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HY10.01 24 10, SEIUHCAZ) 1 229 6, s RN 2 2 227 3, s LAY, 7R IOARCAT
BEVTK - FEREREGW S5 2a AL EWRIARRLLERIN L 2 225 6, HLAIH, 7R D
TG, VR AW /K S REGERE AR LEYE [ A 20 0. 01 229 100, B LRI G 24 1 222 50, i
B2 5 225 10, 4 CFEHAE C—C, BEGEEEINS, AHX T-3X 2a AL&4, 29 2. 5 AR
15wt % L1 - AKIBEER RIT.

(01111 BEEX 2a KR LR Mgk, C,—-C, BEEFEF /K KR &Y S50 KSR & . 1
TEHE, AR KBS A BN 5 X 2a R LR —le sk C—C, BERIEAUKRED, A
TR IO B 12X 2a (140 S P I B ir T s . Bl 2 0 an IR R4 10 22 14
() pH Y [ o B 77 fER B b, B A < e S A A, IS e A B B AL R o B 2R, AH XS
T3 2a LG, 29 0.5 24y 2, LRI 2 0.7 22 1.5, H AR K2y 0.9 &
20 1.2 BEIR BRI MG ZERIEA I 2a L&), B 2b BI4L &4, R A2
10 &2 14 5% pH B[l o PUtHh, SERemi) & DAl 26 pHYERINZ 11 22 13,

[0112]  BAE A 7K N2 & X 2a L LR IR Eh . C,—C, BERCRERUK PR ) o L
TUHE, BRI KBRS 20 1 2 50wt % AR, S5 ML AL 2 10 22 40wt % [, H A 3 Ak 4
25 20 2 30wt % [P . 7RIS IIAR/K TR RIS R, SL AR i NVIVR A VIR IR FFEL) 5
£ 40°C, H 5 MR A2 20 2 30°C (flinZ 25°C )

[0113] B4k | W VTR R E 5 X 2b (5L LR St 2R B8 AL A R K g = R &) »
W AR R R A DA R A BB T 1 — 228, REPR1EL 20
()5 LR BRI Eh Ak B ) MU b R 28 73 9, (HL2E T8N T B I e e, & BRHLAHAS % 26 1
P AZ BRI 2b AE PRI R 80 22 90 % 4 .

[0114] Nk &k 2 PR, 78 F— 28, @i A7 28— PIRPE Bt B 5 X 2b 54
IR A= iR &5 5 3 R BRRMY, #l+5 5K 1 Kb &9,

[0115]  p{% 2

[0116]

11
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0
NH
s ) /U\NH l.pI-i 9-12 Pi/u]\
’ 2. Bt RSN CO,H
3 1

[o117] M AYHh, AHX T BT K 20 B9 e85, 1429 0. 6 245 1. 2, SHIUHL 25 0.6 &
291, R 29 0.7 22 0.9 ER M E 3 KA T H1& 2R 2b B RIA LA
23 1 F R AT DA L A 2, s E o S LR i 2N RS v K R R S
Y 2023 59 B IR A, H R R BRI I B KR PR S . R DA IR E R 5K
fif =R A A, B RT LK AR N AE A TS W ) K B 2 B e I R V0N

[o118]  #L7RVHh, {1 3 (1 A PR SOK M =R G AEL 0 240 40°C, T8 LRI 24 20 24
40°C, LI 20 222 30°C IR N B an N BT i, 18 55 B i T el B DRI s . 1) 5E Ao
[0119] X} Tz NAE B, AT IV pH YL TR B 8 40 9 B4 12, (k4 10 24 12,
FLIEL 10. 5 22 11. 50 BTSN R0 & A LAFE fRZ% pH EH o G 2R DA S ot A8
FHZ 3 R, WISRAT29 9 &2 12 SE P i I s M sl % . 28, a3 3 [ i
SR 2R R K A o FEEh R B, WOl BN 0 2 % B I LASR A BT 75 1 pH JE [ . VB H]
CAAENRE FDR 5 0 21 AR = PR 0 7 2 WRs Bk on 281 FP IR 26 s i T, 838 AT DAAE Y
I R PR SR 22 BRI 2 K = RS T, AR DCE AN 0 T PR 3 22 i R Bk n 21K At
YRGBl B R0 DRI TR 10 pH e B A A inE S AL B S E S A T
ZEREH R, 45K 3 1 F K SR N, AHXE T FR, Bk ) /28 /R 24 i [ M 2R 3 ol 24
0.5 22y 2, HFEIMHHZ) 0.8 £y 1.2, UM, JEARAS TR ansK A, 28 fa s N 21 s f
REWH

[0120]  7Ed4 3K 3 1 AR 5K 8= M LA SR $R A SO NG 2 9 &2 12 [ pH G [ I 75 =
(RIRRR & 2 i » T8 s TR G I FA DN S N 1) 56 e oA 1 3XAN E I, B0 IR
HERNZ) 10 24 70°C, HE RIS Z) 50 ££965C.

