(19) e AR X FEE RN ZIRE

4D (12) £B3E FIFR A

(10)ERIFNFS CN 111499566 A
(43)BiE A H 2020. 08. 07
(21)EiFS 202010363572.1 CO7D 405/04(2006.01)

C07D 213/57(2006.01)

C07D 213/50(2006.01)

(22)E3FH 2020.04.30

(TOERIBA B LIk S CO7D 413/04(2006.01)
Hedk 211816 VL7549 Pt TLALHT X ik 07D 401,/04(2006.01)
P30 CO7D 409,/04(2006.01)

(T2) KRN Feie 1 CO7F 7/08(2006.01)
(74)ERURIBHA 50T HERIAP U %5 007D 471/04(2006.01)
F7 (358 44k ) 11531 C07D 213/64(2006.01)
KIBA T A C07D 213/89(2006.01)

C07D 213/80(2006.01)
C07D 213/85(2006.01)
007D 239/30(2006.01)
C07D 241,/12(2006.01)
CO7D 453/04(2006.01)
C07C 67/343(2006.01)
C07C 69,/94(2006.01)

(51)Int.Cl.
C07D 213/30(2006.01)
C07D 213/65(2006.01)
C07¢ 41,/30(2006.01)
C07¢ 43/225(2006.01)
C07D 213/26(2006.01)
Co7D 213/16(2006.01)

c07D 213/55(2006.01) FURIER 200 308
(54) ZER &R

— PRI RE AT A AL S ) SR T
(57) 5%

KR AFE T —Fhut e 77 A= 40 &9 Je H
il 2% 51k o A R B R PR SR R K
PR 3 Lk A B AR S I 7 R AR A TR BB
AR R AR BNR A, Hod, Brid 2%
IRZE [ £ R A TRk ER VAR 7 R A R B
PRI BEJREE N2.5~25:1~10:3~30:1.2~12:
0.5%~5% :1%~10% , iR B 5 ¥ 77 1) JEE
IRVRAREL N0 Tmmol = 1mL s SR ) , 7E45 P S AR SR
B PTRIE S YITE62~68 CiRE N RN 11~13
INESF S USCER S B P ) R L E T AE A B ) - AR R
B 1) 2% J7 V5 i sk R R A ) T B8 2 15 SISV R

= 7 BRAAR, S B4 AR, S HL AR 0 R R AR

.

CN 111499566



CN 111499566 A W F E Kk B 1/2 i
L. — Pt e T A= &4, HAREAE T Ak - Pn b 2 g i =X+ =X (D Brs

R'1

Cl

A D)
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R 2R 38 L A- IR R I A L MRS AR I A ARG AR I A = F R L 2RO RO A AL
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—MIE T E M SR AR A

RAR G
[0001] A W& T AU 22 & AR SUR , JCH e — R e RT A AL & S il 45 05
e

EREA
[0002]  ZEL-F-mbne A1 MR SR AR ML e T A AL G V2 B 250, T AR e TR
Wi AL Y 250 DhEe A REATRC A b, A 1R B A S FHAME - PRl , 22 R SR Tl AR %
HoAB BT A AR i B SRAFIU 1) %80, B AT SC It e B Be A 77 EEAA LU = Ff
FEHE
[0003] (1) j@ i C-HEEVE AL EL M BRI B R AL, RAG A R L A e £ 5 NI 2T B
k1l (Yoshiaki Nakao,Kyalo Stephen Kanyiva,Tamejiro
Hiyama.J.Am.Chem.Soc.2008,130,2448-2449) Fr A 5%, MEnE i U5 T 5 26 2 iR
e o7 5 B A BR L , AF — 7 SUBERR 3 0, AT RS 25 A C-HEE ) 1, Sea bk i I 264k
BRI S B FE R s «

Pr

S
| ES e Ni(cod)s, P(i-Pr)s | | S
[0004] + Pr————FPr : ~ +
N/ LA, toluene N Z Pr N/ Z Bs
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[0005]  (2) Minisci B4 2 i dk 1 5 B 05 R ARIR I A 2 7 B, e 32 SRR AR ik B
R R AT K, e R A T K C-HER B Be A4k . Wi SCHik2 (Jian Jin,David W C Macmil
lan.Angew.Chem. Int.Ed.2014,53,1-6) Fir AR T ARG T AR B R S
Sl H 1R 2% 05 S BB S I B e A, BT S RS RR 0 R B s

