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Szt g 2-A7 BRI B AL AW 5 i 1 R B BE 2R B 1:3~8.

Pk, BTk 2-BL BRI 2R SR G5 46 8 Sh I R R LA 1:0.001~10. FE 10
I, PR 2% RS 5 ik < Jm ER R EE R EE 1: 0.01~2.0.
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AL, FRH B A S T IR RO EI BE R EE Y 12 0.01~2.0
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W)« OBl 1.2- BRI, 1,3- LKL, DMPU (1,3- - H13%-3,4,5,6-P1 &-2- W
W )y A R B R F LA L RS VA R SN, BTV R

DR, Frid S SR R S5 FF M s IRSEHR % 80~200 °C, S S R] 4~24 /NEF o B J
DL, S VI TE 6-12 /N

PRk, Bk B B4 S Fr R s OB, WEE, RAEE, HIR, A, &
M OWs, MWk, A7, WHEBUTENE, FARE CBE AOmEBE BN, MOk,
HpEgE, IERE, IEC K MR PEkE v — R BT LR R R A VA ), A R
50~100 °Co HAnfliz, BEEFKIEANCEE, HEL R 60 °C.

SIA R, AEWHRAIMTEARBCR:

2,2-ZERAR R B A AW R A LA, 2 R T Y T B
A AEGERITNESE: 10 B REE N JER S WA SR BRI SNE s 8 K & T
EEAM N BURERZ DN A RS BA 20 DA% & o BRI s R Ratam) o B
BEAT EERARIR SN o X FEAERAS . M EARANRF S SR AR R oK, VA L T R
Ko AR B2 A e )ik 2,2'- AR IR B SMIR5  L 2  Be i o, SR
JEOBLROAAR, 3& G KRS, IRAS, 153 INAE TRk, BBl T g NEAR A



WO 2020/114376 PCT/CN2019/122597

CIEGREy SNt
EAELH T A

IS A LA S B0 A S B AT TR o DA SRR A7 BT AU AR
S DA, ABA DRI UIR A S B RN ER KA, AU 3 3 45
ARNGURUL, AEABEEA S BRI 1, 3k n] U A TAS ATt o X el T
A IR ARG E L

A P — R e ik 2,2 - R ORE S SR b & 5, e R
BB TG, e E ek BIARILEAERTR R 2-RRBR 2 H B SR 5 ) S
WIS, AR 2,2 TERAR IR B SA EY, A D R A 2,2 AR T ORI SR
Y SERYARWAE

- R
NG L

)
o :

i
" a
e A g

Hrb, RiAI R AHFRIERE AR, 233FmN He C-Cs BB Rl sk ie . R3p
o 5 B R AT A — R B
SR

e~ CONHR

REH?’\}{}{N* S

X: Cl,Br,F,1,NO2, SOsR'; RN H. Ci-Cs [ LBt B B ki . ZRIA BT IR

2 BRAR 25 PR BRI (O B G 3 X O CL, Br, F, 1, NO2, SOsR' 1 fE—BARHL s etk
Bt Al Ll PR L R AL B HH R B IE B T AT — 61T Wik R BURUEE N H Ci-Cs 1Y
BB B R RS SRR BT R T AR B

