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[0200] A6 SR Ty 2

[0201]  sCjEfs) 1

[0202]  4-FRBiBE-3-9 N NiE (XV)

[0203]  #5400g (1.97mol) HIFENAE2. O1DMF 1 ff ¥4 W 4— -2 5 25 FR % (XTV) 5183¢g
(0.433mo1) ANEIEL IR Ka[Fe (CN)6]) A1165.5g (1.97mol) BRIREASNS I, 3 Hin2. 2¢g
(9.85mmo 1) Z 4L . 7E120°C TG i M4 2 . 57N AT HAA H1 22 20°C , SR )5 1Al Frid fikik
HEIN2. 017K 4. OIMtBEHEAT 2 HL , I+ H AR FI 1. 5 IMtBESE 7K AH K A HLAH & 3, 9 B
521 7KIB G AEME S AE30°C K MBER K H 4 28 104 o P 45 S i H o 1 LA 20
23°C, AL FE T BeFE LN R 7= 8 I B R R KB (PRIR, BER0.81) fEH S
FE40°C N HHT IR 725 241 g GRIBAI80 %) YK Ah [fl 445 o

[0204]  MS (EIpos) :m/z=150 [M+H]+

[0205]  1H-NMR (400MHz ,DMSO-d6) :5=7.87 (d,1H) ,7.01 (s,1H) , 8.10(d,1H),10.25 (s,
1H) .

[0206] st fs]2

[0207]  4-FR R R -3-FF AR MR AL R (VD

[0208]  #£200g (1.34mol) 4—FF B L —2-3R i (XV) /ESN7E0.81 DMSOH v et , IF A
WNIN192g (1.88mol) FGE LT BRI AN £R G HAE 50 °C TR Bt dk 4/ NNy o AT B g5 7= #7% £ %220
C M IRMIREIEINAE 8. 017K o = M4k Gi T Hh o 4 HAE 23 N PR LN o 7 108
I K BES QIR BRIR0.11) AEE S HAE40°C N BT . 77 3. 256 g GRIBIIL %) HIK
[ 445

[0209]  MS (ESIpos) :m/z (%) =191.1 (15) [M-18]",161.0 (100) .

[0210]  1H-NMR (400MHz ,DMSO—-d6) : 8=3.57 (s, 3H) ,8.10(d,1H), 8.38(d,1H) ,8.45 (s,
1H) ,10.62 (s, 1H) »

[0211]  SZjtafs]3

[0212]  (HhyHIE) —4-[4-F Ik -2- (FF BT L) R0t ] -6-F B2 AR -1-[3-=Fm F R K
H]1-1,2,3, 4-PUEBEIE -5 R IR TN R (1X)

[0213]  7E20°C FIA Mg = 2.5 (124.3g,683mmo 1) H1 4 3453 ¥ i 11 %84k — % (64.6¢,
455mmol) , F H ALK BT 4374040 °C F i FE3h o 48 J5 kg FL HITHE (115m1) # %, 7£20 °C T it #E
30min, 3 H s Ind - B 2L -3 (FF MBS R (V) (119g,569mmol) F11-[3- (= AL)
ZREET PE (VIT) (116g,569mmol) oI5, 45 2 W L TR M A lE (VITD) (121g, 852mmol) 43-AC
20min, MK B8 N2 60°C £ 4 ARG YIESOC T Hitk4h. o 1 AT AL B, /E40°C T ¥
K (115ml) , 3F HoR HAE 25°C T HeFE30min R M, 3 H7K (280m1) Feik 45w
FI MtBE (280m1) $#+E20min , F 7R JE H 3F FIMBE (220m1) $iig o 75 B 25 1 7E40°C R 3EAT T4
FEHE . 259g GRIBHIST %) Ay K Ah [l 44

[0214]  MS (ESIpos) :m/z (%) =520.2 (100) [M+H]"

[0215]  'H-NMR (400MHz , DMSO—ds) : 6=2.15 (s,3H) ,3.45 (s,3H) ,4.45 (m,2H) ,4.95(d,
1H) ,5.05(d, 1H) ,5.65 (m,1H) ,6.40 (d,1H) ,7.20(d, 1H),7.70 (m,2H) ,7.80 (m,1H) ,7.85
(br.s,1H),8.10 (br.d,1H) ,8.25(d, 1H),8.35(s,1H).

