE 1 - R (1 - 23 S5 5

[0070]  BRAES AW, S MIAGE DB A" TR AR 203 2 2 105 - IR A s A HATER
FAT DTS — A sk 2 E R A A IR, Al — 2 = — N — /U
— N EUREEUR AL U R B AR 2L IR T 38 AL A 3L A PEE IR 5L IR
PSSR T I 3 IR R B RO I PR PR L IR I e A 38 IR LA

[0071]1  ERAESSA W, & WIARE “O5 5L 59 295 2 29 14l - [ 05 7 Tk B PRl B3R
Sep, HAT DU e 5 58 4 sl o 1A sl AN TR AT & o 05 B FE B AN R 3L (25 2L VB
B

[0072]  [RARSIAA U, 753 MR “Bele L™ 35 S RS G kL (C=0) «ARIE “ImmE L 15
SRS RE C=0) AR5 “RELE” 15 5 PSS 1R (C=0) RIE “RBE A 1555
AN MR IR . AL 8 SIS S 1L (C=0) « SRR 15
S EEEE T RE (C=0) .

[0073]  BRAESA W, 3 M) “GeIR” F5 5 203 2 L9 L0 I IR E S A IR B &
BATELAN RIS DRI TR AR G, TR IR SR R G i — 1k 2k
i F 2 B 3 o 22 PR SR B AR AN T 2P P b - 1 - 3 R e B 5] 4k e - 1 -
FORRIGE -4 - B WK FE 5] QN - W FE L - g AW - 4 - 3 b - 4 - 5L | DU SRR IRg 5L PO S g
Wy 2L LR e 3 L DU S g 3 DU ZUBEMy (BR T AR VIR TG AL (sulfolenyl) (EMRIMIEL | 57
MR R | e e B PREM B LR o “OuBAEEE” $R S A E S TR (C=0) »

[0074]  BRAESA U, 5 0“5 IS A 20— I IR S - 2205 51
A~ E FEAE AN PR Tl P 5 L ST P 5k | ME P ek g P 3 S | e M| e R Ik BE Lt
W B ORTFIR M L SR T (1, 2-a) PREmE B | gl B (IEERA L (IS I (2, 3-¢) MEIE 2L L g I
(3,2-c) MEiE AL ST (2, 3-b) MEmE L ek I (1,5-a) MEME 3L 1,2,3- I (1,2, 4- =
L Ompe L pEme L Sk EL 13 4-ME T REL 1,2, 5-WE TR EE (1,2, 4-BE e EE (1,2, 3-
Mg — A L gL | SRgEMA L (1,3, 4-E AL (1,2,5-E TR 1,2, 4-BE MR IL (1,2, 3-
W P L IR R L S 3R DU SRR 3 AT TR L L SR ORI R LR Ry 3 L SRy
FL DO S BEy BE IR IEIy L ORI Sy ok R ek IR R S RRL | S b (AR L Ll
M L kg L e L IR L PSR L 1,2, 3- =Rk 1,2,4- =R EL 1,3, 5- =R I,
oA IR | R L RO AR LSRR G R fr 2y B S TR
C=0),

[0075]  /F—BESTNEI A SR A AT B e BRI, B A 36 S e B Ak A IS L o
BB  ATUAEAT H— Nk A 2 R i B FR 1 — A 2N, Birik 251~
i ol SN 1, BT S 0 o AE — 2B S IR, ASCRT iR B, Bl dnbe 2 45
S VHREL EABEEE DT B AR RS B IS AL BRI DRGSO SR L IR
S, 3905 B ] DS BRI s R AR o R TE “BUR ™ FEBUREE RS A ] 3 T
B, Fr il AR I a2k« AW i3k (BIANC, i3 I IS5 55 o R RN 4=
FA IR EA BA BRI A .

14
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[0076]  “LRIN™ o3 (- FAA F ik BN, “4RANC, -C 7 o3 B —ZEn i H iR )5 1, o
TR TS H A QBRI AR T2 R 1255 0I5 A= 25 1 oK
BRI o 033 o3 A AR AE , B ST LU B — DB AN A B,
3EC-C o TATAE HERANC -C oy L BR T S E DRGSR D — AT R
FAIRbFAT R S

(00771 SR PATATERIREL A (91, PAGEEE 07 8 R 205 50) T AU I ORI
AR AR, RIS T DAAE T A ATART [ 1A P A RS o IR T A B0 A Sy
RAAEATFE R, BIAnEESE i 3 RIS

[0078]  fE—S85jita it , AN TN AR T Tl X (D e & Dt s 2T T s
M5k,

[0079] O

[oogo]  HAuFEA . (V) ML EH/KAR,

[0081] O
/_/0 O O Y

R0 (V)
[0082]  Frf, RYZ IR AR (28 Ak 43 52.C, - Cobe e U sl AR 26 20 4
%0, - C AT IR AR IR LA 45 52 C, - C M LR AR PO BR A o 5k IR
ke R HUR I TR R AR B O 2R B AR 295 R 0 i
FIRIC, - C etk ; H ELEC AV (ON) S (CONH,) 5 PAFIASX, (D) it &4
[0083]  fE—sesjaiirh, X (D) L A ik 29T AE—Le S, 58 (D ik &2
75 27T -HOL o AE— e S, 58 (1) I A2 hiE 2 T Naith -
[0084]  {E—RosiEfflh , RYE S AE ST, R & Btk 5 —He Sl Fhr R F I
(-COH) FESTHEMHIN ,RYE L ek (-COCH,) o 7E—BE5Zaffl P, 28, (V) ffb Ak B R ik«

15



CN 114787129 B W OB P 10/27 71

[0085]

0 —

H,C .
[0086] Y —RLU I, YIE G o £F—Le S ha Iy, VR Wl o A — L St frh  RU2 A, JF
LY SR el o 78— 2L St faih , RUZHEBEIE , H FLY JE R ol 75— 2 9t fpirh , R
WL, FLY S sk Wi - 75— L8 S0 BIp  RYZ S, I ALY 2 iz
[0087]  fr—Eesfiailrh , RYEHIESE, I ELY Sl e o £ — e s pilrh , R e, OF
FLY R sk B 7 — e S rh, ROZBUR IR BE I, ELY IR ol o 5 — 2 5 3l
o RUE AR IOERGEBESE , - LY RIS sk e o 2 —2e 90l RUE RT3 3L, oF B
YRR BN o 7F — e S B RYZ AR TS S AR, I FLY S ek Bl o 75— L2 5t )
Hr ROZIURAOZSEREE LY SE R ek B - 7 — L2t fiil , RUZRIUR 2R H3E , 7F HL
YRR BN 7 — e S B ROZ IR A4S A3, I FLY S ek Bl o 75— L2 5 fta )
H RUZ AR A5 33, H FLY S IR iz o 5 — 250 Bk, RUE A 44 110C, -Cy
BEMESE, H LY & ek«
[0088]  fr—uusiEpirh, =X (V) b adode H Mk