N
~N
[0006] ¥ + N photocat, persulfate salt -
N TFA, solvents o

[0007]  (3) 4 J& {1k 19 58 SUARIE A il 45 A R 0% R 073k () F i eymr bl
(F) 75 3 F), 9 WL A3 LA iR S A AT LB R AR P 71 X 3l agk 338 1k F A 0G4 S ik 3
(Christophe Coudret,Valerie Mazenc.Tetrahedron Letters.1997,38,5293-5296) ffr 2y
FER T, A-nk e AR e - 1 AR I A8 AR s S, BAZ ) [ N R 40 R B =

o &

~ ()8 o o
+ N B cloiahile e O -
[0008] COG /A r— > @ W

[0009]  {H 2, LL_b LA SENE A7 AEAN [ RE BE A Jy PR A B4 o B e PR AN G 3 FH Ve TRl 2k
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7SO I X 5 i) AL, AT AR ME 2 28 A= 7 v

RARE

[0010] A BAMI H AL THR M — Pt e fT A=V &9 b Lt 2% 75 1%, B ARk Bk T 5%
PR IAT BRI AL S FIA AL -

[0011] A% B R IXFESLILNT , — ML RE AT A=V &), A& PRIt s a5 f Kt 5 (D
IV

R1

o S
[0012] @

2 (1)
[0013] =0 (D), BER AR R I g4 H AR B OR 26 03, 5 R 28 30 T 2 R A\ 3- 1R
B 2-GUORHE 2, 6- IR OR Ak (ZR AL R IF R B VIR AR P R OR L L4 U EOR
e AR IR A-FUIEOR R A- ORI A BRI A- = R L ORE RF R
FLIRFE (3, 5- 7 F L Sl e N-HH et i e NI LR I L Wy B | = SRR RE L 2 bk
.3, A- A FE I R F IR A I I 3 A% R R e A I L  ME Ty BT AR A AR VS ST AT AE I A S A
BMATEY R REE— R
[0014] PR HUAR H) 2 A0 JE B A 2 e L 2- UL e L 2 FE L e . 2, 3-3F 2 2 nk e L 3
FR L g | 3—FR AR LN I  3— 2R LN e  3—FRUMLE e \ 3— FF IR FHY T 2 L g | 3-SR Mk g (N— A -
T 25| (ILE PO L LU D AT RE L 3— (1- R R AR G230 T -3 HH AU B FH ) ML g 1R Tk
B4 g BRI | (2- (4-H R FEIREE) —4- (ZFF L) Mg . 2-5-5- 23 -4- (- H A ER
HE) BEE 2- (4-FHAUIE R IE) MEMR (65— (4-H AR OR L) -2, 3- F R s 2 ml Jé T 4T
47 -HSEEE-1, U -BOR A-H IR W R4 - A1, 1 -POR DL J4- =5 -4 - 4 - 1
1=K R AR = —
[0015] AR EBHEE— B AT T IR RE AT A S R 46 712 O BFE L I AP IR
[0016] (1) FETEMESARGAEE T 5 B 22 30 ZR 5% 30 CBAL 2 B9 BR8N 771 S A AL 711) Bl TC A4 AR
OB AR 2NRE ), Hodr, Brid 2230 2= B 2 Ak A7) s B 7] 28 A A 771) L T
FC A2 ) BE R B 2. 5~25:1~10:3~30:1.2~12:0.5%~5% :1% ~10% , Fri® ik 5%
R BE SR AR B A0 . Immol = 1mL
[0017]  (2) FETEME AR T, K28 3R (D) 153 2R S 7E62~68 Cilf i N M. 11~13
INESS S OB S PR R E AT AE A S
[0018]  flLiktth, fE0 R (1) b, Bk 2« PR 2= 3h AL uE 2= 35 35 L 2ttt i - 4-Z= B 5 . 2
e -4-ZE R Eh 2R R g —4-ZE R 2h .2, 3-FF O R e —4-ZE R 2 L 3 P R A nE 42
£h 3-H SR g -4-ZR B Eh  3-JR BE M i —4-Z= B £ | 3-SRt nE —4-Z= B Eh L 3 R Yl it
WE-4-Z= e Eh | 3-F AR ML e -4 3h (N F -7 A k- 42 AR I Y R I AL L L YD
AIBEZEMEER 3- (1- 2R R R R IR T 5 -3 HH AU F R b 2= e 3 L 1 — Rt e 2 -4 -l g
FENRBEZ R AR 4- =G LN g -2-Z= R A L 2-5 -5 2 Hh-4-msngE =P AL oIk e R AR L2,
3- T HI MR -5 ik LW JE T R R AR R L AT R R S 2 DL S 4
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SRR AR 1 B D — R