A L)k 2,2 B R B A A P % AR AR ST R, IR
AT

S1: MBI 2-RE BRI 2R B S M = 0 B8, FHE % 60-80°C,
PiFE 30-60 min, FEADIAGJEEL. FAR. FEFINFRE 120-160°C, M 6-12 /NS

S2: AR, MAJK, F NWMKEES, T pH 3-5, Btk MIMERRAH

4



WO 2020/114376 PCT/CN2019/122597

WEEIR Y, H SR PRI A A
S3: REERRARL SIFANUM, JOKBRERBA TR, AhiE, JEMUREARIRAE, 132K

0 s
Sd: B FTIRFH R AT 45 5, IRk A
St 1

s 48.0 g (0.20 mo)BALBAK S YA 160 gNMP ( N-FIEL-2 HERELEHA D 1A 500 mL
=, THEZ 70°C, HitHE 40min, BN 2-B2E HEUE 19.9 ¢ (0.1 mol), SALIT4H
0.98 g (0.01 mol) , & "l 0.62 g (0.01 mol) JIFE 120 °C, [ 6 /Mifo 2 H K
SRR, N 200 mL 7K, = NI ERER VAT pH (B EI 3, HidE, IAE SR AL
AR, A RSSO S U . BRI 408 ZBR AL 200 mLx3, &5f
ANAE, ToKBRERIN T, AhuE, JEWOIeAWAE, 1930kRe e 2,2 ZHA R Bt
(C1aH12N20:2S) ¥ i 18.7 go WAL 150 mL B E LG, £4 8.6 MR (MBEA, Yk Ay
=N 56.6%

STt 2

% 21.8 g (0.2 mol)FALBIAT 160 g NMP (N-FH -2 MRl A 500 mL = H%%
B, FHELE 65 °C, $iHE 30 min, A 2-JRZEHELZ 19.9 g (0.1 mol), FALIAH 0.98 ¢
(0.0l mol) , Z E¥0.62g (0.01) JIFE 120°C, ML 6 /o ZHKHEF,
N 200 mL 7K, SR NI ER AT pH BB 4, BikE, MMAVE R R ARAEURIRH,
A EACN BRI AL S SR . BHRUT 1R AL 200 mL*3, & 3FH UM, K
TREREAT R, B8, JEREZZIRAT, RS 6 2.2 B 2R B Z(C1aH12N20282)
FH 20.7 go FAHELH] 150 mL AEFE &5, 49 11.3 W iR, RN 74.3%.

STt 3

¥ 9.6 g (0.2 mol) FHEEEFI 160 g NMP (N-F3E-2 MRS LEETD AN 500 mL = 1B K
H, FHEAE 70 °C, EHE 35 min, I 2-IRZEFEEZ 19.9 ¢ (0.1 mol), S 0.98 ¢
(0.0l mol) , Z E¥0.62g (0.01) JIFE 120°C, ML 6 /o ZHKHEF,
N 200 mL 7K, SR NI ER AT pH BB 5, ke, MMAVERR A RAEURIRH,
A EACN BRI AL S SR . RHRUT 1R A HL 200 mL*3, & 3FH UM, K
TREREAT R, B8, JEREZZIRAT, RS 6 2.2 B 2R B Z(C1aH12N20282)
FH 17.7 go RS H] 150 mL ZFFE 450, 19 8.2 MR MIA, WFEN 53.4%.

STt 4
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# 15.6 g (0.2 mol)ERALANAT 160 g DMF ( HIEEHEEZ) A 500 mL = H e,
FJHEZ 65°C, 454t 55 min, MIA 2-BAHHJZ 19.9 g (0.1 mol), FALIEAH 0.98 g €0.01
mol) , £ 0.62g (0.01) JIEE 120°C, M 6 /Mo ZEHKHER, A 200
mL 7K, FiR RIS ER AT pH 3 3, Btk INAEEEARAE AR, HEA
AN R R AR . BB QIR AR AR 200 mL*3, AIFANAH, KB
AT, ok, JEBEZRIRGS, 13EIAREE M 2,2 TR K F B IE (CraH1N20282) 4L T
16.8 go AL 150 mL AFEHE LG, 19 8.1 iRzt llilfk, 4N 53.2%.