&
[0089] ~
WEAYAY A
H,C
o B
0 H"'Q“Cb—y‘—xu,
Y—o
[0090] ;

[0091]  RiE “JKfi# (hydrolysis) ” s ARG a0 “/K## (hydrolyze) ” Bt “IK i
(hydrolyzing) ” HEiXAER N , Hor 7Kg s i, I ELm & A RSk (-OH) BEPH Al b Js vy

16
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IRy o G ek e (1 7K i T DL B R (- COOH) o fF — B8 St bl , 7K A K AL A 77 1
FEAE R AT o FT LA S5 7Kk T 2K AR S 7 (R R i 0 i - s AN PR, B an S &
B SNBSS O TR BT B S T R A T — b O s SR TR s ANPY SR
(THF) o £ 2855I b, KR K ANEE I AEAE N PAT o £E— 28551 rh , B2 HHEE. (MeOH)
CHF (EtOH) RS (PrOH) SR (TPA) Bk FATRMTR S o S5 b, KA /KA O RE
HIFEAE AT

[0092]  fr—2esfiEfir, KA — D AR BRI IA AT NPT o A — S i rh TR B 5 2
2 (HC1) JWil2 (H,S0,) AHER (HNO,) Z(JRER (HBr) SRR (HT) « i ER (HC10,) R
(HC10,) VA& (H,S0,) HHER (HCO,H) Ak (H,PO,) NV AHER (HNO,) SR (HF) sl HATA 7k
G AE— B SIS A AL A (NaOH) S A (KOH) W& B b (LioH) VAR b
#1 (Ba (OH) ,) sk HAEATTE S

[0093]  fE—L50jfl, RYZ A, H LY R KR o A — S8 S il YK R LI R IR -
HE e RS A SR OB EE , 7 EL v ) 5 LR B 1 S8 — ki, DU I
FERE AE— RS ROV BERE LEARIR 0 SR S5 R /K it o AE— 2852t tiry , RYRIY RN K
fift o

[0094]  AE—2Eshm i, 2 (V) L S 290. 1 £ 2) Imo 1 /L GAF) ~£J0. 24250, 8mol /L
(75D < EkZJ0. 35290 5mol /L GAF) A7AE T /KM N o 7E—Eesizjfiieh , 20 (V) Btk &4
PLZ30.1.290.2.2J0.3.2J0.4.2J0.5.270.6.2J0.7.£J0.8.£J0.95k ZJ1mo1 /L G {74 T
IKAR SN FR o A — 285 5, 28 (V) I A IR K IR AR BR VR S5 NPT o A28 S v
IKIBAEZIAZE 26,5204 . 28206 . 2. 294 . 5 296 294 TE£95. T Bk 2152 25 . 51 pH M A T-
LE—SE ST, K AR S AEpHZ4 . 5. 204 .6 294 T 2494 .8 . 294 . 9. 295 . 495 . 1. 495 .2 . %
5.3.295.4.2]5.5.2]5.6.2J5.7.275.8.2J5.9.2J6.2J6.1.2J6.2.2J6.3.2J6.45216.5 |
AT,

[0095]  fE—EBSa i, AN AR T TS RYE AR R V) e i s
A2, 30 (V) B Sl R AR B, 28 (V) e Sk it A T 2%

Q
W

B es e
0

o0
RR

[0096]

(V)
[0097) e, R4 FEIE IR A BUR AR 55 K€, -C et R AR 9427
S543 3, ~Cyli 3t JUREATRARATZEAL 5155 €, - C I R SR HIFRE 3 I R ok
RIS 4 SRR IIAFF BSR4 3£ 844050 T 0C, ~C bt
3 ELFCR R (ON) s (CONH,) s AT (V) RO A . S8 SEiafAlnts, 2% (1) o
IR (-COOR") MK ARVAE O (-OR) . £ —BeSht i, 2% ) O AR 24
(00981 5%, (1) Hafl ARV AVASERE T3 00 HOfL 5 152 SR S Sl R
o, 3 LSS A S ST HuIeh R AL A, I ELY SRS 22— B9 Tb 1, R
FEIE I LY R AE S SO, R L, 3 ELV A

17
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[0099]  FE—BesfE i, 5 (IV) B SRR SR KRR A T AEAE B AT « A SR
TR R A — 2o s, 2C (V) B SR KRR R B T, B s 7 A 2
K HEE (MeOH) « £ (EtOH) AR (PrOH) 53 PIRE (TPA) sk FATATIE 59 o £5—LL Sl
RS 7K .

[ot00]  FE—BeshE i, 5 (IV) B S ARAE BRI AEAE B EAT AR B T K
RSN ) R BRI o £E — 28 ST B, FHT /KA (TV) B9 S Pom s 2 2 A L 80 (NaOH)
ZUE AP (KOH) &5 (LiOH) VAN (Ba (OH) ) sk HATATR S0,

[0101] 25 frh, 20 (V) A EIPA2)0. 012 290 . 5mol /L (A ) «£J0.02%F 2y
0.2mol/L (&) ~£J0.03E£90. Imol /L GA ) +£J0.04%2J0.08mol/L (&) 5k £J0.05%
£30.07mol/L () FA4E T /KRB N Fh o 75— B855I, 20 (IV) AL S L 290,012
0.02.2J0.03.2J0.04.2J0.05.2J0.06.2J0.07.2J0.08.2J0.09:%£J0. Imol /L GAFI) 1£4F T
TRA N o AE—2E ST B, B DARER T30 (IV) IO S 291 292, 293 294 £)5 . 2)6 . 2]
7. 2)8. Z)9uk 21 0B /K i N IKR SN H o £F — 8 St kDA 290 . 122 29 1mo 1 /L (7%
7 V210,27 290, 8mol /L GAF) +£10.3%E£0.6mol/L GAF) «5£0.45 £)0. 5mol /L GEF)
IR AR SN o

[0102]  fr—BusfEfflrh , AL BHIR R T -0l a5 =X (V) e & 5 i L B i
AR B (D &Y 50 (LD I G IRV,

()

N

[0103]

