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W B BRAR, BT AR TMSCE, ST AR CuX i BE /R EE M 1:0.5 ~ 123, fRk1:0.8 ~1: 1.1, 2B A
1%1:0.9,

[0081]  fF—Ees iy &, firiRe, 2 - — (=G HED) -4,4° ,5,5 -PURREBCE ] £ 5 7
W SBERAHR BT TMSCE, 5 AITiAMPI EEJREE O 1: 0.6~ 1:3, JEik1:0.9~ 1: 1.2, i —2b ik
1:1,

[0082]  YE—Uosji fy S, Fink2, 2 - — (SR D) 4,47 ,5,5 - DU FIEHERHI & 5 7
H, IR TMSCR, S5 frik2, 2 - —ft-4,4" 5,5 - PU SRR B /REE N 1:0. 1 ~ 1341101
~1:0.2,H—FCk1:0.18,

[0083]  fF—Ubsj /s <, frihe, 2’ - — (= HED) -4,4° ,5,5 -PUHIREBCRI il £ 5 1k

10
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P TR S FRISHL T SRR A0 1 25 B U7 78 (4L A01TLC HPLCERNMR) b4 7H 0, —
PAFFR2,2 - 4,4 5,5 PSRN AR TR B Sk F k2, 2 = (S -
4,4 5,5 -SRI 1 5 BT AR BRI T T DA 14 ~ 20/ N
(00841 F LS 20 T2, 2 - (SARFAHD -4,4° 5,5 - AL &7 1%
1 R I I T 5 AL B B 5 45 U 95 R 08 BB 2 R0, Rt i
DB RV SR KT ROTE T P, SR A IEPE/BA ARIEL 10 1) JE 2147
I KV H T AT Er b AR FRLTE K BAG T-, ih  ve, TR 52,2 - —
(ST 4,4 5,5 PRI,

(00851 JITCHEBIRI, A<k IR FATE LA F 5L

[0086] i B S AR AT HE A BRI T4 (AIAC, -C,) I P ok S e B e B L
ORI T TP 25 TP R TE T BT 5 T3 T TE A L T 3 T
TR

[0087] R P S AR S IR, (LT S X,

[0088] R MR S §i5 4 IR TC KA , (3 (LRI TNaF KFATICSF .

(00891 ZERFA ARSI |, 1k & UL, AT AL HIEA R & e,
.

(00901 7 B sk ROk £ 73

[0091] Az I F BB CRAE T 44 T — s 200 (B, LT A AU Tl AL A8
2,2 = (ST 4,4 5,5 -BEE AT Ik

M3 =135 B
[0092]  [&]1°01,2-fi-4,5- —HIZK4EE (CDCL,)
[0093]  [20h2,2" - —fi-4,4" 5,5 -PUFIEEIRF = (CDCL) 5

[0094] I3y, 4 5,5 -PUFFIEE-2,2 - (SH L) - BEZRAA (CDC1,)
[009s]  [El4g4, 4’ ,5,5 PUIEE-2,2' -~ (SR IR (CDCL,) ;

[0096]  [5°82,2" - — (=g FEL) -4,4° ,5,5 -IHORPUBRITI S (DMSO-d6) ;
[0097] 62,2 - — (=g FEL) -4,4° ,5,5 -IHORPUBRIT S0 (DMSO-d6) ;

B BA

(00981 I ifnd et Sl s Aadk— 25 B WAL W AR T AN R R A& WHBR IR B ik 5 e
BT Z o A S B R AR B AR S A I 5565 7 A IR 5 TS A St IR o
LR EpvitE

[0099] St

[0100]  DAEZTERY N, [F11000mL Y =1 S M fH I 300mLoKARER , 60mL 25 25 17K, A
IMLIR IR (98%) , HiiHE: SR I AR —HIZK (500mmo1,53.08g) , I, (450mmol , 114.21g) , i
TR (200mmol,45.6g) , 1218 IIFAZET0°C , SN 24/ NI o {58 1B SR, ¥ 12 2=, R S R i £
N21103 % HONEARBR BN /KIA IR , B3 , IR AR NI 1l KK RS A B IR
Yo TR v e, /KR BT 45, 8, IR, TN 20mL I S, A HH R 1 1 1 £
A, 1, AT, 2- -4, 5- —HIZE161. 1g, P23 590% . 'H NMR (CDC1,,, 400MHz) : &

11



CN 117384121 A W OB P 7/9 7L

7.62(s,2H) ,2.15(s,6H) (K1) ;