[0216]  sLafs]4
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[0217] (4P JE) —4- [4-F I -2- (F AN L) L] -3, 6- A -2-5 R -1-[3- 5&
FROL) R -1, 2, 3, 4- DU Mg -5 R IR M TA B (XVT)

[0218]  7E£20°C T AETHF (2.51) Wil & (FhyEIE) —4-[4-FAk-2- (R HEmE L) a5 ] -6-H
-2 AR-1-[3- (CHRPFHE) KH]-1,2,3,4- YA M E-5-L 15 A E (1X) (500g,
0.962mo1) , JF HAF I 5 IMAS B & B AUES) (NaHMDS) 7ETHF (203g51.107mol) H VAR &
JEAFE10min &, VS INAR R — F B (243g:1.925mol) , 3 FUKHE S W4E 3 T HtdE2h 4 I
RV AV N AE3 LK 26 % ZKVE TR (315g:4.812mol) o, I H1250m1 THE PG o K HL
BEFEE R, SR IG VA ENA5°C G = tH FF FIK (11) Wik AR 2 7E40°C TR AT T4
[0219]  F=3R.443g (R iL1186 %) Kt [E A

[0220]  MS (ESIpos) :m/z (%) =534.1 (100) [M+H] " sMS (ESIneg) :m/z (%) =532.1(100)
[M-H]

[0221]  'H-NMR (400MHz , DMSO—ds) : 5=2.05 (s,3H) ,2.79 (s,3H) ,3.51 (s,3H) ,4.55 (m,
2H) ,5,03(d,1H) ,5.12(d,1H) ,5.72 (m, 1H) ,6.80 (s, 1H),7.70 (m,2H) ,7.80 (m,1H) ,7.95
(br.s,1H) ,8.15 (br.d,1H) ,8.25(d, 1H),8.52(s,1H) »

[0222]  sCafs]5

[0223] (4P HE) —4-[4-F -2 (FEmIEEL) K] -3, 6- HFE-2- A M-1-[3- C&|HF
5 RHET-1,2, 3, 4- VY A Mg -5 FR B THF V4 71l &4 (XXVI)

[0224]  {E20°C FAETHF (2.2751) Hr il & (OMHE) —4- [4-F k-2 (R AL ma e L) 2R L] -3,
6- ~HF-2-FMA-1-[3- (S|P H) KF]-1,2,3,4-VI A Mg -5- R AL XVI)
(485.6g,0.910mol) , F45 H 51k (118.9g51.3656 mol) A If A E TR AR BLREH 1L
Lho SR G BRAWINE 50°C, 5840 (11) (511mg;2.275mmol) A1 =K B (2388mg;
9.102 mmol) A3, HAES0C T HiFE2h A H 5 R IR GWE T4.51 KA AT FH2NER R
WY R pH=2, JF H X BT 43 45 G I P 4 o K5 70 9 K (1. 81) ¥k« FE S E40
C BT %504 g GO T A THRVA A S 4, BB 998 %) Y K 12 [ 44

[0225]  MS (ESIpos) :m/z (%) =494.0 (100) [M+H] ",

[0226]  '"H-NMR (400MHz , DMSO—ds) : 6=1.76 (m,4H; THF) ,2.08 (s,3H) ,2.77 (s,3H) ,3.48 (s,
3H) ,3.60 (m,4H, THF) ,6.72 (s, 1H) ,7.75 (m, 2H) ,7.82 (m,1H) ,7.92 (br.s,1H) ,8.11 (br.d,
1H) ,8.27(d,1H) ,8.46 (s, 1H),12.75(br.s,1H) »

[0227]  sLtafs6

[0228]  (S) —4-[4-FH-2- (F HEmAEE L) AT -3,6- 240 1-[3- CHRF ) X
F1-1,2,3,4-PUE Mg -5 RIRZE JE T #h XXVITD)

[0229]  fE20°C TAELBR T B (2.22L) Hrifil#& (HhiHbE) —4- [4-F A -2- (7 ARt ) o8
31-3,6- " H H-2-E MR- [3- CHERF D HKHE]-1,2,3,4-TUE e -5 R R THF A &
M) (XXVI) (555g,0.910mol) , FFH 5 (1) -2 J8 T (334.3g;1.03mo ) & I ARl Hom#k s
50°C, I HAES0 C N it dE 1ho ¥ 212 5°C ), BATIE 38, - UG 3R U 212 Tl (1. 21) Hiidk,
BRI B TS (0.7L) Yedk LB P AE40C T 3T T 72 %361 GRIRIY
45%) [ @y e Ak .