[0121]1  RMNIERAE IR R 1 M &Y, CBER T RMNBEEW . T 55K
L IAE Y, SR S B IR VA H1 N2 55°C 8 EARIKRELRE (f1in4 30 & 55°C, M H 77
{2 45°C ) , U IR LR AL [ NVR-B W) 44 2K 1 AL G 40 I\ LR IR 3k 2 Ak R L 19 1
T W HIJCHLER a0 3h 1R i FR BB IR VR FH R 4T o AN DN IR &2 2 05 S N IR A 40 1K) pH P
FACT ) 3, MAIHLAEZ) 1 24 2 (SN . B AR AT, L adi. RE
PR S TR A VA HI RN Z 0 222 10°C 1938 B AR 2E 25 &y, FF18 ok ik 8 B8R [ A= 1)
VeI AL R AT il s, T DU e 638 16 5 7K ANV IR 771 n L 8K
TERP R LIR LB AR IR A Y TR R R B FIR BT .

[0122]  PRZR 1 A2 07 V560 R T o0t | 2B BR B b ]l i A A 1 5 48 X
3R A, 4GS B ] 4, 323, 570 F1 4, 012, 506 T FIL R 7. 3 KLED
(R 28 7R TSR] 1 KPR A

[0123]  [AIE, AR TR 7732, vl HaX 2a A1 3 (4L S UL R IR 7 bkl 4 58 1 R 1,
6- & —6- FUAN 4 WERERIAL S . ARJE RIS Do AN B NP R, K TR % T VA
K11, 6- 25 —6- AN —4- MERE RIR A WAL A 2 PRI BT 4- WERE R R A .

12
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[0124]  BREK 3 P FT SR — a2k e OB I A 2 1 AL & 4 5 AR ok il 265X 4 1AL

Cl
FL Hij:
1 - |
RIJ\N
4

“Wo
[0125] %% 3
[0126]

CO,H

[0127]  ZTTAAFEH A ER 1,6 & —6- %X —4- BERE LN 4- 7 LS. WA
B, ZMaE e (REHSCESRA VL FhEJR 7 5A0)) 7T TR AR . T
T 3R AT A 24 A TR A S R ot I S sl AL SRR 2 vk R A I SRR 5 R I U R
BRINAZIT VB R IR o

[0128]  FE— TP, B L KMLE VB IF AR AR T, A8 29 3 22 6 AR RARIK,
HAFE S A 0.5 2 3.5 BE/RH EREHLR, LIE 1R 1£40 10 245 35°CH R iFHiH: T, i
290.95 24y 1. 2 BEIRE BRI EALH, ik felix &R (HOCT) o G R Ad i &I, v] LA it
Wb 1 RGBTV IR 1 KL SW Rl T, AR e i I B e R 5 2 14%
IKEE IO TR LR G ER £, AR RN (NaOCL) SRR A2 o w] L o F M A AT vk
B A T A I T R A I A R A R B 25 B SRR R . T SR 4 K TR s 4, JlRT L
W7 B WRE 4 WA B A4, I R] DATE i B 7K ANTR VA S R an 188 L —
AP IR CFRAIUE K IR G W) TR IR K BB IR 3 B e . PR 7R 15K
Wi 1 AR CL .

[0120]  FEG— MR, B 1 KIAE VISR R, LR A2 1.5 247 4 7RI
K, HATRE AL 0 22 3. 5 IR 4 B (1 Ui, Pl S sk S UL Bl . 7245 0 =29 70°C,
HUAIHE R 2 10 28 35 C AR IFHHE T, 4445 0. 95 B4 1. 2 BEJR Y& &L, Pk S sk
B (NaOCL, JLARUHIAE R 5 & 14 % BIZKEH) W INBI R NIRED T o ¥R @R HAE R
AFRN AR T2 1 AE D, B SR E 52 0. 85 &2 1. 2 EE/R &, W LL@ e RS
AT W B T AN DA SR A AR BR B R Bk il I RUAR) . AR R IS e LaR ik
R R S IR A, K pH B 24 0.5 2 3 7Bl R U X 4 b &, Wk
4 Wy A A, AT DO g s e . Wil 4 B A 2 A, AT DU I H 5 7K AS
VRIS BRI T A T bt B SR B3 B 7K SO TR G 4 18 01 28 R A B 7)ok 47
BB ZREFPHR T2 1 AR 62