STt 5

¥ 21.8 g (0.2 moD)FALHI AT 160 g DMAc (N,N-—HIIL ZBE) A 500 mL = 15
B, AR 60°C, itk 30min, O 2-FAH B 19.9 g (0.1 mol), MLAL T4 0.98 ¢
(0.0l mol) , Z E¥0.62g (0.01) JI#E 120°C, [N 4 /Ifo ZHKHER,
N 200 mL 7K, SR NI ER AT pH BB 4, BikE, MMAVE R R ARAEURIRH,
A EACN BRI AL S SR . BHRUT 1R AL 200 mL*3, & 3FH UM, K
TREREAT R, B8, JEREZZIRAT, RS 6 2.2 B 2R B Z(C1aH12N20282)
FHih 18.7 go RPAHLSH 150 mL FABEE 2568, 159 12.6 S AR, WK 82.9%.

STt 6

¥ 15.6 g (0.2 mol)BRALEAAT 160 g HIZEMMA 500 mL = 1N+, FHE A 65°C, #i
FE 35min, I 2-F 2K B 13.9 g (0.1 mol), AL E4 0.98 ¢ (0.01 mol) , =ZEILRE
2.62 g (0.01) N#RA 120°C, M 8 /Mifo Z&H KA, A 200mL 7K, =T
TR Y pH (HE] 4, ik, INIEBRARAE MR E, S AR
WRRAL SR . BHAUT 2.8 Z B8 2B 200 mL*3, & IFATHUM, ToKBREBRAN T, HihuE,
VEVRE ZE A, 13 RIRR B (0 2,2 - AR T IR I (CraH12N20282) 8 i 20.1g. A A
150 mL SR T R 450, 13 13.4 BB lEk, RN 88.1%.

S 7

¥ 21.8 g (0.2 mol)FRALERA 160 g —HZRAA 500 mL — F%eid, FHE%E 60°C,
PEHE 45min, IO 2-IRZEHBEL 19.9 g (0.1 mol), MALIV4H 0.98 ¢ (0.01 mol) , HiEf%
1.16 g (0.01) #4140 °C, SN 8 /Mifo Z&H KFREF, A 200 mL 7K, =T
WAL BR VA pH E B 4 BidE, AE SR AR AR AR, A R
BALE AR BREH 2.8 2R 200 mL*3, A I3FANUM, TKBIEAN TR, HhiE,
JEVR R ZRIRAE, 13 RIRRTE 0 2,2 A AR IR R (CraH12N202S) FHL i 19.7 go A 5 H
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150 mL AR 45, 19 10.6 RIS EREA, RN 90.7%.

STt 8

¥ 15.6 g (0.2 mol)FRALENFT 160 g N-HIZE-2 LMKl (NMP) JII 500 mL — %%
R, JHEZ 70 °C, Ptk 60 min, O 2-ERH B 19.9 g (0.1 mol), JIFAE 170 °C,
S 6 /NI o ZEHORFBASIER, N 200 mL 7K, FI5 Tk ELm 7 pH A E 3,
e, MAEBEEARAEAARER T, AN RREE LA SR BT O B
AEL 200 mL*3, SIFANUR, TR T, g, JEOIEARWRAT, BRIkt 2,2
TR T I R (CraH 1 N202S) R 17.2 go RS 150 mL A E LS, 15 4.7 %
FERA, R 30.1%-

STt 9

¥ 15.6 g (0.20 mol)FRALAA/K AT 160 g DMSO ( —HIEETFH) B 500 mL = F50H
H, JHEZE 70 °C, HEHE 55 min, SO 2-FEHBZ 15.5 g (0.1 mol), RALIEAR 1.42 g

(0.0l mol) , £ E¥0.62 g (0.01) JI#E 140°C, [P 6 /o ZHKHEF,

N 200 mL 7K, SR NI ER AT pH B S 3, ke, MMAVE B R AR UERIRH,
AR RS B AR . BHROT 2.8 BB KB 200 mL*3, &S IFAHUME, oKk
DREREN T, HhiE, JEVRUIRARYE, 1R 2.2 B 2R H BEIZ(C1aH1N202S2)
FH 19.2 go ROAHEH] 150 mL ZFFE 450, 49 8.6 MRS RIA, WEN 56.5%.