B
R'0” 'oR” (K 1D ,
[0104]  Hrh RURIR®Shr il S - 2Rk 43 32.C - C e Ll R s , I HLHLrhR IR AT A
SEARFIE AN FI G, SR FIR®— eI i U R
X

[0105] O /—/OY

0
R’ (L IIL) o

[0106]  Hrp RUEGA R AR 5y % C, - C ek A a4y 32C - C M A 4 o -
CRdk IR A AR 55 5 U REOR RO 2850 R EOR IR
AR5 B s B 2RI IC, - Cole s XS I 2 s U IR s I L i A kit
W ARAF (V) i &4«

[0107]  AE—SE5fhilvp, 3 (1T) (AL S PIIR FIR S S AE— eI, 2 (1)
[OPE A POIOR FIR™ e A T sk 5y 3 C, -C ek o AE— BB S, 3 (1) b A R
R T BB

[ot08]  fF—Lesjafhih, 7 (1D MLk B Rk

18
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N N
[0109]
B\
o’ o
B B
VA

AN 3
HO  OH H;C-0O O-CH; HyC CH;

01101 3% (TTD) KL AR RIY bSO (TV) Bk i X« fE— 28 5l , 74
(TTT) A SR XE 5 ARIIBE BN 11 8 2 B T o FH TP AR SR 1 B 25 B AL R 8- 48
NLivsE A ,Org Lett 7(6):1149-1151(2005) ;E1-Ber jawiZE A ,Dyes Pigments 159:551-
556 (2018) ;Chemler®F A ,Angew Chem Int Ed 40:4544(2001) HHt—F 42  F—28 558
B X 3R, BN SR S S Bt o 77 — BB ST, X2 = 0 R R B (-0S0,CF,; th4i 5
o -OTF) FEHH o AE—2e SR rh R E A, VIR Ik Wi, H FLXE 30 Rk = 4 P AR o —
S , RO PR, VR il B e , 5 ELXO 5 22k = i PR IR o /E— 2o S il , R
FRRE VRSB , I FLXR 5 28 = g IR B« £ — e s i , R FIE, VIR, 9 H.
XoT At

01111 25, 5 (1D St 3 Mk

Br Cl
,J" Q)—e=N ,J" Q)—e=N
0 0
\fo >H)
H H
I I
0 0
\)—0 \ ()/_/
H H

ona e ) e=n

-0
H
" ] i ]
O O
\f() 74)
HyC H,C
] | ]
oL~ 0L )~
O‘f o\ —
(0] O
H;C H-C
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\f()
H,C
Br Cl
e, e
0 0
>H_) \fo
H;C H,C
b I
O, oo
0 0
0 \/Lo
H,C H;C
0
H;C lll.‘qu()
[0113] o )—C)-c=n
o
}o
H,C
" ] i I
0 0
Y0 ?—0
H H
F 0
I
0~ -t
o
-0

H H O

[o114]  fE—2esEfi, 5C (1D A (1D S Z IR SN ARSI A NPT, B
WIAFI A 6 L — L FE e (DMF)  — FEA K, (DMSO) « PU SRR (THF) ke 1F | g
(n-BuOH) . 5P (IPA) 2 (EtOH)  FEE (MeOH) . ik (DME) . — ZBkak AR AW,
fE 2, 20 (1D A (TLD) A S 2 RIS A TRV AT T o A28 505
Bir, 5 (D A= (LI S 2 TR BN PATCER 770 5 AT, 9140, 12 SO 52 e i B
1 G W0, Nun®: A, Synlett 11:1761-1764(2009)) o

[0115]  fE—2esfir, 50 (1D A1k (11D P S W2 IR RN AR AAAE B 3T, pirads
iRk £ B R B (K, CO,) « LR (CH,CO,K) EBEER A (K,PO,) AU T FZ 4 (KOtBu) Ak ER T
(Na,C0,) Al 8 (NaHCO,) « FFE 5 (NaOMe) AU T 2l (NaOtBu) BRI (Cs,CO,) HHIRER
(Ag,P0,) LA (Ag,0) IR EE (T1,C0,)  LREEE (TI0EL) WA ] % (t-BuNH,) & e (LB
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(KOH) 2 U054 (NaOH) S A H PR (LiOH) VAU (Ba (OH) ,) UK EE (T10H) B4 & .
[0116]  fF—sbshafii, FH T3 (T1) A1k (TTT) [k & W2 101 SON ERAREA 74 51
(Pd) JE (Cu) B¢ (Ni) Bk (Fe) JBE (Zn) 5tEE (Rh) T4 @ o AF— B8 Sk, fi v 740 21k 1
Pd . CuskNi [ & o fE— 2L S, e A 2 1 R 6B BRI - o AE— 2SI rh , 18 711
A2 RN B A A SEEIh , A S 2 E AN B A2 S 1
AR E 12,34 556 &I 1 o A AL B IDE SN 51 4 /EUS 2006/0264629F11US
2010/0184739rPJE— LA

01171 fF—2E5ga i , fi b 72 S A7 o AF — 28 S b, BB {157 2 Pd (PPh,) ,C1,
DB (50 — 4 (1D 1;Pd (PPh,) |, [0 (Z 2L 48 (0) 15 Pd (0Ac) , [ — Z R4
(IT1)1;XPhos Pd-G3[ (2- —FRC A HE-27,47 6" - =R EL-1,17 B0 [2- (27 -&3E-1,1-
2R THIIER 4R (11) ] ; SPhos-Pd-G2 [55 (2- “FRCLLE-27,67 - —HISEIE-1, 17 - K [2-
27 -%2E-1,17 -0 14 (1D 1; CATACXIUM®A Pd 63 (iR Eh [ (. (1-WIEeED) -
IE TS -2- (27 - B 1,17 -0 140 (A 5 [ (C (-4 Mk D) - T3 -2- (27 -3k -
1,17 -0 T FIRREREE (11)) 5APhos Pd G3 (363~ (4- (N,N- — FHILE0) JKE0) —RUT 3L
o [4- (CRCT 2 ) N, N- ZHIBROR - 2- (27 - 28500 1R 40 (11)) ;P (Cy,) Pd-G3 (40
G3- IRk [ (IR -2- (27 - 2PN I FRARREE (TD)) s My L& (ID —
A OB U 28) — S 4 5 5Pd (dppf) C1,[1, 17 - A (CRER) —ek] — S (1D 1.
[0118]  FE—RL S, 4 (0 AR Hr P A 71 o £ — B8 S5 Fh , A AL D2 AR (DD
[ (8B~ (AU T 569 -N,N- — FHELIRRR) B a1, [ (88~ (BT 2889 -N,N- — FHILIRR) i
O] 2  AE—EE STRE T, AR B 7 A — e ST B R, SRR (77 2ENTCL, NiBr, |
NiI,.G,DenP-Ni. (dppf)Ni (PI#3E) C1. (PCy,) NiCl,ukNi (cod) ,o JE— PR BV E
BanPA N AR . Tasker®: A, Nature 509 (7500) :299-309 (2014) ; Yang®: A, Angew Chem
Int Ed Engl 50(17) :3904-3907 (2011) ;Barder®: A,J Am Chem Soc127(13) :4685-4696
(2005) ;BedfordZ: A\_,Chem Commun (Camb) 42:6430-6432 (2009) ; VL CatalystsaE94:,
ISSN 2073-4344(2019) .