[0019]  fRigkdh, R0 5% (1), BTk B4k 24— FE AR IR (3, 5 UK L 3— B0 T &t
2R 3-YRBIIR  2- G L 2, 6 FE SRR (A k 25 IR R R R g L LA RIDC R | 4 HR i Y T s
A SRR AR IR IOR AR UOR (4- AR IOR L 4- 2 BR G RIOR (4 = P A
FEMIOR AR FF S PR 3, 5 AL S S N R LRI A P N LA e | il
ARIEWY | = 5 R SRR 2 3, 4- AU AL 2R L A-BIK P R A I I AT P R 7 £ 1
FA O Py R 37 26 2 AR AT V& 23 AT AR DA R AR B BT AR P i 22 b —Ff

[0020]  ffRikh, 7E2D IR (1) W, BT IR BRCA AR BR B 5 BT I8 8 0551 9 = SR AR s BT iR B AL 77
SR 5

[0021]  FRRMERCAR R2- O R -2 6 -~ R AE K-, 1 B 2R e — LB O 3
ik 5

[0022] R id i 7R R o

[0023]  ffRidktth, 722008 (1) 1, Bk 22 PR 2R 25 AL 4 s BR8N 711« AT A7) Tl T A4
(R EE SR N2.5:1:3:1.2:0.5%:1% .

[0024]  fRiEHh, BT IEMES AN E S

[0025]  20164F ,McNally PR@UA 1 R s 1 — Fjod i K nth BE A0 e J Ak R 2 PR 22 3 31 1
15 7 V0 R S IR AT ML e 475 57 110 B BEA o 122 P 7 ¥k LA R4 S AT 56 4 110 IX 3 38 1 A
BN VW IE Y . k4 (Xuan Zhang, Andrew Mcnally.Angew.Chem.Int.Ed.2017,56,
9833-9836.) FT AFFHI 71, 201 74F , McNal 1y iR SR ZH SZI 17 2230 22 gk b 15 5 LR 7 45
FEAG T AR AR 05 2, RS EAR KARFE R 3i iR 1 DAAE B IR A, (L2 5 BE IR 5 o Ak P AR L
PSR /b R AESRAS , DRI T AR M 1B ) B T Tk 5o BAR I RS FE a0 R B«

+
PPhs B(OH), p-Tol
= Ni(COD),, SIPr HCI
[0026] | N orf + (COD) > N
N/ NaOt-Bu, K3PO4, THF N/
Me

[0027]  FEULBRFETF T, AR ST IRILA BRI A L, SR — Rt e AT 2E Mt 54 S
il 4 5 AR WA AR TR SR AR R AT A, ARt 5 () 95 2k e AR IR A B S L, £ Je
PR A, I A AR AN INGTURS R SR A% T T Bl o 1A S B R A S AR v 6 S
[R5 Forp i R N BT s (RN SR 2 2 L S5 A 2 o, PRI OB X2 TR 46 23 149 12 K06 (14 S
BLRE WS CEWT FUANAE P U S 3 R 4 F) B it o

[0028]  ARLE T BT HARMI BRAIAIA AL AR W HAT UL N AT 2t S8OR - AR B il 4% 5 ik BTk
PR R 5 5 45 IRV T 5 A, s L 2 AT, I ELAEAL R Bl 2D

B A

[0029] Dy VAR BHI H IR EORTT R RAR S IIE B B, LT 456 STt ], R A kB
AT HE— D VE AU B o B G B , A i 3R 1 B AR S 5 AN A DA SRR A R B A T
PR E AR