[0101]  @EFEZESHEY N BOSERL,2- —flt-4,5- — 7K (80mmo1 , 28 . 64g) ¥4 T-400mL
T DY AR (THE) H SR JE T UK BRI R SRR 22 - 78°C |, SR I 12197 4 0mL 1 F
TR (n-BuLi, Imol /LI IE CUBEIA R, 40mmo ) 7R, TIN5 Be 2 Jm kA - 78 °C SR /N
N, SRIG T UK 1818 R E % =i R NSRBI LA B 1K R e R C T
AT IR GREU=20) , G IFANUHE, T KEREREN T4, SR TG o 8 4q , 432 [k GH™ ) |
[FZA P N 20m LS HITW CBE , SRIE He b, b 8k, T8 15 8l el -y, 2’ - —
f-4,4 5,5 -PUFELNOR1S . Tlg, =2 885% o 'H NMR (CDC1, 400MHz) :37.68 (s,2H) ,6.93
(s,2H) ,2.27(s,6H) ,2.23(s,6H) (A2) ;

[0102]  @FEZE AR B, [ 1000mL 1) = 17 K WL F I T 1§ 9 KF (343 . 75mmol ,
19.9375g,5.5equiv.) , iHLALFE 9CuCl (312.5mmol, 30.9375g,5. 0equiv.) , T/5 1 DMF
(500mL) , ZE ek i HE , SR 12129 IITMSCF, (343 75mmo1 ,48.8125g,5. 5equiv.) , FMITEEESm
i N 22/N AR IF AN @R 22,2 - —fl-4,4 ,5,5 -PUFFIEIR (62 5mmol ,
28.8750g,1.0equiv.) , Jf HIHE 2 115 CAREL N 1A/ N AZAER IR , O AR N 584 o 155 1F
SN, R B N B8 e AR, AR /D i O TR OBV, SR BE e T, 15 1Al
SRIE IR RPE/EA (RFHEE 10 1) TSR AR B BER R R A & Sk, oK
PRER AN T, 0%, ik, TR R c 2,2 - — (MR -4,4,5,5 - PO FFIERCK
21.22g 7798 % omp 114 ~116°C,'H NMR(CDC1, 400MHz) :87.46 (s,2H) ,7.01 (s, 2H) ,2.35
(s,6H) ,2.30 (s, 6H) (&13) ;'°F NMR (CDC1, 376MHz) :8-57.73(s) (&14) 5 FRIR IR T i
RN RIS T T 55568, P2 55 B P LS4 .

A | TMSCF3 | KF CuCl DMF | X R B | B LI () | s~ 3E (0 Erse)
(m | (equiv) (equiv) | (equiv) (ml) (°C) (| (b (5 Pl P2
mol) B i)
[0103] 0.50 | 5.5 5.5 5.0 5.0 110 14 12.0% 88.0%
0.50 | 5.5 5.5 5.0 4.0 110 14 10.9% 89.1%
0.50 | 6.05 6.05 5.5 5.0 110 14 6.10% 93.9%
0.50 | 5.5 5.5 5.0 4.0 115 14 <1.00% | 99.0%
[0104]  DAELUPRY N, 171500mL Y = F R NIRRT @R EIR2, 2" - — (5L -4,

45,5 -PUHELEEZR (15mmol , 5. 195g) , 180mLIIE & 30mL2= 55 17K , IIFAEI90°C , SR 54541t
JIA21.33g (135mmol) KMnO, , 4k£290 C S 1t 17 o S TR I8 , B8 R IR AN VA [ 4 T AU
BOR BT, BE T, 1520 A A [ AR A N 150mL 25 5T 7K M 6g NaOH, 2 il A7 » K5 7
WAL 2500mLIK) = 1 RSffHT, INFAE]90°C, 43 HEMIAN10.20g KMnO, (64.5mmol) , 4k4):

R, FI R R B S, B 28 AU 5 4 A8 T, KMinO), PR S o 0 0 8 P A e R 0 17
LR, A2 10. 20g KMnO, (64.5mmol) ASHEREFURFE M 524, T BB I T3 B4 SN N
KMnO,J o SR DI\ SRS K S LIE FE AR i FKMnO X 2 #Aad i, B DF ORI 0K,
FEUER, IR 4R 2 200mL A A, TR ERFATA (L 22 pH2 . 0, SR IR TR E BIvKkaE L 2 HInk i by