[0119]  YE—seszjafi, 28 (TT) Fnak (T1T) Atk & 2 TRIRG ST E— B AE AR OATAE R
AT o 75— BB S P, B A IR A B P AR sl U ok o 7E — BB S0 BI b |, Bl 44 S PP,
PCy,,P (SBHIZERE) ., P (i-Pr),,P(0-Pr-1) ,,n-BuP (1-Ad) ,,P (t-Bu) , (p-NMe,-Ph) , — eIk
PR (AN, iiMartin®E A, Acc Chem Res 41:1461 (2008) HfTiR) - — HhBEmC A B 41
DPPF . DPPEEDPPP, £E=RIAAAR (5140, UiKuwanoZE A ,Org Lett 7:945(2005) FRATAR) | 18
UFAA (1, @nTao®: A, J Org Chem 69:4330 (2004) HHAFAR) | ekl i (40, Taos:
A,J Org Chem 69:4330(2004) HHTIR) o £E—LESJEFIFR , BUARAME A4 SN HEE R T
TEREE i ik 45140, Pd (PPh,) , G F5H fe A AR AT (A PR 27 o £ — 28 S5, 161
2520 (V) I S 5 kA il o8 B S B AR AR L5 o

[0120] - —SESE i, SO AN EFE ] A — S S I, SO AN AR . E—2F
M9 s B S EE I an DL N W 3136 . Suzuki, J Organometallic Chem 576:147-168
(1999) ;Miyaura®: A ,Chem Rev 95:2457-2483(1995) ;ChemlerZE A ,Angew Chem Int Ed
Engl 40:4544-4568(2001) ;Franzén,Can J Chem 78:957-962(2000) ;Suzuki,Proc Jpn
Acad,Ser B.80(8) :359(2004) ; LA FPaul A ,RSC Adv 5:42193(2015) .
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(01211 fE—sesarb, = (D) A=l (1D (b S PA 21 : 10,2491 : 5. 491 : 4. 291 : 3. 41
2.291:1.291:0.75.291:0.5.291:0.25.291:0. 18291 :0. 05/ BE/REL IIN N R o £F — L6
STHEEID, 2 (TD) F1 (T BE A PPL290. 01 E 2 Imo1 /L GEF) ~£90. 055250 5mol /L (%
F) V210, 15290 4mol /L GEF) ~£J0. 15720 . 35mol /L G&AF) ~5£0. 2520 3mol /L GA
D RN

[0122]  fE—2 55 rh , A DA T30 (T 2t (T1D) e 54290, 001 £ 291, %)
0.002%2J0.5.2J0.003%2J0.1.2J0.00452J0.075.2J0.00542)0.05.2J0.006 £ %]
0.025.2J0.007%2J0.01.55270.008 % 20 . 009F2 /R 4 IS N o £F —BE 55, i
FIPIAER T2 (1) 5=t (T1D) (b 5 0290.001.250. 002, 250003 . 2450 . 004 . 2J0. 005 . 2]
0.006.2J0.007.270.008.2J0.009.2J0.01.2J0.02.2J0.03.270.04.2]0.05.2]0.06.%]
0.07.£J0.08.2J0.09.£J0.1.£J0.2.2J0.3.2J0.5.£J0.6.20.7.2J0.8.£J0. 9uk £J1 A/
=0 [INFIVASER

[0123]  fE—2esE i, B UAADN 50 (1) sz (T1D) I 5290 12 2)10. 290 5 2 2
8 Y126 B Z) 25 ZJABE IR Y B NN FH o 7E— B8 S A, i DAAEDS 120 (TT) 5
(I1D) 210 . 1.490. 5. 491 491 . 5. 412,492 5. 493 4)3 . 5. 44 . 44 .5 . 415 . 4)5 . 5. 4]
6.2J6.5 29T 2)7.5.2)8.2]8.5.2]9. 279 . 5 ik ZJ 1 0FE /R B I N HH

[0124]  AE—BesTfE il AN TFN ARt T T &0 (D e & TiE 2 7T T el 2L
ik,

[0125]

(D
[o126]  H AR T, 0 (O e 54

[0127]

B\
R'0” orR” (1D,

[0128] v, RUNIR Sy M by sk BTk 43 52C, - C e, BETR IR AT B AR s A

()5 BRR IR — T B S , 55X (T1D) Ao &P B
X

[01291 0O /_/OY

\2—()
R’ (I
(01301 Horh, R*ZEHURE AR LA 5 43 37 C, - C ek U B AR IR O 2R R sk 4352 C -
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Colfirdik  UREOR IR ZR Y Bl 73 52C, - CoRFE I EORIB OB GEEE  BUREOR IURI TY
FEIAREAR BRI BUREOR R 2807 3 B B 8 20 UG - Chedi s O XOE I 3R
Bl =9 FRTRRI ; I ELEL PP Y (ON) Bl (CONH,) 5 ARG (TV) L 54,

*
W,
e eses

(0]
\)—0
R’ (Iv) ,

(01321 HrpR M b S0 S s I BAEBRIOAEAE T 8 (V) ik &bk e, AR il L 2
ITRURE R R XY, AR A RERNAS AR AEA SO 2B R o A7 — 2o rh R
BE, 0, I BY 2.