[0130]  PKZE 4 PronisE — a8 OVis AT 4 & 5 Sy B fon iR 6l X 6
K&

[0131] x4 4

[0132]

13
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_ Cl 7 Ccl
NP Cl N7 Cl
el I TN
SHMERT | 117 S ~coc RSN Nco,H
L 5 - 6

[0133] % JjVAAU AR A EUE R 1,6— 54 —6— X —4- WERERLIL By 6- EANE REH]. Wig
AU TN, 2 A EAL)E ) (BRI SUE A WL 1 R IR R ) T LA X A
KA AL .t THRIRE BEH] B R IEE i n] Ll SUE e, Py LS A & 0 5542 ik od
SRR R AR 5 FIBEEL b R O H BT AR RS 43, ‘B AE N A A EE e
57K A5 AR LR X 6 LA, T I HEAR 2 Y U B 50 B S AR B S
LN e D b i W= Rt ek W | N B2 A R P S AN LI I B

[0134]  F—NRETFH, B4 LG 52 2 24 4 BEIR MmN &AL & B 5m i
BE . RNIBESY IR EEAEZ0.05 2 1.0 BERY 8NN, N- — P FEi% (OMF) , i
IR AT IS 1. B VIR -G IRFFAEL) 10 227 100°C IR T, LA 25 70 &
2395°C. AILLEI L) 6 22 30kPa [’ Hs ) T 28k U7 (b S 25 it & IR IR o SRS 4 e .
BEY HEEHA 5 BBLR AR 25 B IR AL % ) /MO INBEE SHZ 20 2
40 % 57K A FALEF] (RIERUTEE ) KT . IBEYHL) 25wt %65 T BEAEH R4F
WS 6 W= P2 [ A, WAl — 8 RUK IR T AR G W UMEdEghit . 2REHa0 6 14 bk
P BT U8, FH K VeSS, JE A, Wi =X 6 i = AN el 44, lm] DLdE ot
I )5 K AR A0 L — S e 8 SR £ IR A5 B NV A ) FF T IR VR 73 15
‘Bo W LLEERIZE R LA B K 6 A, BOE 0 RS FIE A — RN, AT DL A8 A%
o EFEFI S TS 1 PR DL h

[0135]  FE5—MFEFH, B4 WA EY 2 2 4 R EE AL 4R LB
DU ER 1,2- R OKEEERNZA 0.02 2 0. 2 BE/R BN, N- 3L FERIZ LY
2.0 £y 3. 0 B/ B RN E R (BIETMPEE . SEESOER) BE. BRNEE
Yy IR AR R AE L) 20 2 100°C R, fiik 4 50 & 70°C, SRR EE 2 & 12h, SRIGERRET
W NIREY (AEE T HA S BEEP [RIRLLR ) AN O inBIK . v RLnkF 58 —F%
AR oy B 6 P O T 2R s T SE i) 1 538 D2

[0136] P2k 5 Fronii s = a8 i NVl it AT X 6 b &9 5 2 Bk il 4 X 7 Kb &4 .
[0137] %45

[0138]

[0130] iz s VAt IR AL S BE [ B A e S 2A 6 {7 LS WA B, IX Fr 2 A
AL A 548 6 UML) 5 it o 2R 3 e O A AU A, B AR A )
Rk (B sty ) SR O, (H ) DU A4 £ n St B sohit R o 5 Ml 2 Aok Jit

14
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PTG e T TR R R o

[0140]  {EZFETH, #H 6 LAY SHER T EIRE . R WRAEE S — Pk, Wik
Thi B TR B 1 BRI 2 (E R B 2 M — AP AE AR, ELAEH 3 &8 7 B Y E 2
AR A R (1 s N R o AT DAASE FH 22 ol T ) B3 7K S B e Lt T LA R T 2 Y P
MR 57K A2 B B BB EH RIF. B RNIR G IRFFAEL 0 2 100°C, A2 80 22 90°C
TR MR R AR 2 100 (B KSR ) 24 500kPa JuE N IR ). fEIX 41
N, N M AE A | A 5h 5. AT BLIN R 3 B3R 7 (7 oRIR A YA HL AR e
e B s 7, 2R DA 25 0 B AR, s I 1 & 2 BEIR A B BN, H 1 2 B K ¥
W LK pH B2 20 WX 7 B4 T8 R A, AT DU o ok 5 A K BRSO T sk i A
'Bo WHRK 7 W= YIATERE 78, W] DOt A& 16 5 KA TR 8 an Lk — 5 e
R TR AR NAR G W) T RIEFR Y RPN TSEHR | PR E
i,