[0030] Syt f51

[0031] (1) ZEES S T, 440, 25mmol 4-MEREZEREEL 0. Immol 4-FF 48 JEMIR 0. 3mmo

6



N 111499566 A W OB P 4/8 T

~

BRER A 0. 12mmo 1 1 = SR AR < 0. 005mmo 1 BE FREE 0. 0lmmo 1 () 2- IR -2 67 -~ A
A1, U BRI E L. OnL S B, 15 2R A 5

[0032]  (2) FERVAAEE T K BR (1) A3 VR A WIAE65 °C 1Y SN BE T [ BV 1278
FEMUR B F= IS AR L e T A AL & 1 o

[0033]  Sijstiff|2

[0034] (1) EEAAHE T ,%0.25mmol 3-H A FEMBE-4-Z=REE 0. Immol 4-F 48 &t
Z£.0. 3mmo 1 B EZ 4 . 0. 12mmo 1 ) = SRR . 0. 005mmo 1 i B £ . 0. 02mmo1 — 8 FE IR 2 JL K
UOMAZL . OmL I , 15 2R A4 5

[0035]  (2) FERVAAEE T K P BR (1) w43 VR A I AE65 °C Y S M BE T [ B2 1278
FEMUR B F= ) USCAR L e AT AE AL S 42

[0036]  Sijstifl3

[0037] (1) FER/SHUHE T, 440.25mmol 4— =% FF 3EnknE —2-Z= B 28 .0 lmmol 4—FP &5 JE it
Z£.0. 3mmo 1 B EZ 4 . 0. 12mmo ) = SRR . 0. 005mmo 1 i g 4 . 0. 05mmo1 — 78 FE IR 2 JL K
UOMAZL . OmL T B, 15 2R A4 5

[0038]  (2) FERVAHEE T, K BR (1) v A3 VR A IAE65 °C 1Y S M BE T [ B2 1278
FEMUR B F= ) A USCER L e AT AR AL 5 43

[0039]  sijitifil4

[0040] (1) ZEESSE T, 40.25mmol 4-F AR ZMEEE 0. Immol 4—F A LML . 0. 3mmol
BRIR AR 0. 12mmo ] F) =7 & R R . 0. 005mmo 1 FE R 0. 0 1mmo 1 = 2K JE AR VI 2] 1 . OmL 74 i
H L R ENR G5

[0041]  (2) FEEAHE T K25 (1) A3 VR A WIAEA0 C Y SN BE T [ B2 1278
FEMR B PP ISR B RBP4

[0042]  Sjstifs5

[0043]  SEjafsil5~41 55 a5 1 LA AR A , 22 ) 2 b N R 1FR

[0044] R 1SZHEGI5~41 5525 1 AN[E] 2 Ak 313

K2 i 451) _ B
‘ MIAZERELE AL ‘
i - YT
[0045] 5 A-NH g 7 ke 3,5- SR 5
6 4Nt g 2 il £ 3- T kA 6
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7 4-Nik e 7 [k 6 3- IR 7
8 4-NEnE 2 g £ 2- SR 8
9 4-MHEE 7= g 2,6~ FHEAUR 9
10 4-NE e 2 g i VS 10
11 4-iknE ZE g B A I K 11
12 4-MHEE 7= g FRARIER AR 12
13 4-ME 7 [ 4- IR H R i 13
14 4- ML e 7 [ £k 4- =5 R 14
15 4-MHE0E 7= 4-TiFg e A 15
16 4-MEE 7 [ 4- T 16

[0046]