[0133]  FHF-fl e dnASc St Birb pirid it 2 27T [ (D THm s 7 Won T EIorh.
[0134] BB firh , AN TFN B RO 7 -l (0D I S5,

()

N

[0131]

[0135]

1:?'\
R'0” "OR’ (1) »
[0136] v, RUNIR T M by sk BTk 43 52C, - C ik, BE TR IR AT B AR s A
[y SR IR — 2T AR Tk 7

(>

N
[0137] @k

Br

[0138]  fEERAEMLFIAFAE B, (105 -RIOBOR? - (b AP 7, HE R RIR 41 b SO =
(D) A B SR o AE— BB S R o PR R A T o £ — LR ST b, A A7) 0 5P
(tBu) o FE—EESEBI, L 2P - 162 ([P (tBu) ,]Pd (2535 C1) \Pd-168 ([P (tBu) .14
IR \EPd-216 ({Pd (u-1) [P (t-Bu) 1} ,) o« fE—LS BT, SOSIAEZ)15°C R £)35°C . £J18°C
F£)32°C.£920°CEZJ30°C 422 CE2Y28°C i 2Y24 CE )26 'C F AT - FE—LE S I,
Il e AR 20 (T B S 5 A =00 NI T 4 55 iR i 5 ik, 1, an
WO 2006/066978H1 Ik i1y, 7T ZI S5 N (BN, 45 -78°C ) AT T IEAHEEIN , A5 Ak
KD TR TSI TR

(01391 fE—LBsjtafiilrh, AT N AR AL T S o A — L STAFI R, AT R (3T
AU AT & HE 2T AR BEI BT AU & W m] U R b A Hh vk 2T i) 25 07
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o
[0140]  fF 255 AN N SR 1 AID itk &4,
X
[0141] O /—/0 . . d
%0
R’ (11D

(01421 H AR’ EIUREAIU R LAY % C, -C btk IR BR BRI 2 553 52C -,
J Ak IRREOR BRI 2 L5l 73 3 C - Co gt IR ORI I B e 5 IR IR Ty
FEIAREAR IR ZR A BUREOR R 07 3 B B B 20 UG - Chedi s O XOE I 3R
S PR s L YR sl Wi o R XRIY AR AR SOk — DA R

[o143]  fE—seafiafirh, 50 (ITD RO Sk B ik
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¥ || I
o o
)
r

-0 }L(_
H H
[0145] , o
|
o
-0
H
0
5 O
I (”) !l;L—Q\E;f i)
0 0O
\fo \f()

H H

[o146]  fE—seafiafirhr, 50 (TTD) RO S W AESEBRI /742 T, (DL T

X

[0148]  5jR°CO,CH,Br [ A T2, HerpX YRR 0 FSOu T30 (TTT) [ fb P S 7
—EES B, SRbEE A .
[0149]  fE—Le5iafirh , AN TF N B AL 7L W) itk 54,

N
[0150] O
0 O O 4

R0 (V)

(01511 HrhRYZA R B AR LA 5k 43 37.C, - C e AL B Bl AR R i 2 A ke 4y
3CC, - CAMEAE  BUR BRI 2R Bk 43 3. C, - Co i3 R B AR B O PRSI L L B
B AU D5 383 BV AR B AP S BB AR U A 2 5 BE P Bl 2 2 it
FIIC, - Cel e s I LR HR Y2 i (ON) skl (CONH)

[0152]  R'FIVAEASC HpE— 2 H R o A —BE S b, RS o AF —BE St i, R U
SRR R A 5l 57 3 C, - C e ek B REAR BRI R A 5k 43 % C | - C M L AR AR Y
RIVER 577 3 C, - C e B  BAR A AR ERGE AL Bl AR AR o B L UGk
AR ARSI R AR A5 B 5l fu 2 i -1 C - C e e Bt

[0153]  {E—b5jfilh , RYZ AR IO LAk 43 3 C, - Cobedit R IR 2R Rk 435 C -

D

1

26



CN 114787129 B W OB P 21/27 Bi

Cli et AR 5l 53 52 C, - Co bR e EE AR BRGE BESE AR R 07 B AR
FRIZREAIREE ORI 2R D5 3 Bt 2 28 11 C, - Cbe etk

(01541 fF—3e5 it flrh , RUZ AR A 55y 32 C, -C bk A BRI 2 A sl 4y % C -
C AL AR A 73 52C, - C R B 5 2 T HUC, - C et

(01551 /F—25 it R L ikt

[0156] AL fiirh, =X (V) L 5 B ik

&?’ O

/:\ /N “ ?
_}(]ﬂ-\.\_f;‘, \\._,;;—(—NH:

[0157]

—0
HsC

[0158] - —sEsfE il , AN TFN AR 720 (D k&, BE 2T 2 )
A SCHTIR IR 22 S 00 AT DA T B G s e ks 2 T M 257 o

[0159]  {E—LEsj il AN TN AR 720 (D e &9 [l 27T -HCL T AT 2 g T
Yy, FrR AR AT £ S i o T AE7.6.11.5.15.4.21 . 1FN23 . 285 (4 i S 12040 B AT HRIF
WEE PR X B 2883 AR AT 5 (XRPD) & o FE—SE 5 (31l i, AT 22 it — 2D [ OR T 768.649.0,
17.7.18.3.19.5f122 . SEFALIMIE o< A 2 i U o B IEE XRPD G 1 i o~ T 2Hp

[0160] - —SEshE i, AN TFN A SR AL T T & ik 27T -HCL AT 22 L )
Tk, HAHE : (@) ARRASC TR 75 AR L 2277 5 (b) L2 T pH g = 292 5 294
FpH, AARAS 22 7T k5 H H. (o) B 2T sh B T H i DRI HIEZ THIARL %
) o A — B S (5 FASC AT O FR VA B8 pH o E — 251 5, 56 FHHC T %2 pH
[0161]  fE—LBsj il AN TN AR 720 (D e &9 [l 27T -HCL T BI 2 i 7Y
Yy, Horp BT B £ S R S s T AE12.6419.5.19.8.24. 65129 . 5EF [ S 1112040 B A HFIE
WEE PR X B 283 AR AT S I o 7 — S S a5 v, BAY 2 i Uit — 20 B R T#E8.4.12.0.17 .4,
21.1.23.2.31.0FM32. 1 FZAL I . ST BHY 2 S U s (B PEXRPD Y% s T3 b

[0162]  fr—SEshE i, AN TFN A SR BE T T & ik 27T -HC1BI 22 L U
5k, HAUHE : (@) ARRASCT IR 75 AR L 2277 5 (b) L2 T pH g = 292 5 294
HpH, AZRAFHRE 2T 3 H H. (o) B iR 2T B F T8 Ol CR O FE VUSRI 1 -
TEEMRSI A gk TR TT A AR T R R, ORI L 2T IR BAY £ L U o AF — 2851
WA TSR iR [R5 pH o 41— 28 S8 {5I b, {f FIHC 132 pH..
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[0163]  ZF e flrh , AN N ASRIE T 30 (D 19 &9 (L 2T -HC1 ] O CL 22 i AR
Yy, HrR AR O 22 i M i o T AE7.9.15.6.20.0.23. 681127 . 8FF 1 5 4 #2040 HAT SHIF
IEE PRI X S 20y AR AT B o AE— SR S, O 22 i Bt — 2D iR T/E12.1.16.4.17 .40
28 FTALIE O T-CALZ i B s fFIPEXRPD G il s T4