[0230]  'H-NMR (400MHz ,DMSO—ds) : 5=1.58 (m,2H) ,1.79 (m, 1H) , 2.04 (m,1H) ,2.07 (s,
3H) ,2.33 (m,1H) ,2.77 (s,3H) ,2.79 (m, 1H) ,2.90 (m,2H) ,3.21 (m,1H) ,3.33 (m,2H) ,3.51
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(s,3H) ,3.90 (s,3H) ,5.11(d, 1H),5.14(d,1H) ,5.53 (br.s,1H) ,6.09 (ddd, 1H) ,6.72 (s,
1H) ,7.75(m, 2H) ,7.82(m,1H) ,7.92(br.s,1H) ,8.11 (br.d,1H) ,8.27(d,1H) ,8.46 (s,
1H) ,12.75 (br.s, 1H) o

[0231] L)t 7

[0232]  (S) —4-[4-F k-2 (R IEREIE L) R0 ] -3, 6- R 25X~ 1-[3- (P &) K
H1-1,2,3,4-VE mEng -5 1R XXVIT)

[0233] % (S) —-4-[4-F At -2 (FF LML L) R L] -3, 6- R E-2- 8- 1-[3- /A )
HWHE-1,2,3,4- VU e -5 R IRIZE JE T # (XXVITID) (360g, 0.405mol) 7E60°C &% T
K (3.91) FSRETREE (0.41) FHREH, FFH 2NERERIH T ZpH=1, H7E60°C Ntk 1h 4 &
220°CJa K BT3P v, FH7K (0.61) ¥, H BB E0E K (1. 21) B, Bt vg, 9+
K (L. 21) Pl AL A HAEA0C R AT TR 77 28 : 1962 (R 192%) B Wi 2 ] 44

[0234]  MS (ESTpos) :m/z (%) =494.0 (100) [M+H] ",

[0235]  'H-NMR (400MHz ,DMSO—ds) : 5=2.08 (s,3H) ,2.77 (s,3H) , 3.48(s,3H) ,6.72 (s,
1H) ,7.75 (m,2H) ,7.82 (m, 1H) ,7.92 (br.s,1H), 8.11 (br.d,1H) ,8.27(d,1H) ,8.46 (s, 1H) ,
12.75 (br.s,11) .

[0236]  SZjits]8

[0237]  (S) —4-[4-FH-2- (F ML AL) ] -3, 6- -2 8- 1-[3- CHRF ) X
H1-1,2,3,4-PUE g -5-Bifiz (X1X)

[0238] % (S) —4-[4-F&HE—2— (FF BRMME L) 2R L] -3, 6- 325 A0-1-[3- R A )
RHE]-1,2,3, 4- DY A mEE -5 R IR (XXVIID) (390.5g,0.791mol) V& fi#T-THF (3.91) #1281 B
EIRAWIRE K, AE80 CIRIRL F &M H2 1 THF.fE0°C MW H 51, 1-dE —mkmk (192.5¢,
1.187mol) & ¥, HAE20°C T HiFE1h, FF HAES0C R HiH2h AR )5, 7E25°C T4 AL 26 % &
KIEW (518g,7.91mol) HFF PR =Mt #E16h 5 RN IR SN 50°C , 4k 2h, 3F HK
Hid B R A EG B SR SIS INET . 81K, 3 BB T34 S it FE o
FEMIUEH IR K (2.41) Bk AEE AR AE40°C T AT TR 22 36 1g GRIBTN92%) (19 40% v
EETEENS

[0239]  MS (ESTpos) :m/z (%) =493.0 (100) [M+H] ",

[0240]  'H-NMR (400 MHz,DMSO-ds) :6=1.73(s,3H) ,2.73 (s,3H) ,3.45 (s,3H) ,6.55 (s,
1H) ,7.34 (br.s,1H) ,7.48 (br.s,1H) ,7.73 (m,2H) ,7.80 (m,2H) ,8.11(d,1H) ,8.43(d,1H) ,
8.47 (s,1H) .