[0141]1  B%Zk 6 Fron ARl E s BT 7 &5 R H BRI Aok i % X 8 1

NH,
R* B Néji@
7 -
NS
RlJ\N
8

WwEY.
[0142] [g%k 6
[0143]

CO,R*

[0144] . R* AT IEHURIIBR 47 o
[0145]  ZJ7VEEFEH A 7 KAEY ERRIRILA (COH) #4k A= 8 Ik &4 L AHM i)
§9E (CORY) o HRMRFLAL A EE A ML T el 21 etz —, HZ MR 72 c
Ko o T4k, Z WA a0 C. A. Buehler Fl D. E. Pearson, Survey of Organic Syntheses,
Wiley—Interscience, New York, 1970, pp. 802-827, K Z % H 1L A F5E BRI AL 7 Bk
it AABIBE R (I AEAE T, AR TR S5 (4540 R'OH) %M, 55 32t M A0 b 75 BR A AL ) I AE4E T
5P 53 IF HIHAE T UK AL -S4 (9040 T IR R Bk PR IR ) B, B0 7B 47
£ R, AFRIR S b R IR S B R 4 A e m B AL &4 (B0 n RYX, Forh X s
N B 25k ], AR B AZAR ) Befid e XA K AR IR i = 3R Ak — W ik N-(3- =
BAEWEE )N - CEK - WHZ . 1- WEBSR B (1-propanephosphonic acid cyclic
anhydride) FIHRIE KM LR A A2 2 FY AE L A RO AT BT PLa R 1 M1 B &
AR 7 4G4 FIa RPOH RS 20 8 b S IMIRIE T B, 7ERRER 6 117
VE, A s RO (¥ RE SR RIS (10 (R'0),CRY, Hrh R* O H. OR® sl AR L HUAR I 5
53 ) JERIRER (414 R°0C (0) ORY) I RX AL A2 R B, B e 4ig & 7 i1k
B HIRIRIE A A A 3 8 AL AW A BEIE AT 75 10 R 3803 o WA 20 FFRIBUR) 223Kk Hh BT 52
SRR R BE MG IE ] R R 2 R A (1) COH) BUfTAE MR IRARIR I & 1 (BP
CO, 0) LAFE AR B (BE CORY) MAb &4, e e R N A I+ H B FXHE
FEI 4y FRAHERR ST (Ban5 12/ T 200, RN T 150) B, 75K R* #5751 R'OH
(I FAR R A 28 (RY0) 5CR® [ R BR B LA B2 2 R°OC (0) OR® [ R 15 11 IR 18 A4 S N AE FH 3 i o FH
15
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RX MEA R EERE T SN T HAT NFIR G50 ]S SR M0 RE SRV A R A . R
BRAZ T NI HERE T o

[0146]  7EAF A ROH [EEVE R R H A5, FI R AL IFE T, Ko 7 1AL &4 5 Ry
2 2 A 10 AR 2 RPOH [R RV A (AL 50 I S BR VR & 5T FIR 1Y pK, /N T 3. A H
()5 R 82 P S 490 0, 6 B 52 AR TR « SAL L = R X P T T8 A% i B8« P i P T —
PR . BRICIE IR T A A R AT READ K . AT DI b A I 0 I 21 A ok
= A2 A S o 7 PR3 T P 0, i [l AR AR U it A 50 2 20 R 4 A B 7 A g
U Nafion® SRR AE X Z T IEEH RIFEIARN IR . B T L TIRAL, I 2 iR an — 54k
B (k4 BR,) thrl DU ERRIR . MM, A T3 7 ML &4, 2 2 22 4 EIR Y
IR, (HA T LT D sE 2 (8. SAHAE GRS N R SR G . IR
AT B8 A2 1 P AR, BT AT RE T5 B 3 SO VR A0 DLARRF 3 2R 1) s W 3L R I 7 1 b Tk i
e, HLAUHE, ¥ [ N VRS MR FRAEZ) 20 8 100°CHINRE T, E A/ 710°C it XLt
T, N LRI L) 2 48 24h NIEF R EAAL . TT DI A0 H BT AR KR I s Y 5
13 BT S R AL U N BE 2 (IR / BRIR B AL 70 ] B T EE 1) IAMEEAT AT 5 7K — il 2%
TR R NIR G o 78 SNV 58 i, i SRR A R SRR 2, W RDRR S ik 4 DURR 25 K
Ay (R'OH) o IXAEIOIRAEIE ] LABR 2 ¥ R R I AL . 7T LUB L SRR 2 R A
. ¥R RS LA IR 0 B 35°C, 3R /KRS, BL0H Yy 4 3 8 (AL, 5
B 2 2R pH, WE A sk (90 e 8 4 Je Rk 1= 4 J8 S AL R B2 6 ln S5 A
WA A R ER BN ) AR (B0 418 ERIR IR IR ) Sk LAY K pH PRS2 5 2 10, i
SAIHR 7 S e GRS [ R AR, AT DU e SR TRk A B e . iR
K 8 B AT Bl A, W] DLE o 5 7K AN TR s 1 W Sk — S FAE Bl SR LR AE
BT 28 R ISR Y B o 18 nT LB K & KR S IR LRI L) pH 2 JRIRZaTR G
WL R 7 S 7 B R FIEOR ROV IR G 2 7 IS o AR s TS 1
(008 P,