[0164]  fE—eshEfirh , AN N AASR L T T k27T -HC1 i CHL 22 S U
Frids, FoAHE R ASC TR 77 AR i 27T 5 (b) 3L 22 7T [ pHHE 2 202 5 29411
pH, DURIFHIEZ T 2k 91 H (o) B iR 2T BT T 2 — s rh, LIRS HIE ST IOC AL £ 4,
I AE— LT EI (58 AT AR A HE pH o £ — L5 5] b, £ FIHC 1 4&pH .

[0165]  fE—deshEfirh , AN AR 720 (D itk S LR 2T THODEL % S )
FEA T IRDI £ B ) o T /6854162, 18. 6123 . 1 EF [ 4 1112040 FL AT R FIE o X S 28
3 ARAT S o A — 28 ST 1 DI 22 i Rt — 2D B R T 122,12 81114 1 AR . 5
FDI & S I 7 I XRPD Y3 bt s T A5

[0166]  FE—BLsjfilrh , AN AR T Tl es ik 27 TD I 2 i i 75 ik
FAUFE: (@) ARIEASCHTIAR R T R R 2T s 9 F H. () K h ik 2T (1 pHiA B %5 45 5 26
(FIpH, AZRAF L 22 TIODI 22 S R  AE— RSt arh il FHASSCRIT i RO R Ui 48 pH o 1 — 28
SR, {5 FHCL R VIR AR AR« SRR - — Sl G W FHORTAIR TR wl AT
IR SRR B pH

[0167]  fE—deshEfirh , AN AR 720 (D itk S LR 2T TOERL 2 )
HA AT IRER 2 Y 57 T 468,612,814 2,17 . 98124 . OFE I S S #2040 FATRFIEIEE 1)
XIS ARAT SHA] o A — 25 ERY 22 S it —2D B 7R T 4£10.6.15.3.16.3.19. 371
22 . OFZAb I O TEAL 2 5 B s (B PEXRPD G il il s T 6 b

[0168]  FE—esjfilrh , AN AR T Tl es ik 2T TIER 2 i Wit 5 1k
HAHE : () IRIEASSCAT R i 5 AR e g 27T 5 (b) ik 27T i3 2 25 25 26 /1 pH,,
PURAFHIE 2T L H. (o) Bl 2T by T g DRI 2T RIERL 2 S ) .

[0169]  fE—deshEfirh , AN AR 720 (D itk S LR 2T TR L 2 S )
HAPrARF R 2 S AU 7R T /F5.2.6.3.14.9.18. 0119 1EEF) S F12040 FLARFIFIE X
R ARATH I o A — 2SI PR 2 Ut — 2D R T 458.5.15.6.16.3.18. 57
22 9FTAb I O TR Z S B s fBIPEXRPD G il s T T

[0170]  FE—Besjfilrh , AN AR T Tl es ik 2T TP 2 i i 5 1k
HAHE : () IRIEASSCAT R 5 AR e g 27T 5 (b) i 27T I pH 28 2 25 25 261 pH,,
PURAFHRIE 2T ER 91 B (o) B2 T s i T N, DORAS R 2T TR 2 i 71
B

[0171]  ZF—Sesjm b , AN AAR O T 30 (D e &9 (L2 7T Nagh ] G 22 i AR
Yy, Frp FrAGI 2 3 ) R T 4E10.611.5.17 . ARN19. 7 S 2040 FLA FRIEIEX
S AT AHA o AE—2E S B, T 22 i Ut —20 R T #68.9410.0.14. THI116. 2
ARFIEE o S T-GI 22 S UM P 7 B PR XRPD Y G it s T8

[0172]  FE—SE50hEHIH AN TF N AR T T8 dh i 2 7T Nadh G2 20 5 T T
Frids, FAHE : () AREASSCRT iR 7 AR AR 27T 5 9F L (b) Kk 22 7T I pH 2 2 299
F 291210 pH, DRI HI L 2T I0GHY 20 W Ry o AE— BB Sl (A, A A SRR (AR 22 pH o
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FE S BIR , flf T S SA EAR HE

[0173]  ASCS| HIATE 2% Sk, (FE % R L R B 1E G8 SC Bk 555 DL 5| H
IS5 SCR A eI AR S THITE R N, AR L RA S TR 2RI NS .

[0174] =245

[0175]  SEfi1. 37- RT3 -4 - @- I LHKD) -47- gke-1-59) -[1,17:37 ,17- =
K] -4- IR (A TT 10 & ik -— P KR

[0176]  A.ZfR2- ((37- (RUT HY) -4-755E-47 - (g de-1-50) - [1,17:37, 17 - =K] -4 -
) HA) ORIV (@) T &

[0177]  [A]100g (0.3mol) K (3- GRUT L) -4- (ER& K -1-38) JR30) AR [T 1] vp, SN HZK
(1450mL) #185g (0. 21mol) I LR2- (47 -FAL-3-Ml-[1, 17 - K] -4-50) 1) LA TR [
ITI] o IINBMBRERE (300mL) o K SN ATJFTAE40°C MAERL M FE3053 Bl £E &L M IILNO. 871
Pd-100 (EUE AR (Z2RFLEE) (0.0013mol) , I HEKF S N AT UM A2 85-90°C HAE [ b i
PE6/INI ol 1 MK (625mL) K28 1k I o i 5 AH 53 T o BEH A MU o AE LS Hh 2= B FOR
PURTFIIRER 10 -

[0178]  KfFptEFTPekt (3000mL) H, - HAEIE A Rk L/ NN IFR2 e R Bt
— AR NI LINS, O L A 2 =0 R TTE Y, PR Bl g2 - ((37- (BT
) -4-F{ 47 - M kE-1-30) - [1,17:37, 17 -=FR] -4 - 30 13 AREEE IV a) 1,8
Hit— 8T T AR (150m1) /1, FF HAE R N Inghe. 5/ Bl fe v 50 22 =50 S R e
P, DA 3150 0gfE N A O R CIR2- ((37- GRUT ) -4-153E-47 - (k& ke-1-35) - [1,
17:37,17-ZI0K] -47 -5 5830 ORIV (@) ], FAAHPLCALE99.8% 5 249 % sm/z
483.26.,