[0241]  SZjifats]9

[0242]  (S) —4-[4-F A -2- (F ML) KA -3,6- -2 0-1-[3- CHRF ) X
H#1-1,2,3,4-PUEmsngE -5-F JiF (1)

[0243] 3% (S) ~4-[4-F -2 (FF EEmAEE L) KAL) -3,6- i -2-4-1-[3- CHF &)
RHE]-1,2,3,4-PUE Mg -5-BE ik (XIX) (400g,0.812mol) VT L8 288 (1.61) H . £E20
CTREHEN-2 = B (262.4g,2.031 mol) &3, 37 20°C Mk 15min. SR 5 , 7E2°C
T -TN SR ET/E 2. FR 215 (1.137kg, 1. 79mo 1) HH 1150 % VAW 4 TR 26 % , 7E 1517 T ik,
FEEFE2h AT HAH R 20°C, A FriR bk Hdsin3 . 417K « A4 85 i, 45 A3 LAH P 0 A0
SUNTETR (1.21) Beik A HIAINIE 60°C, AR ¥R N2 B (R 2828 PER) I ERCE 25
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W R o P 4 G T HH o B 5 i SE R R T AR P A IR T I T SRR 4R R e R 2
20 °CIFAERLIR JE N R LN R =ik L 9 K (L. 21) e — ik, I H B (R 2RAZ 1
() (0.41) Peidk— IR AEE T HAES0C N BEAT T8 7 2 : 344 GRIL 189 %) HARE P
(A) I S AR, 1 A 232°C , Al . 99.4% , 780 99. 3%

[0244]  MS (ESIpos) :m/z (%) =475.1 (100) [M+H] ",

[0245]  'H-NMR (400MHz ,DMSO—ds) : 6=1,81 (s,3H) ,2.70 (s,3H) ,3.52 (s,3H) ,6.48 (s,
1H) ,7.65-8.40 (m,6H) ,8.46 (s, 1H) .

[0246]  sLJafs]10

[0247] (SN HE) —4- [4-F -2 (FF LI AL) R ) -6 -FF B2 -1 - [3-= P R K
#1-1,2,3,4-PUEBENE -5 R R (XXTT)

[0248]  7E£20°C T AETHF (2.11) Wil & (SR HE) —4-[4-FHE-2- (P s L) k] -6-H
H-2-HMR-1-[3-=m PRI RAE]-1,2,3,4- T A EiE -5 RN ER (IX) (420g,
0.808mol) , F G H 5150k (105.6g51.213mol) A H AT FARMIBEYHIEIhR )G,
X (GRS AL (TT)  (284mg;0.404mmo1) A1 =R BE (424mg; 1.617mmo 1) &
I, IR G N FE2h SR G B JOE 3 55X (GO A (1D (284mg;
0.404mmo 1) A1 =K FH (424mg;1.617mmol) 3%, 3 HOG TR WAL =30 T B bk 2h 5 S B TR
EWIEINEALK T G RN R EpH=2, 3F BT 545 S R i 8 7~ i
FERAK .71 Bk AR HAE40°C BT T

[0249] ;=3 .575g FRILHI97 %) Kt [E4A .

[0250]  MS (ESIpos) :m/z (%) =480.0 (100) [M+H] ",

[0251]  'H-NMR (400MHz ,DMSO—ds) : 6=2.12 (s,3H) ,3.48 (s,3H) ,6.32 (s,1H) ,7.12 (s,
1H) ,7.72 (m,2H) ,7.80 (m, 1H) ,7.88 (br.s,1H) ,8.13 (br. d,1H) ,8.27(d,1H) ,8.37 (s, 1H) ,
12.62 (br.s,1H) .

[0252]  sLjfafs11

[0253]  (S) —4-[4-F 2 -2- (FAERIBL L) JR ] -6-H -2 X-1-[3- ZHFHE) K
H]1-1,2,3, 4-VUE Mg -5 R4 7 #h (XXIV)

[0254]  7E20°C R7E R AEE /KRG (91154, 21) Wil e GMEHE -4-[4- #HE-2- (H
BRI L) R ] -6 -2 S AR - [3- = P AR I ORI ] -1, 2,3, 4- DY A E -5 - R R
(XXIT) (563.7g,1.176mol) , K H 5 (-) - &5 (381.4g;1.176mol) A I SR JG , 5 FHom#4
£50°C, FAESOC R HHE Lh 72 25°C T, B Had 38, FRRIE 0F F e I /K KR &4 (9015
1.21) Pk AEE T HAEA0C T AT T