[0147]  ZEAFH N (R'0) ,CR* Y SR R WG 5 X R'OC (0) OR* FBR R IE1E 4 RY BB FIIAR v,
A 378 Ml A R R AE M AR o i 9 SR R e 2 S R R s ( BRI R R H) AR SR mE (R
R* 4 CHy) o TEARAFAERLE RYEBFIMEI T, A0 T8 7 R R, A4 2 L FEE D
—FERMEHA (R°0),CR® [ JRERER 5 R°0C (0) OR® [IBK R TR LA il 4% F5 , {5 B AR Hb {24 2
2 8 FE/R i LLRGE SRAZ MG 1 S ORI 78 8 o S TRA ) b AR R DA, B e )
U PO I R R AR B A 2 ROH I, e AT IR N 26 R T LLFE 2 R B R 57, 1
F I R A AL S B, WA T3 7 itk &4, e AR DL 2 2 2 10 R BUFLE .
W, 5 EERE A AR R B R R e A Ak PR BB MR A th A o ARR X 7 kG
Wy, BLAEIHAT 240 2 22 4 IR B IR, (H A T DT S D a8 2 (10 & SR 7E 5 S5 K TR
NINE NRED T TEA BRI FE  v] B8 75 A EI DA (b m iR A . S R K e B
REVIRFFEL 20 2 100 CHRRE TR, SR 2 70 22 80°C . EIXRLESAT T, [ b #L 7Y
HOAEZ) 4 & 24h P 5E R W IR A AR, AT DASE i 250 s R R B 2 ik i 1) SR R B B TR
Big R/ SRR IEAL SR LA BIVR ARG AW o 1T UE A 5 5 T4 2 R°OH WA R 6
AT IR BT IR I R AR AL e AR AL 3 s VR A 4 91 7 85 X 8 IR =4 o 1% RSP B
TsLifl 1 PR P2
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[0148]  ZEAF A RX ML S 1E R R HBFIWRTH, X A EA. X RX 1ayia
PR A BT, AEAR R T Rk, R ] DO AT BRI 7 o SLAI M, XN R I L B .
N BAZARARE K ZR (B CLy Bry T) BRERMEE 41 0S (0) ,0R" FITEEER ES 1 0S (0) ,CH, ( TR
1 )« 0S(0) ,CF. 0S (0) ,Ph—p—CH, ( X FRZRHARR G ) o AR, FH T BB 0 B9 A% M I A 46 AR i
BRI ek TR S A IR . 24 R EEA 2 (11 O(R™); *BF,®) I, B % 1k ik L FE 15k
(131 R°ORY) o L7802 AR M 70 4 TR i £ 155 Bk — FF B, (DMSO) R I ELZER FIAEAE R, A
X 7G5 X RX LGBl AT 7 94 &4, A E 2 1 2 2 ME
A RX BRI o 38 PR AR5 HUIZ a0 =T R N, N- S5 TR S AR TEH LA il
& RS L 4 B AR R £ AL S AL AT IR £ (4540 Na,CO, K,CO,+ LiOH. Li,0 NaOH.
KOH. Na,P0, K,P0,) o 7] LUK YR B[R] A8 g A =X RYX (AL &4 . ML A0 [ S VR A 0 (R B
FEZ) 0 & 120°CHITEE R, AL N2 10 2 80°C . fRFF RIFRIPEFE L EE K, JUH L
SR G T R ST TCAT LI o S N33 38 A B R 4 T oA, (E R N ML R M AR 2 1
£ 24h W5ER. A T AL SRS, W LB R 2R SR R B 2 BT RX R
/ B, F HonT Do i R ARk th A ek bR 2 i . W R 8 1Ak AR A, A K
(g 4 22 10 ARFR ) Fike | MR G i i S 3G 8 A &4l i, A8 Ja vl LU i i vE vk
BoF ke . Wi 8 AL G A NS KR G &, WIHT A 5 /K A TR B 1)
WML AP HEN PR CERAEUE , BT 2 v L T 50 8 &4 SRy
7~ T Szitif) 1 B S