[TV () ]

[0180]  B. a1V (a) k3™ - (BT 20 -47 - Q-FHHELHID -47 - (ehehi-1-35) -[1,17:
37,17 - =IR] -4-FRTR [Hh 72 7T 5 5T

[0181]  []50g (0.104mol) [ LIR2- ((37 - (BT 3) -4- 75 Ak -47 - (g de-1-35) - [1,17:
37,17 - =IOK] -47 - 50 AR CHERR [5NIV (@) THR, IINEM NaOHA 7% (100mL) A1 R
(200mL) o K5 SR AR 1L B 43R 15/ NI o BSOS BT A1 22 40°C |, FFIIAIK (400mL) o5
HC1 32% (50mL) RN ZEpH 5.5.38H AGITIEY, AT EHHMHIS™ - (BT 5D -47- 2%
LI 47 - (M E-1-50) - [1,17:37,17 - =I5 -4- 18R, K &% T CRE (40m1) FI
K (40m1) Fh RSP 40 CHE /N HBEH, AFR 539 5437 - (U T 5D -47 - (2-3%%
R AL 47 - (R EE-1-3) - (1,17 037,17 - =K ] -4- 3 [Hh7E 27T 5011, FLfFHPLC
2li[599.9% 5 PR T74% ;m/z 460.24.
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&
W,
0

0
Ho/_/ Q Q o BN
[0183]  5iiffj2. 3”- GRUTHL) -47- Q- BRI LHID -47 - (feke-1-50) -[1,17:37,17 - =
K] -4- R (A2 TT 110 & k- PP K fig
[0184] A ARHEILAIL . ABIE NIV (@) L G
[0185]  B.37- (U] 3D -47- Q- FILHIL) -47 - g kE-1-39) -[1,17:37,17 - =K ] -
4-Fi5 [V () T &5
[0186]  52.0g (0.004mol) I LR2- ((37 - GRUT D) -4-F5(5k-47 - (Emgde-1-30) - [1,17:
37,17 -=IoR] -4 - 50 S0 CELRR [V (a) ] B0F T B (60ml) Hi. JIA2.9g (0.021mol)
(BRSNS A BT AE25°C N2 . 57N, e A IE0 38 PR /NS RS PR 8 o RV TR 4
F20mL, B AN R =0 B L5 - 18N, IS8 B e itie B IEH  LERS K B e 5
KA B 4l AE90. 75 % 5 17297 . 2% (fE T H LR 1) K #E B (30mL) HifE Rl b
BEFEL5-18/NH SR R HI 2210~ 15°C ARSI FE LIS B R AR O D TTE Y [V (2) JHEH,
DIAREIR A 2 Bk e AR, BAA 297, 9% 5 77396 % ;m/z 441.26.

[0182]

[0187]

=N

HO [:T:t: Vv (a) ]
[0188]  C.HZV () & k3" - (BT HL) -47- @-RECHID -47- (Mke-1-30) -[1,17:
37,17 - ZIHOR] -4- B (29T 5 501
[0189]  }511.0g(0.025mol) [3” - (BT 3L) -4 - Q-FILLAED) -47 - (g he-1-55) - [1,
17:37,17 - =HEK] -4- &7 10. 5M NaOH: EtOHYAVR (25:50mL) H1 o &I IRAE IFA I [l
18-22/NI, I HLLAY BGR TR (A o B SN A Jor v 1 28 2500, VK (82mL) #ke, JTTHCT 32%
FRIE Epl=4.7, I HAF A2/ NN B RO T Y, FH O - 7K 1120 : 80T A Wk
BT HATA5°C MRS N T8, LR EIES Ak R IOE 2T 001, B 2AEE99.5% ;
m/z 460.24,

Q
[0190] Q "
A aWal
w e
[0191]  SEfI3. ZFR2- (47 -FFE-3-fl- [1, 17 -] -4-50) 1A LR [GUITT () 1yl

&=
[0192]  []180g (0.56mol) [{]4” -F3E-37 - Al -IHER -4 - i b, DN — FH3E FRE /i (900mL) 1]
247g (1.8mol) IR o JF S N AT BiAE25°C M 1 #3043 Bl IIAN117g (0. Tmol) 1 LR 2-{R
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CEEM, T+ LR SN T U EE 60 -65°C HLEFE6/ N o aii izt DK (1800mL) K28 1 SN o
SRS 5% HIZ25°C o JEHDTIER) , AFS 21213 . 5gfy [T TT (a) J590.6 % 5 HPLCAL
97 00 o

[0193] o 0 =

)Lo/_/ [ (a) ]
[0194] 504514, (3- (BT AL -4- (kg h-1-55) ZR5D) Hlie (U1 (a) 1128
[0195] R0 N, K540, 0g (0. 14mol) 191 - (4-7R-2-80 T &) KEL) Mg k.34 . 8¢
(0.355mo1) I JC/K R4 .0. 158 (2.8 X 10 'mol) [JPd-168.400mL £, [ (EtOH) F1120mL, —
BER A AE— AEB B F— R PEDIN25 . 5g (0.282mo1) FOPUEIENIGE - 7E5 53 Bh T , Kl T
%35-45C PR WIAEA0C R P4 -5/ N R A G/ I (0 B 1T T ol AE AR T-25
"CIIREE R IR IN500mL 7K 2% 11 SR o B SR T A (e 20 - 25°C N 4hk2 - 37N o B i A 1Y
HH500mL7K P, AT 2131 . 51 (3- GRUT D) -4- (g he - 1- 50 K0 MR [3011 (a) ] 54
JE98.3%

Ho” om [ 1T Ca) ]
[01971 5455 . JH T s CFR2- (37 - (T 3E) -4-F(FE-4" - (gke-1-38) -[1,17:3°,
17 - ZOR] -4 -850 1) L3RR RV (a) TH9EARTS 74
[0198]  [5]247g (0.015mol) [1J (3~ GRUT 55) -4~ (K -1-38) ZR35) iR, NN —HE 2
FEJti (1000mL) #1100g (0. 25mol) L ER2- (47 - FAE-3-fl- [1,1 K] -4- 30 S50 L3¢
B o DINT . SMBERR =81 (500mL) o K S N AT T AE %0 M FEL5 0 B fE &L P I . 66¢
(0.0074mol) 1 LR, I HRH SN A BTE25°C R Bt F3/ NI o i I IK (500mL) 2K 2% 11
R o BEHTTTERD o
(01991 RE[l A A7 1Bkt (2500mL) H, - HLAE IR B P LN ISR H 4 Bt —
AR N A LN, H FLRETA 0 2 = SR Ty, MBI L FR2- (37 - GRUT3E) -
AL 47 - (Mg b -1-30) - [1,17:37, 17 - =IO ] -47 - 30) S50 CILg  f Ht— P 87
T (150mL) H, FF ELAE IR NIRRR2 . 5/, i 8 H 2 =0 SR HH D TE s, DA 2150, 0g
B ERRIN LR (37 (BUTHD) -4-TfHE-47- (IR de-1-25) - [1,17:37, 17 - =k
IK]-47 -3 I LR, AAHPLCAEE99.6 % 5 773254 % ;m/z 483 .26,