St 10

¥ 23.4 g (0.20 mol)FRALEN/K S WFT 160 g DMF (- HIEEFIELRZ) A 500 mL =11
Belirh, JHELZ 70 °C, 4k 60 min, I 2-IRZKH B 19.9 g (0.1 mol), AL IF4H 1.41
g (0.0l mo) , ZF£0.62 g (0.01) MIFE 120 °C, KPL 6 /NFo 28 K437,
AN 200 mL 7K, =3 NI ERER VAT pH L EI 3, Bk, IEVE R A ST E S AR
A EACI RN A S U . BRI Z R CFRREEL 200 mL*3, & IFATHUA,
ToIKBRBRANT-H, Flee, DBV 28R4, 13 2R 2 €42, 2"- A R I (C14H12N202S2)
Fit 18.7 go AL 150 mL LFEEFE RS, 13 6.6 B LA, N 43.4%.

St 11

¥ 23.4 g (0.2 mo)FALENIK G HIFT 160 g 75 FEBEBEI NN 500 mL = e,
FHE A 70°C, $iHt: 40 min, M 2-FEZRHBEZ 19.9 g (0.1 mol), BEEZ4H 1.49 g(0.01 moD),
o FE0.62 g (0.01) JNFAE 140 °C, [ 6 /Mo Z& K 4-#55), M\ 200 mL 7K,
i TR BRI pH AH S 5, ik, EVE RRA A MR, FEEA
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VRIS SR . BT 82 L ERAEEL 200 mL*3, & FA UM, ToKBREREN T4,
g, PR AN, 193D 2,2 TRR TR BZ(CraH12N202S) fH it 18.2 go H4
FA A 150 mL AR E L5, 19 7.9 WAk, WEH 51.2%.

St 12

23.4 g (0.2 mo)RALEAFT 160 g —HZEAMA 500 mL — FEEfEH, FHE S 70°C, i
$£ 35 min, M 2-JRZEFHEERZ 19.9 g (0.1 mol), 1RALIEAH 0.142 g (0.001 moD) , Z %
0.062 g (0.001) HIHAZE 120 °C, JW 5 /Mo Z&H K755, IIN 200 mL 7K, =iE
TR SRR AT pH (R 4, HiEE, IMAEBEERARAESEIERE, AR
WARRAL S AR . BEBUH O QTR 200 mL*3, A AN, TR T,
T, DEMRAWAE, FRRRE A 2,2 A AR H B I(C1aH12N202S2) HL i 18.3 go A
A 150 mL AEEESE S, 43 12.6 IR, R 82.3%.

St 13

23.4 g (0.18 mo)ALEART 160 g —HIZKANA 500 mL — B+, THEZE 60°C,
PEHE 30min, IO 2- I EE I RERR S 21.5 g (0.1 mol), JRALIFAR 1.42 g (0.01 mol)
o FE0.62 g (0.01) NFAE 120 °C, S 6 /Mo Z&HKH 4755, M\ 200 mL 7K,
FR NI ERER AT pH (AR 4, ik, AREBRARAESEE L, HEE
VB SCRRAL ESAR . BHBT R QIR AR 200 mL*3, AIFA . AU, KRR
B, ThE, JEVRHEAWAT, 38R0 2,2 B T I IZ (CraH12N202S2) HL: 18.6 g.
KRS 150 mL QR E LS o, 13 12.2 R AR, IE N 80.2%.

St 14

21.8 g (0.2 mo)fRAL AN 160 g —HZRAMA 500 mL — B, FHEZE 65 °C, $ii
FE 40min, I 2-5F2EF B 15.5 g (0.1 mol), 4k 1.28 g (0.0l mol) , £ 0.62
g (0.001) m#A 150 °C, KM 8 /Mo Z&H R, A 200 mL /K, =i T
IR SRR pH [HE] 4, BEEE, MMEEERARAESEERE, HEEABIEIRRIL
B SAR . BB 2R ZBEXEEL 200 mL*3, S IFA N, ToKBREAN T, Hhug,
TEE ARG, 13 BIER P8 2,2 AR R H B i (CraH12N202S2) A i 18.8 go HEHH S H
150 mL ZBFEE 45, 13 12.5 kg flik, ekl 82.2%.