17 4-MEE 2 % ik 4- T B R 17
18 4-NHE0E 7= i £ 4- LA 18
19 4-nik e 2 g £ 4= I B Rk SRR 19
20 4-THnE 23 BRI — S TL3E 20
21 4N e 7= g 3,5- FR B A e SR 21
22 4-MknE 2% #h N- F LA Tt e 2
23 4-NHEnE 2 g N-ZR SR TG e 23
24 4-MHEE 7= g LAy 24
25 4-NE e 7= g =R Z R 25
26 4-NHE0E 7= g £ 3.4- AL ZE 26
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27 AL 2 i & 4-FAS F R - i 27
28 4-Ek g 2 il 5 4- A R g oy 28
30 4Nk 2 [ & A ME Y R AT A2 30
31 2-F Fk-4-npng 2k L AR AT ¥ 25 T A4 31
32 4 2 3 AR A & BT A 32
33 2-FMnE -4-Z= R £ 4- F AR L e 33
34 2-FHnE 4-Z= 3 £ 4- WIS LA 34
[0047]
35 2-T KLt g 4-ZE 3% 4- FAR FE g 35
36 2,3- ¥R ALk e -4- g £ 4-F G L e 36
37 3- Lk -4-ZE R L 4- FGE L e 37
38 | N-HZE-7- (44 0| Wk -4- 2 £h 4- F AR L e 38
39 ML A it 2 g &k 4- FA L g 39
40 bbb ] g 2 i & 4- FR A B fill e 40
1- T P s -4 - ML g BEE IR 1 25 o
41 - 4- F R IR 41
[oo48] s fsil42~46
[0049] S jifii {5142 ~46 55 9 jiti {51 2 3L A AH ] , 22 7l 2 Aban S R 2P «
[0050] %25 i f51]4 2 ~ 46 5 S i 451 2 1) AN [7] 2 b 31| 2
SCHE ) _ G
JIRZE N £h ik 4
WS Rz
[0051] 42 3-SR ML e -4- 2R £ 4-FG L ROR 42
43 3-FE A E 4- 2R b 4- P B g 43
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44 3- FH HH i AL Ik g -4 -2 fg £ 4- S 44
45 3-FIE I NE -4- 7R £ 4- F S R R 45

[0052]

3- (- HIBE AR IR T 5 -3- _
46 . ) 4-FAE S 46
HIAEE L) e 2 6

[0053]  SEJf5]47 ~50
[0054] sy f5147 ~50-5 it 5 3 3 A AH A , ZE A 2 AL U R R 3TN :
[0055] R 3Sjita |47~ 505 S2 i {51 SH) A [|] 2 b 1) 52

S it 151) _ ) _ ERNEY
‘ A ZEREEL fiAL _
TR 9=
47 2-5-5- 2. Fk-4-m g Z i 4- A IR 47
[0056] 48 2 2R i £ 4- H 4R S e 48
49 2,3- . FA Btk R -5 -2 & 4 FR A L il g 49
50 0] e TR 4- FR R 50

[0057]  sEjifs]51 ~52
[0058]  sizjitif51]51 ~ 525 S it (5 3FE A AR , 22 9 2 AL Un R FRAFTIR «
(00591 R4 SL {551 ~ 525 S i {51 3K AN 6] 2 kb 71 2%

[0060)  Topiiias |23 ReLh WAL N Rl
51 A-HEg A EE IR L [4-F SRR |51
52 SRR, - EECE |52

[0061]  SEjiif5]53

[0062] (1) fERAAFE T, K2, 5mmol 4-MENEZEREEE  Immol 4—H A LMK L 3mmo 1 B iR
A1 . 2mmol B i SR AR 0. 005mmo 1 S R4 .0 . Immo 1 ) 2—- — L -2 .6 -~ R AA -
1,1 BRI R L . OmL P i , 15 2R &4 5

[0063]  (2) FERVAHE T, K2 BR (1) A3 VR A WIAE62 °C 1Y SN BE T [ B2 1L/
B N = IS e i AT AR Ak B 53

[0064] St f554

[0065] (1) AER S F,#0.25mmol 4-MEIEZEREE: 0. Immol 4-FH A LMK L0, 3mmol
BRERET.0. 12mmo] ) i &R ER . 0. 005mmo 1 B R A . 0. 01lmmo 1 () 2- IR L2 .6 - 57
A1, U BRI R L. OmL B, 15 2R A 5

[0066]  (2) FERVAHE T, K2 BR (1) v A3 B VR A I AE68 °C 1Y S Ml BE T [ W 1378
B N = IS I AT AR A B 54
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[0067] VA _b i AN A e B ) A st s i 2 5 9 AN T CARR 104 A B 5 FLAEAS A B RS
AN U 22 A P AR A AT A 0 558 ) 8 R ESCE 25, P A 5 AR AR e B IR R P T L2 N
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