[0200]

IV () ]

[0201]  5i2fl6 . L2V THCL Eh il &
[0202]  ZFEtOH: 20 %NaOH/K IR (50mL: 25mL) [TR-S W k2 ((37 - GRUT L) -4-4
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He-a7 - (gL -1-50) -[1,17:37, 17 -=IOR] -47 - 3) 538) LHEMG (11g) £ A Rl 18
NI o B S SETR A BN 2 =0, I FLTIHCT 32% FR1b ZpH 2 BHE A WIE =i P HikE2 /N
I R, I HoBHEE G FTE €O H,020: 80 (100mL) eidk o 72 T THC 2R 4F40-45°C NAEFLZS T
BT, DS R 0gfiithiE 2 THCL o Fir A3 B RS UXRPD o T L

[0203] 547 7L 2 THCT -BAL 20 i ) il 25

[0204] A RFSABI6 FARATHI 150me R 1L 22T THCT $h 87 T (Bml) Hh, I HLAE =l DA
300rpmiiRiz 3K K I T HAER S A N T8 4nisid XRPDAFAE 1, BT 2 o it 21 2 B
T2 ) BIY 25 R XRPD & s T I3 Hp

[0205]  B.Kf5A5I6 HHARAGI 150me (M 74 27 T THC1 #h k7Y T CFR O (5ml) Hi, I HLAE =i
NEA300rpmdli% 3K o REr M IO HAEBRGEEEA N 4R i XRPDAFAE I, FIT 21 o
RUEBIN 2 T

[0206] .5 5516 HHARAF 150me (R 74 27 T THC T #h kI T DU Sk (5mL) Hi, I HLAE ==
NEA300rpmdlRi% 3K o REp M I I HAEBRGEEEA N 4R i XRPDAFAE I, FIr 21 o
RUEBIN 2 T

[0207] DK 5PI6 HHARAFI 150me (17227 T THCT #h ki - 1- Tl (5ml) W, I HAE =
PA300rpmfiiz 3K o Ri Wi o HAEPRGEE A N 4 . i i XRPDWIE R , e 21 fro it 21
JEBILZ )

[0208]  sEfsils. fhyk 2 VTHCL -BAY £ W UM B Rl 5%

[0209] K56 rh A1 . Sl 2 TTHCIEh7EIRIAL 1 V472 T MeOH (33mL) Hh o 1 i B Fis i
ARIE H TR IR o R TRAE S0 R P B R R 3K

[0210]  KeWyii& HiJF H I MeOH (3mL) Peifk o (i MOAE BRI N T4 - Qi i XRPDAF AE
(1, A 201 b 2 B 2 U)o

(02111 5459 . i iL 2 THCT - AR 2 L R ) i) 25

[0212] B 5l6 h3RAF10150mg i 2 VT HC R B % T A (5mL) vy, I HAE =i LA
300rpmiiRiz 3K K PG I HAEIRG S T Anis i XRPDAFE 1, PIT A 2 1 At A2 A
T2 ) AT 25 S R XRPD 4 s 2

[0213] 524510 11k 21 THCL -CRL & Uit sl %

[0214] K563k 311 150mg h 7L 2 T THCL b B % T & — 8% (5mL) 1, I HAF =15 T PA
300rpmiiRiz 3K K I T HAERR S A B T8 4nisid XRPDAFAE 11, BT 2 g it RS2 C
205 00 . Y 20 5 U (R XRPD i s T4

[0215] 511 . fhik 2T DAY i U i) ) 25

[0216]  {FEtOH: 20 % NaOH/KIA AL (22mL: 1 1mL) (ARG I O R2- (37 - (BUT ) -4~
-7 - (g he-1-55) -[1,17:37,17 - =K1 -4 - 50) 15D CAERR (5e) 7E IR R Iali18/
I o K5 SN TR B J 2 2500, HE HLHHCL 32% FRIE & pH 5.5 KRS WI{E =il M HERE2/h
N e, I BRI TELOH: H20 20:80 (45mL) Paidk . M7k 27T 4540-45°C NAF 2SR T
12-48/NK (18/NI) , LG54 . 6l A 27T o Anid i XRPDAAE 1Y, P 21 0t AL DAY 2
U . DL 2 S A I XRPD i /s T 5

(02171 512, fhik 2T -EALZ i IO ) 25

[0218]  RESBIL 1HZR G 150me 17427 7T &k 7% T MeOH (5mL) H, 7 HA =0 1 A300rpmifk

I
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2R T I ELE RIS T 2-6K (3K) - ANl id XRPDHAE 1, A/ 2 i 7
SEER 2 i )  EA 22 o U XRPD & /s T 6

(02191 5pI13. i 2T -FAL 2 W Uiy il o

[0220] RS FRERAFIL . Sg A B TTAE A i T TPA (24nL) o il it JE JEIEARIE
HH TR AR KRR 25 i P i B AR R 3R K P8 I LIPS TPA (1. Bl Be e« (74
FEIRGEZEAT N TR2-62K (3K) « Uit XRPDFAE I , T 2 1 i BUE A 2 ) T PR 25
ZUIXRPD I s T T

(02211 514, {Rik 27T -G 2 R il 25

[0222]  CREARIE SNSRI 4 . 59gHI LS T ARG T MeOH: H,0 1:1 (400mL) Hvo AR pH
PRAZTRDINO . IN NaOH, B ZEpH 11.5. KRS =R N 3058, 7 BB ITER) -
FZK (20mL) Pt Bk 2/ VT £40-45°C M AEE A P THR12-48/NN (18/NK) L, VA
T34 3Ry 2 VT 8Nk o i XRPDAAE I , T 2 1 AL R G 2 U o G2 25 ) TRy
[FXRPD P 7~ T8 .
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