[o140] &S TMSKILEWHA L W= M. ol H, PCT & F| 2 FF WO
2005/063721 AFF T 7 F 8 W4k &4, b RY B an AP L ek 7 AR EE XA 4 Br 8k C1 HX
FRIGZIE, H R A C—Cy, k- C=Cyy KR IELEIE L C,-Cy, FIRLEIE BRI, e HERR
FLF) o

[0150]  Juiqilf— A PE4H UL, AH1E AR A AN 53 A5 FH T I )Rt 3 ] DA g R i ) FH
A o BRI, DA S it 9] N B A R A SR s 9 PR 1), T AR BR A i B o BATHS SE iAo o () 280
BB RN B A TP R P IRFE T, B TR PR ER A fe A — e h TR
JP A L0 S 1) 8 B A R PR T A R SR 4% o THONMR R °C NMR % DA DY AR SR At
IRHEA ) pom #F 5“7 FR I, “n” F5 2 HIE, “brs” F7 95 g,

[0151]  SEjfe] 1

[0152]  6- 2% —5— S —2— PRI —4- WERE R IR T NG 1) il &

[0153]  DER A IR KT AR IK—Eh IR b Y il 28

[0154]  FHAMPYEREECA AR R I T UMY 26 L AL S UL AR R A B 1)
1-L R JVigs, FRANHRANE (100g, 1. 5mol)  FFEE (48g, 1. 5mol) FIFFZE (400mL) » HF S5 WV ik
LSRR 15 CHBRMIEIE R T, [FIN2 20 B K EAE (57g, 1. 55mol) 1A i IV R
EMRMUT . RIEHIRNIRAYIALE 23°C FHidE 16h, BL4 2h KRN RMNIRS YR
i1 CA R R K PEv A HE R ORIEVE L B & . FHRE W EIR] 5°C, AR5 4 10 43
R N EAE R AR (240mL M ¥V, 1. Tmol) , [RIIEERE B AR EHIC T 25°C . PR 1h
Jii » 4 R SR A )R 25 TR LA e i B 1 BRI o f )i 9 PR (100mL) PR I T
B, 193] 170g (94 % W03 ) Ardii &9, M B4

[0155]  'H NMR(DMSO-d,) 8 8.8 (br s,4H),1.84(m, 1H),1. 1 (m,4H) .

17



CN 102153516 B WO B 16/20 Tt

[0156] BB B :2- FRPAIE —1,6— 5 —6— AL —4- WEngE SR IR 1) il 5%

[0157]  [a)fiA pH vh RLREER LA E B IV ~F 59 500-mL S22 50 e W4 8 A2 1 &
B (54 5% 2- NI, 30mL) FZK (150mL) o FiEdE N IREGY), FIRTZE 10 43 BPas s LR
— LEEANER (70g,0. 33mol) o £2 1h 4 25% NaOH KV (14g,56mL, 0. 35mol) 5& E7s N
R IE R S [FINRER S CREFTE 256 &2 30°CHITERIN o F R MIR-AYITE 30°C T i HE 30
G381, FRAS IR e B K — ERER 1 (32wt %6 /KW, 32¢g,0. 267mol) » £244 1h, 7E 30 & 35°C
16 [l N RS RSN 25 % NaOH 7K (318, 0. 19mol) , MITHF pH fREFTE 10. 5-11. 5 {135
Mo SRJE 42 Lh N AL TS A LR G H A 60°C,  FRAEAH R IR T FHOREF 30
3k B RNIREYIVEHIF 45-50°C, fE4) 45°C F, & 1h B nEhEE (37wt. % /KWW, 50mL,
0.60mol) (VEE A2UL ), HF pH AR 1. 5. ¥ RMNIEBESWAEIR] 5CIFidig. K (3x
20mL) PEE AR I I T AR 70°C F BB A T 16h, 1531 42¢ (85 % Wt ) Ar
&M, R ELE & (HPLC I I E 4 A 97% ), 7F 235-236°C 73 il o