St 15

23.4 g (0.2 mo)BALENFN 160 g —HIZRIIA 500 mL = B8+, FHEZE 65 °C, $ii
FF 30min, BN 2-B2K HEEZ 24.7 g (0.1 mol), S ALIE4 0.098 g (0.001 mol) , 2 %
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0.062 g (0.001) JIHAZE 110 °C, S 6 /Mo Z&H K777, IIA 200 mL 7K, =iE
TR ERRR AT pH [HE 4, BidE, MMERERARAES MG, AR
CERAL R S AR . BEBT 4R CBRAEEL 200 mL*3, AFFE UL, ToRBRERAN T,
TE, VBRI ZRIRAE, 19 BIRRE A 2,2 TR IR BRI (CraHN202S2)HL L 18.4 go KA
S 150 mL WEEE £S5, 19 12,7 IRE A, WER N 83.5%.

St 16

23.4 g (0.2 mo)BRALAAAN 160 gDMPU (1,3- - F13E-3.4,5,6-TUE-2-W5 g Ed ) i 500
mL =g, THERZE 70 °C, HiEdk 40min, 0N 2-TZE FHEE 24.7 ¢ (0.1 mol), R4k
T4 0.141 g (0.001 mol) , £ 0.062 g (0.001) HIFE 120°C, KM 6 /M. ZH
R, M 200 mL 7K, =il TR MR ER BRI pH EF] 4, Hide, ME=RA
BALE SRR T, AR A S AR . BRAUT 4R CBRAEAL 200 mL*3,
BHANAE, TOKBEAA TR, il B, 1HRREH 0 2,2 A R
flE(C14H12N202S2)H 5 18.9 go KL 150 mL RS S 45 5, 15 13.6 B aEik, i
N 89.4%.

St 17
23.4 g (0.2 moDFRALINAN 160 g DMF ( —HIEHIBE) A1 - HZRKES Y M 500 mL
=g, FHEZ 65°C, #iFE 45 min, O 2-MLCEHEERZ 24.7 ¢ (0.1 mol), FALIEAR
0.098 g (0.001 mol) , £ —J 0.062 g (0.001) JI#ZE 140 °C, M 6 /INF. ZHKHER
SR, N 200 mL 7K, SR NI ELER VA pH A S 5, Hikk, MR ERRARL
ARk, HEENEBIR SR AL S R BERH OIR CQIEACHE 200 mL*3, & Jf
ANAE, ToKBRERIN T, AhuE, JEWOIeAWAE, 1930kRe e 2,2 ZHA R Bt
(C1aH12N20:2S2) ¥ i 18.9 go WML 150 mL W EEE 255, 4 12.9 ik Gk, RN
84.8%

St 18
23.4 g (0.2 mol)iAL AR 160 ¢ DMF ( —HIZEHIEIZ) A1 = HERFRES A 500 mL
=g, FHEZ 70°C, $EFE 35 min, MO 2-FOEHBEZ 15.5 g (0.1 mol), {RALIEAR
0.141 g (0.001 mol) , HZM 0.075 g (0.001) JIFE 130 °C, [ 6 /M. 2t K
SR, I 200 mL 7K, SR NN ELER VA pH A S 4, PikE, MR E BB
ARk, HEENEBIR SR AL S R BERH OIR CQIEACHE 200 mL*3, & Jf
ANAE, ToKBRERIN T, AhuE, JEWOIeAWAE, 1930kRe e 2,2 ZHA R Bt
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(C1aH12N20:2S2) ¥ i 18.9 go WML 150 mL W EEE 255, 4 12.6 R G E, RN
82.8%