[0255] ;=432 (RIB1946 %) I W5y (ol 44

[0256]  'H-NMR (400MHz , DMSO—ds) : 6=1.58 (m,2H) ,1.79 (m, 1H) , 2.04 (m, 1H) ,2.10 (s,
3H) ,2.33 (m,1H) ,2.79 (m, 1H) ,2.90 (m,2H) , 3.21 (m, 1H) ,3.33 (m,2H) ,3.46 (s, 3H) ,3.90
(s,30) ,5.11 (d,1H) ,5.14 (d,1H) ,5.53 (br.s,1H) ,6.09 (m,1H) ,6.33 (s, 1H) ,7.10 (s, 1H) ,
7.73 (m, 2H),7.82(m,1H) ,7.90 (br.s,1H) ,8.11 (br.d,1H) ,8.27 (d,1H) ,8.44 (s, 1H),
12.70 (br.s,1H) .

[0257]  sKtafs)12

[0258]  (S) —4-[4-F 22— (RN L) R ] -6-F L2 -1-[3- R F L) K
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H1-1,2,3,4-PUEmEE -5 2K (XD

[0259] % (S) —4-[4-FHk-2— (LR AL) R0 ] -6-F JE-2- 4 8- 1-[3- (ZmHF ) 2%

FH1-1,2,3,4-PUS g -5 R IR 4s 7 £k (XXIV) (430g,0.535mol) /£ 60°C FEFT 7K (4.21)

%n#m*@ 41) RA Y, IF FI2NERER 35 R pH=1, JF/E60°C N iHE1h A H E20°CJq,
BATILDE, FR D8 F K (0.61) Bedk = IR AEE S P AE40°C N BT T8

[0260] 7= .251g (FRIRIF98 %) ) Wl vy 20 ] 44k o

[0261]  MS (ESIpos) :m/z (%) =480.0 (100) [M+H] ",

[0262]  'H-NMR (400MHz , DMSO—d¢) : 6=2.12 (s,3H) ,3.48(s,3H) ,6.32 (s,1H) ,7.12(s,

1H) ,7.72 (m,2H) ,7.80 (m,1H) ,7.88 (br.s,1H) ,8.13 (br. d,1H) ,8.27(d,1H) ,8.37 (s,1H) ,

12.62 (br.s,1H) .

[0263]  sLafs]13

[0264]  (S) —4-[4-F 2 -2- (FARE L) KA ] -6-F -2 MA-1-[3- CHFHEL) XK

H1-1,2, 3, 4-TUE B -5 R T e (X

[0265]  {E20°C FAEFEA (1.51) Friill 4% (S) —4—[4-F Ik —2— (P FEAE B L) F 5] —6—FF Jk—2-

AAR-1-[03- CEHRF ) K] -1,2,3, 4-TUE Mg -5 21K XI) (250g,0.521mol) , 44 H

HIREA (72g;0.521mol) B I HE10 minf&, I INJA TR EE (T9g5652mol) , 3 HAF R A

FEFEIRE T HidE 6ho ¥ A1), [ R MNVR AR a3 . 417K, 3 B A FE60min o =38 H

FEH 7K (0.61) Bea B IR, 3 FIMEBE (0.61) PRIk P IK . £ B 25 HHAE40°C R AT T8

[0266] ;=32 .258g (FRIRI195 %) M Wl 0 E] 44

[0267]  MS (ESIpos) :m/z (%) =534.1 (100) [M+H] ",

[0268]  'H-NMR (400MHz , DMSO—ds) : 6=2.05 (s,3H) ,2.79 (s,3H) ,3.51 (s,3H) ,4.55 (m,

2H) ,5.03(d,1H) ,5.12(d,1H) ,5.72 (m, 1H) ,6.80 (s, 1H),7.70 (m,2H) ,7.80 (m,1H) ,7.95

(br.s,1H) ,8.15 (br.d,1H) ,8.25(d, 1H),8.52(s,1H) .