[0158]  'H NMR (DMSO-d,) & 6. 58 (s, 1H) , 1. 95 (m, 1H) , 1. 0 (m, 4H) ,

[0159]  C NMR (DMSO-d,) & 169. 2,169.0,157.3,116.8,17. 7, 14. 1,

[o160] 2BER C1 :5— % —2- A HE —1,6- — & —6- AL —4- WEnE e i i &

[o161] [ LA TRERHEHE 45 AR 31 2-L Morton Bl P #EA 2- BRI -1,
6- 4 —6- AR —4- WEIERER (161g,0.90mol) \EhER (37wt. % /K¥W, 300g, 250mL, 3mo]1)
7K (400mL) o ¥ Je NIR-EHIAE 5-10°C F e, I8 2h i IR & IR AN (14wt %6 /K, 522g,
0.99mol) o ¥ [ NVRAYIAE 10-12°C N OREFE 1h, BRI H AR BH K KI- Je A il 40 i 2
INEABRIREIR S . G PTRIREG WA HIF s /K (160mL) YEERIC S [l 14, H 78
50°CHIE S HAR P T 2 1E T, 1531 169g (88 % % ) bRt &4, N 4E 189-190°C T I1E4k
R

[0162]  'H NMR(DMSO-dy) 6 13. 4 (br s, 1H), 1. 95 (m, 1H), 1. 0 (m, 4H) .

[0163] DR C2 :5- & —2- A HL —1,6- & —6- AL —4- Mg RIS 1) o —Fh i &

[o164]  [n) BLA TOUEB 00 HE 2% « AU AR AU R 2 1 500mL 22 Sk b BN 2- BRI -1,
6— & —6- FAC —4- BEIERER (36g,0. 20mol) 7K (70mL) 1 50wt. % NaOH /K (14. 4g,
0. 18mol) o ¥HVRAWAE 10°C R Hidk, I 1. 5h ¥ i 10. 3% NaOCl /K ¥ (160g, 0. 22mol) ,
[F AT DI S NAR SR FRAE 10°Co BREWAENR] 5°C, JFas I AT BN B2 K1- 3¢
MR gy B IR 25 B TE5°CF, &40 30 73 Bhis R iR (37wt. % /K ¥ ¥, 44. 3g,
0. 443mol) LI pH f£ 22 0. 8. KRS YL IE, VR IN HCL (20mL) Peik et mIE 14, F 75
50CIHEZ AP T 215 5, 153 40. 9g (95 % UK ) b8tk &4, 1 189-190°C &4k
(1) [ 446

[o165]  DEE D1 :5,6— G —2— FRINFE —4-— W FR IR 11 il £&

[o166] MRS (363g,221mL, 2. 37Tmol) F1 5- 5 —2—- M A -1, 6— — & —6- F AL —4— %
WE R IR (169g,0. T9mol) WANE 1-L B, 775 90°C T Ik 5ho 44 K NR -5 W% 1 2
30°C, FH 42 60 7B N 25 A BUT BE (280mL) FAZK (750mL) 1 R GFHiHE KR S 1) 2-L
RN, RN R FEAE 5-10°C o FEIN IR MR B Y 5E A2 T0% i, Bt
TEEAIREM LTI RS b, SRE IR NIR G (RIS INES AN, 76 5-10°C R B #is K
(750mL) , IFFHIRG WA 1he BHIFIRSYEEIR] 5°C ki /K (3x 50mL) JEEIT
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AR IR A o B FTARRDFAE 60°C IS HERE P 0, 45 31 156 (85% e ) A&, A
fE 126-127°C N IEAL I [ 14

[0167]  'H NMR (DMSO—d,) & 2. 23 (m, 1H) , 1. 2 (m, 2H) , 1. 0 (m, 2H) »

[o168]  ZBBE D2 :5,6— & —2- FRTAHL —4- WERE R IR b — i &

[0169]  7E =, o] B A T00 0 B0 FF 25 24 el {3 % B 48 16 500mL 2 35068 i A
5 Rl —2- AN ZE —1,6- & —6- AR —4- MERERIR (35. 0g,0. 163mol) « LR L (105mL)
FIN, N- R (1.19g,0.016mol) » {EZWE T, £ 50 240V hn WAk Bk & (48. 5g,
0. 408mo1) , I ¥t R VIREWIAE 68°C R N The ¥ NIR-SWIVAHIF 25°C, IF 4 30 43 Fhi
IENEA7K (100mL) 1) 500-mL 2SI, [FIINCEAR IR IFAE 10-20°C . KRG
Bt 30 o8, M ANZE EKZEDE. HESMCIR OlE (20mL) ZEHUKE , KRS
HANZ. ¥E5H 35.0g93% W) bl YA NEZERM T~ —2&d,