12
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. 8, TSR 2,2 - — (3R -4,47,5,5 - IBCRIURR6 . 294¢, 77390 %
'H NMR (DMSO 400MHz) :88.28 (s, 2H) ,7.85 (s, 2H) (K5) ;°F NMR (DMSO 376MHz) :§-57.42 (s)
(&16) 5

[0105]  ®HEESHES T, BOFRN2,2 - — (SmTHE) 4,4 ,5,5 - BRI (4.662¢g,
10mmo1) I\ ZI30mLESERIFH N F]iat6h , Prski et I, Fl /D B 18 K SRR T R ] 1k, £
TP P50 CTELO/NE, 157792, 2 - — (Z 30 4,47 5,5 - IR fiF3.92¢, j7K
91%.'H NMR (acetone-d6,400MHz) 88.67 (s,2H) ,8.29 (s, 2H) ;''F NMR (acetone-d6
376MHz) :5-57.35(s) ;

[o106]  Sfitafhil2

[0107]  OAEZ PRI, IF11000mLIY = 11 S RHUH DN 300mLIKERFR , 60mL 25 151K, Je
IMLIRIRER (98 %) , HiHE , SR m IINAB—HIZK (500mmo1,53.08g) , I, (450mmol , 114.21g) , i
flifiR (200mmol , 45.6g) , 1S MIHFATETOC, SN 24/ NI o 45 1E SN, 14 312 &30, K SR iR (5]
N2LI3 % LR ER /KT BEPE , AR ROty 11 EmUKIR RS M BE T ik
P — U Be e, FRJC/KIRIR SN T4, 1 U8, T4, DN 20mL IR G, A B B 3 £ [
7k, 38, TG 1161 . 1g, 723 0590%

[0108] @AY T BHOMEEINL, 2- —f-4,5- K (80mmol ,28.64g) 4 T-400mL
TRRA DU SV (THE) Fh, SR 5 F T oK TR A A T B P 22 - 78 °C, SR 8 M R 4 0mEL 1E
TR (n-BuLi, Imol /LI IE CUFEIATR, 20mmo ) YA TR, T IN5E e 2 IS AR EAE - T8 'C UM /N
I SRIET IS TR AT, 12 S 2 2 i o R SRR B N LR B 1 okh, SRR FH CRR O
R CE =00 , AU, FITCKBRR SN T, AR5 k4 , 7 25 f CRL4)
2R D B I Qs RGBS B8P, T, (9 RISl =15 Tlg, P20l
85%

[0109]  @FEH ARSI T, F11000mL i) =11 S N H TN T 1R IUKE (343 . 75mmo 1,
19.9375g,5.5equiv.) , 7 HLALHE CREGUACIL SRS Tk ER R , R HL 52 T Im , IR BT H
JUEYD, 1 % AR TSR SR B BT CBERDE ., 158 A el ik, T2 T8, eI 1)
SRS o) I CUCT (312 5mmo1,30.9375g,5. 0equiv.) , T-HE/DMF (500mL) , =
I HE , SRS 121275 IITMSCF, (343 . 75mmo1 ,48.8125g,5. 5equiv.) , i MISE HEJm 0 S R 22
N ARIE IIN@ PR 22,2 - —ft-4,4" 5,5 -PUFH LK (62.5mmol, 28.8750¢,
1.0equiv.) , JF HIHE A 115 CHREL N 14/ NI o A REER I , 2R 584 o 50 1R S, RE I
RO IS, B8 ANEY , MR /DR QBRI BE R, SRIFP R IEge T, 13 [l i, SR HI
PE/EA (AL 10 1) IR G AR IBHE R, Kok RO R £ K Ge v, FIJCKaRIR BT
W, I Wi, TG Rt 21 . 22¢, 7PER98 %

[0110]  @[A]500mL i = e S g I @ 2113, 6 - — (= FHEE) - 34PU FIZK (15mmol
5.195g) ,60mL25 % FIAHAR , DIFAEN170°C SR 1 7h, & A1A S fr e R A, RE 208 o /D
KRR, 1 B8, TS R 2,2 - — CHRTID -4,47,5,5 -BRDURL6 . 154g,
FEHR88%

01111 @HEESES T BOERI2,2 - — (SmTHE) 4,4 ,5,5 - BRI (4.662¢g,
10mmo1) I\ ZI30mLESERIFH AN F]iat6h , Pk et I, Fl /D B 18 HI SRk T WO [ ik, £
TP P50 C T L0/, 157792, 2 - — (Z 30 4,47 5,5 - IR JiF3.92¢, )7
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