[0269]  SZjifs)14

[0270]  (S) —4-[4-FE-2- (F EmAEESL) 7K AE]-3,6- ~HF -2 -1-[3- CHF L) X

H#1-1,2,3,4-VUE e -5 2RI I B (XXT11)

[0271]  #E20°C FAETHF (1.251) Hr il 4% (S) —4- [4-F k-2 (FF ZE R L) R ] -6 FF Jk-2-

AAR-1-[3- CEHRF ) RE]-1,2,3, 4-TYE g -5 R IR NS (X)) (250g,0.481mol) , IF

HISH 5 M 2 —REE LA (NalMDS) ZETHF (102g350.554mo 1) H VAW & 3  3FE 10min

J& , BB ER — F R (122¢50.964mol) , F HAF IR G E R T HHE2h g S B A Y Es N

FAEL. 5K HK 26 %6 20 KIEW (178g52.4mol) T, 3 FH200m1  THF e o 1 HodiFEid 4, 7%

HAR5C A WuE i FF HK (0.61) Bl /£ 1S R AEA0°C R AT T4

[0272]  ;=2.230g GRiILHI89%) Kt [E A

[0273]  MS (ESIpos) :m/z (%) =534.1 (100) [M+H] ",

[0274]  'H-NMR (400MHz , DMSO—ds) : 6=2.05 (s,3H) ,2.79 (s,3H) ,3.51 (s,3H) ,4.55 (m,

2H) ,5.03(d,1H) ,5.12(d,1H) ,5.72 (m,1H) ,6.80 (s, 1H),7.70 (m,2H) ,7.80 (m,1H) ,7.95

(br.s,1H) ,8.15 (br.d,1H) ,8.25(d, 1H),8.52(s,1H) .

[0275]  sKJaf]15

[0276]  (R) —4-[4-F -2 (FF JLlle J8) Rk ] -6 -FF 24 X1 - [3- =3 R 2] oR2E] -
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1,2,3,4-PU S mEnE -5 (XXX)

[0277] Bk B SEHEBIL L&A (R) —4-[4-FUHE-2— (B BL ML L) Rk ] —6-FR 2% X~
1-[3- (ZHFH) K] -1,2,3, 4-TUAMIE -SRI LT OXV) 1 & IR P i
WG S AR K HE B TK (5.00) d, FHONER BRI 45 EpH=1, H7E60°C T $E1h. 74 20
FE20C G, BHATILUE, IR0 FIK (1.01) Weik =R AE B 2 hAE40°C N #-T T

[0278]  j=2:293g (AT XXTTRIHIN , BRI 1952 %) B 95 o [l 44 JR— 5% Bl Ak 5 S—Xf ik A4
[KIEL 2. 88: 12,

[0279]  MS (ESIpos) :m/z (%) =480.0 (100) [M+H] ",

[0280]  'H-NMR (400MHz ,DMSO—ds) : 6=2.12 (s,3H) ,3.48 (s,3H) ,6.32 (s,1H) ,7.12(s,
1H) ,7.72 (m,2H) ,7.80 (m,1H) ,7.88 (br.s,11) ,8.13 (br. d,1H),8.27(d,1H) ,8.37 (s, 1H),
12.62 (br.s,1H) .

[0281]  sLjafs]16

[0282]  (R) —4-[4-F( 22— (ARt 5L) I ] -6 25 AX-1-[3-= A L] R0 -
1,2,3,4-VU S Mg -5 R BRI TR e (XXXT)

[0283]  7£20°C RAETRREH (1.61) Hr i % (R) —4-[4—F L2 (R ILAE ML) K] -6 JL-2-
AMR-1-03- CRF ) K] -1,2,3,4-TUE B E -5 R (XXX) (292g,0.609mol) , HAH5 H
54 (84g;0.609mo1) A F FFE10min jiT , s N A2 (92g5761mol) , I+ HIGHR A
FEMEIRE T HiFE6h 4 205, M R SRS a5 1K, BB H A H60 min =08,
FH7K (0.61) B Pk, I FIMBE (0.61) Pk K « 7E B 25 H7E40°C N 3T 15

[0284]  7=3.301g (FRRIH95%) [ Wy o] 44

[0285]  MS (ESIpos) :m/z (%) =534.1 (100) [M+H] ",

[0286]  'H-NMR (400MHz , DMSO—ds) : 6=2.05 (s,3H) ,2.79 (s,3H) ,3.51 (s,3H) ,4.55 (m,
2H) ,5.03(d,1H) ,5.12(d,1H) ,5.72 (m, 1H) ,6.80 (s, 1H) ,7.70 (m,2H) ,7.80 (m,1H) ,7.95
(br.s,1H) ,8.15 (br.d, 1H) ,8.25(d, 1H) ,8.52 (s, 1H) »