St 19

23.4 g (0.2 moD)FALAAAT 160 g DMSO (- HIFETH) Al HFZEEIRAYIIMA 500 mL

=R, FHEE 70°C, HiFE 40min, M 2-F R HIEEZ 15.5 g (0.1 mol), {RALIEAR
0.141 g (0.001 mol) , HZM 0.075 g (0.001) JIFE 130 °C, [ 8 /M. & K
SRR, N 200 mL 7K, = NI ERER VAT pH (B E 4, HidE, IAE SR AL
AR, AR SR S UM BRI 208 ZBR AL 200 mL*3, & f
ANAE, ToKBRERIN T, AhDE, JEMIEAWEE, BRETE 22-RAR - K F B
(C1aH12N20:2S) 48 & 18.9 go WML 150 mL W EEE 255, 4 12.3 Gk, R h
80.9%.

St 20

23.4 g (0.2 mo)BRALAAA 160 g DMAc (N,N-—HIE: Z Bk i) Al 22 RS YA 500

mL =8, THEZE 60°C, $iHE 40min, JON 2-1RZEH B 24.7 g (0.1 mol), R4k
T4 0.141 g €(0.001 mol) , HEMR 0.075 g (0.001) HIFE 150 °C, KM 6 /M. ZH
RFBAFH, N 200 mL 7K, S8 TR ERERE T pH EH] 5, Hidk, MAEREA
BALE SRR T, AR A S AR . BRAUT 4R CBRAEAL 200 mL*3,
BHANAE, TOKBEAA TR, il B, 1HRREH 0 2,2 A R
fE(C1aH12N202S2)HL i 18.9 go KR AR 150 mL FHEE B 45 0, 15 13.1 Sk, e
N 86.1%

St 21

¥ 48.0 g (0.20 mol)FRALENZK B, 3.2 g(0.1 mol)FRI AT 160 gNMP ( N-HIFE-2 ipng
el M 500 mL = H e, FHEZE 75°C, $#i+FE 50min, I 2-BZEFHEZ 199 ¢
(0.1 mol), SALIAN 0.98 g (0.01 mol) , 4 -E£ 0.62 g (0.01) HIHAE 120 °C, M 6
NI o ZEH SRR, NN 200 mL /K, EIE R ANK SRR VR T pH (AR 5, ke,
WE BB ARSI, SN RSO A 2 BRI 2R TR AR HL 200
mLx3, GIFANAE, ToKBERRA T, il JEMEARRAT, [kt 2.2- 2R
TR (CrsHRN202S) L 18.9 go BHFHM T 150 mL A E L5 5, 15 8.8 R H [
i, WEHN 57.9%.

St 22

10
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#1100 g (1.0 mo)BRALAIAT 160 g DMAc (N,N-HIEZFi#) A 500 mL =11
B, FHEZ 60 °C, $5i+F 30min, I 2-RZKH BERZ 19.9 g (0.1 mol), MULL 4R 0.98
g (0.0l mo) , 4 F£0.62 g (0.01) MIFE 120 °C, KP4 /NEFo 28 ORI,
AN 200 mL 7K, =3 NI ERER VAT pH EE] 4, ik, IEVE R ERA LA R
A EACI RN A S U . BRI Z R CFRREEL 200 mL*3, & IFATHUA,
ToIKBRBRANT-H, Flee, DBV 28R4, 13 2R 2 €42, 2"- A R I (C14H12N202S2)
FHih 18.7 go RPAHSH 150 mL FABEE 2565, 159 12.8 Ak, WK 84.2%.