[0287]  sLjifafs)17

[0288] ¥ (R) —4-[4-FE-2- (FFARAEEAL) 2K 5] -6-F -2 -1-[3- = F ] K
H1-1,2,3,4- VYR M E -5 R BRI A R (XXXT) SR AL R (P HE) —4-[4-F k-2 (R LR
B L] -6-F -2 A1 - [3-= P AL RS ] -1, 2, 3, 4- DU A e -5 R IR IA TR B (1X)
[0289]  7E20°C RAETRMEH (1.61) il % (R) —4-[4—FHE—2— (R ILAE ML) 2K ] -6 HL-2-
AM-1-[3- PR K] -1,2,3, 4-VUEmEE -5 R B M A BE (XXXT) (292g,0.609mo1) ,
FHHH SRR (84g50.609mo1) A3 HiEHE 10min J& , 78 A I 3L (92¢5761mol) , KR
G ADAE R T BERE6h ¥ AV S R SVR A AR I 51K, FK B8 P 3 AT 5 6 0min .
B, 7K (0.61) BEisP IR, 35 FIMEBE (0.61) ¥R IR AEE A FE40°C T AT T
o

[0290]  ;=2.:301g (FRiLIKI195%) B W5y € 3 44

[0291]  MS (ESIpos) :m/z (%) =534.1 (100) [M+H] ",

[0292]  'H-NMR (400MHz , DMSO—ds) : 6=2.05 (s,3H) ,2.79 (s,3H) ,3.51 (s,3H) ,4.55 (m,
2H) ,5.03(d,1H) ,5.12(d,1H) ,5.72(m,1H) ,6.80 (s, 1H) ,7.70 (m,2H) ,7.80 (m,1H) ,7.95
(br.s,1H) ,8.15 (br.d,1H) ,8.25(d, 1H),8.52(s,1H)
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[0293]  sLafs]18

[0294]  2&IE W) =X (D LA R )12 R AR

[0295]  HIT2&&IE ) =X (D AW XST AT N &1 S5

[0296] 45 . HHPIXcel T4 8% (Z1HIB) K ZEHATHMXPANalytical X'Pert PRO

EEETE 2 6-
[0297]  FF4&42 E [°2 0] 2.0000
2 RIZEH[2 0] 37.9900
RAHR £ A [
R AR RT[ 1.0000
& B A [C] 25
fa A Cu
K-Alpha 1 [A] 1.54060
[0298] KA BEKE 40 mA, 40kV
FTAARL LA FE AT AL
) AL 2 [mm] 240.00

BAERNE KB ARZMEEHImm]  91.00

EREFEN BEXHRES
Kk b &

[0299]  R1:25IE ) MALEY (D) RIXSLATHH IR 06 B R AE [20]
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[0300]

[0301]

[0302]

[0303]

[0304]

R KAA[2 0]
A1), HHA)

75 20.0 28.0
10.0 20.8 28.1
11.5 20.9 28.3
11.9 21.8 287
12.2 225 292
124 22.9 29.6
132 23.1 30.3
14.7 23.4 30.5
15.1 235 30.8
15.8 24.0 31.7
16.0 24.7 322
16.5 25.1 32.4
17.8 253 33.4
18.5 25.6 33.8
187 26.5 34.2
19.4 27.1 34.5
19.8 27.4

T W& 2R

2 E
R
DIE
H

kR K

W) 1= (D BRI f 2 e aE R W=
Bruker Raman RES 100/S

64
24 ¢m™
50 mW

1064 mm

®2: 2HIE ) KA (D K586 R SO
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n B

30/30 17T

CN 107635972 A
K I F [cm-1]
Bl

3087 1312 589
3075 1299 580
3067 1238 535
3044 1195 490
3019 1169 471
2993 1154 457
2969 1142 443
2928 1091 435

[0305] 2918 1077 403
2236 1066 365
2216 1056 346
2184 1015 329
1646 1004 298
1605 994 280
1443 910 255
1435 873 240
1418 795 217
1411 767 190
1395 761 171
1387 746 149
1361 683 128

[0306] g 674 11
1331 645

ki ] 152 BA -

[0307]  [&1: 285 7E W) (3K (D AL S WIRIXS LT it K
[0308]  [K2: 25&7E W) 3 (D AL EWIRIH =O6TE .
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FAEBASXMEESHEE T LE
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