St 23

H 44.0 g (0.4 moD)FEALET . 7.8 g(0.1 mo)FRALENFT 160 g DMAc (N,N-— HJ 4 Wi i)
BN 500 mL = B A, FHEL A 60 °C, #iFE 30min, I 2-1R 2K H BEi% 19.9 g (0.1 mol),
WAL 4 0.98 g (0.0l mol) , Z - 0.62 g (0.01) J#ZE 120°C, M 4 /Nif. 7l
RFBAFH, N 200 mL 7K, S8 TR ERER R T pH M H 4, HidE, MAEREA
BALE SRR T, AR A S AR . BRAUT 4R CBRAEAL 200 mL*3,
BHANAE, TOKBEAA TR, il B, 1HRREH 0 2,2 A R
H2#(C1aH12N20282)HH 4 18.7 go K ih 150 mL AR E L5 4, 13 12.6 I E A, Uk
N 83.1%.

St 24

¥ 48.0 g (0.20 mol)FRALENZK EH), 9.12 g(0.12 mol) ~FiALHRAT 160 gNMP ( N-HI
-2 MERELEED NN 500 mL = RS, FHEE 70 °C, $+E 50min, BN 2-J5 28 I iz
21.3 g (0.1 mol), EALT4A 0.98 g (0.01 mol) , £ F% 0.62 g (0.01) M#FHZE 100 °C,
S 6 /NI o ZEHORFBASIER, N 200 mL 7K, FI5 Tk ELm 7 pH A E 3,
e, MM ERER GRS URRH, HEE SRR AR . B 482 O
FEL 200 mLx3, G IFAAHUAR, TOKBRBRIN T, Ak, JERIEAMRAT, 1F20kR 10 2,2
TR TR R (CraH12N202S) R 19.2 go AL 150 mL A FEE 255, 14 9.6 %
FERAR, KR 63.1%-

St 25

H 48.0 g (0.20 mol)BALANAK A, 160 gNMP ( N-HIJE-2 IERSEEdD fIA 500 mL
=R, FHEE 70 °C, #iEHE 40min, I\ 2-7R-N-FEZR LR 19.9 g (0.1 mol),
L4 098 g (0.01mol) , £ 0.62 g (0.01) MNFE 100°C, KM 6 /Mt 7&H
RFBAFH, N 200 mL 7K, S8 TR ERERE T pH EH] 5, Hidk, MAEREA

11
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BALE SRR, AR A S AR . BRAUT QR CBEAEAL 200 mLx3,
EHAENAE, JOKETREA TR, Hhik, JEMRARGE, MRS G 2.2 HR-NN-—
HH 2 2R H /i (C16HieN202S2) R i 20.2 go KR 150 mL A BEE 45, 15 11.6 3R 3
A, YN 69.8%

St 26

# 48.0 g (0.20 mol)FALEN/K &4, 9.12 g(0.12 mol) “ERALERFT 160 gNMP ( N-Hi 3t
2 ML BEED IIN 500 mL = gt , FHE % 80 °C, fiiH: 30min, I 2-¥R-N-ZJ-
ZEHELE 22.7 g (0.1 mol), A4 0.98 g (0.01 mol) , £ 0.62 g (0.01) InA
100 °C, SR 6 /NI o Z& K A3 #5550, N 200 mL 7K, =3 Rk E R 1E 1 pH E
B3, Pk, MMEBRARAEIE Y, FEANERR A SR BRE
LR OTRAEI 200 mLx3, SIFANAH, JOKBERAN T, ik, JEmEAKRYS, 193
ERE R 2,2 HAR-NON- 2 228 TR FH I (CisH20N20282) ML A 22.3 g Kk AL A 150 mL
CEEELE N, 13 124 REGREK, W 68.8%.
IR s I, AR R B A T AR 2.2 - AR R S A, TR R AL
RSB 60 ERGIRAT, T ZEE A,

DL _E S A & B B LR St il HEAT T RER . T BRI, ARV ARKRT R
AR St 7 2, ARSURE AR N SR DATE SR B R 1 96 [ P il %5 R AR TR BRiE 2
IX JFAS 5 M A% e B IR 92 5 P9 45

12
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BH E R P

Lo — R ek 2,2 R R R S I 26 7 ik, HAFIEAE T
2-f7 AR R B e A ) SR olf B RE, ARl 2,2 R R B R L &
Yo, Prik 2,2 HiA T REBIESA S IR S 208

o o BEINMH

At Ny

H

H

H
“ B

Ta,

B
Cou; ™ o R -
o P S
S - \{(:u.- N
. 1J
o

BN e
N
PNt x

%

¥

Horr, g R AT Ro AHEEHE AN, 7353y Hy Ci-Cs I ELEERE AL ESL
BEpEAE . I BT P R R AL

2. WRIEBNER 1 iR i) —AiAk Trb A 2,2 ZHA 2R e R S
il 257V, FURFLAE T PR S AR G Ji B S RCAAR B AE D T, 7R3 SR

3. MRHRBURIER 2 Ik i) — Rk Trblafa 2,2'- 8 2R e R S
8 7, FAFIEAE T Pl 207 B 28 F L I SR AL 5 1) 5 Ik <65 1) BE R
kb4 1:0.001~10.

4, WRIFEBNER 2 FIod i) —Fidk Trb e 2,2 ZHA 2R e R S
8 7k, HAFIEAE T2 Pl 2-07 B 28 F I R AL 5 1) 5 Ik AR ) BE 7K L
N 1:0.001~10.

5. MREEBURIER 2 Bk i) — Rk Trblafa 2,2'- 8 2R E R S
W TR, AR T Prid e v AR AL SRAGIEAR . R
FALTEAR . AL, UL A MU BREREM. ERERA. SULEREUIE SR
FAY T —Fh.

6+ FHBURIER 2 Firid i) —Fi b Trblafa 2,2'- 8 2R e R S
W&, HARHMIEE T TRy =R, R, A, 2R, Ha
B2, WIRRNE. BURTERRIG. SRS B A SR AT R Tl

7. WRIEBRER 2 ik i) —Fidk Trb i 2,2 ZHiA 2R e R S
il 2% I, FRHIEAE T BTk A8 28, —HI 28, DMF., DMSO. DMAc. NMP,
HMPA. Z.WBifiE. 1,2-H BRI, 13- HIBLRK: . DMPU AT & — PPk 5y b LA
RV

13
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8 MRAEBCR EER 1-7 TR — TR A — ML b ek 2.2 —FA oK
B RACE R 5 T7i5, FRFIEAE T P 2-60 U 2R LR &9 5 P
IRBRATT R EE 2R EE Oy 1:1-10.

Oy MRHEBURIER 1-7 BUPE& — BUITIR B — R AL T () 44 2,2 R =%
B RACE R 5 T7i5, FRFIEAE T P 2-60 U 2R LR &9 5 P
BRI BE R EE Y 1:1-7

10 MRAEACR K 1-7 AR — TR i) — Ak Trb A 2,2'- AR 2R %
WA IR 2 T7E, AR T Pridsn s vl ey, Bk &4, B
B BRACEE . miAs. BRER . AUkOR. HRREE. CBREE. IO .
TR B AR T R R R LA EVR

11, MRAEACR K 1-7 AR — TR i) — Ak b A 2,2'- AR 2R
MR AW ) % 7%, FORFEAE T Prid OB, OBy OB
80~200 °C, NI [H] 4~24 /N o

12 MRAEACR K 1-7 AR — T i) — Ak b A 2,2'- AR 2R
WA PRI 26 T35, FURFILAE T2 Pk T i K45 B RRL 2R AT S Z A
T ELSRARIA R PR, AR B3R NE. CROKR. &,
ST HERRUT SRR, SRR, CBE. AN, FRSE. HOEE. B, 1ER
Bt 15 CEEE IR ke R — R E A L RR-AVER], Frid T2 SR 50~100°C.

14
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