[0170] ZBIRE .6- Sk —5- S —2- IR AL —4- MR B e 11 ] &

[0171] | 3-L 2 7 % A\ 5,6 & —2- I TN 5k —4- W5 g 2 B2 (280g, 1. 2mol) « &
(28wt % KT, 3508, 5. T6mol) F/K (1. 26L) » H4 R NIR-SY)LE 80°C T i 5h, @it 7e
50°C /9kPa T 7k F it Bk (45 600mL) . 7EAHIF 20°C )5, FH AR B /K s (132g,
110mL, 1. 32mol) ¥ s MRS FRAL T pH 2, Y4313 5°CIFit . HIZK (2x 200mL) PRiiEuE
B, FELE S5 CIHIE A A T, 15314 270g b AL &4, A — K&, it KR « TR
W E T EEH 8. 3wt % /K, AL 162°C Tl (fEMFALTER S5 ) o

[0172]  'H NMR(DMSO-dy) 6 7.4 (br s,3H), 1.9 (m, 1H),0. 9 (m,4H) ,

[0173]  "C NMR (DMSO-d,) 6 172.3,169.5,163.9,158.5,108.8,21.1,13.8,

[0174]  LIBF1 .6- Sk -5- & —2— LPIE —4- Wi P A I 1) i £

[0175] [ YRR B AAHE B B & A W AR R s v e =t < [Bliv%
EEAFIPLAR ) 1-L PPN 6- 20k -5- &l —2- RN SE —4- MEE R IR — KA ) (144g,
0.62mol) FIFFEL (500mL) o FEAEIT, 44 30 ZF B PR BESL (185g, 115mL, 1. 58mol) ,
NG R NAR-EIAE 60°C R NN 12he B TR S YITE 40-45°C /6kP N ilk4a LAk L it &
PR (29 300mL) , 7K (580mL) Fike e MIRA . WS IEL (5mg) , HAE 10-25CHRIVA
HITF %0 50 % NaOH /K (80g, 1. Omol) LIMAE pH Ay 9 ( tHHH IR 44878 ) o SR JEUs NG
U R IN SRR K LT i o 5 IR 24 E1 2 5°C It uE. F/KBERRIEDE, FHAE
50°C /6kPa T2 HE, 133 123g (80% WH ) #x @b &4, HPLC /T4l 98% , A TE
147-148°C M F A4k g [ 14

[0176]  'H NMR (DMSO-d,) 6 5.4 (br s,2H),3.97 (s, 3H),2. 1 (m, 1H), 1. 04 (m, 4H) ,

[0177]  HFRIEEHERIR (37wt Y%e/KIEH ) B4k, A pH A2 2, R G L84 . TS
iy K PEG T8, 1531 14g RIR V) 6- 2% —5— &l —2- RN I —4- BEIE R TR (10%
[t ) .

[0178]  DERF2 :6— ZJE —5- G —2- IR AJE —4— MR PR % A IR o) — P il £

[0179] () 3ERCAE B Y BT IR Sk [B1 30 ¥4 Bt 25 F0 24 48 19 500mL 22 S0k i - 0
6— 2L -5 F —2- MANIE —4- BERE R IR — /K &Y (47. 8g,0. 206mol) \ FEE (32g) AR —
G (94. 5g, 1. 05mol) » £24y 30 73 B IMHKAR IR (50. 0g,0. 500mol) , [AIH VA 1 LUK AL IR
FHKT 60°C, SR S5 ¥ [ SR A HIAE T0°C R N 10h, F T AR A PvA #1321 15°C, FF H 250mL
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KRR It 30 23 B R INZ 42. 7g (0. 534mol) 50wt % NaOH /K ISR [ S it pH T3
5-8, [AII VA EI LUKHE BEORFFEAE 10-15° CHIERIN o M54 H13) 5°CH L I8, KPR
TRIEDE, HAE 50°C T2 E T, 153 43. 3g(93. 5% WK ) brditb 54, 4 E K 98% , H1E
147-148°C R IS 16 ] 1

[o180] DB F3 .6- gk —5- & —2— ILPNIL —4- Wrie P s ARG [ ) —Rihi &

[0181]  [MZERECAH AL T —10°CIIFRIEA A BER N1 10-mL Je £y s 2k &\ AT
FEHEFE R 200-mL SNV 2SN =T i (20, 4g,0. 11mol) F1 DMSO (45mL) o 7F 25°C FHiHkiR
G, FE AN 6- 23 -5 &l -2 IRAAE —4- BERE R IR — KA (23. 1g,0. Imol) o 7
30°C FHRE R N VREY), R e (13. 3g, 8mL, 0. 14mol) Y%t R 92 £ R Nk ik 3+,
SRIGEE 30 A BPN B NIR AW . RS BERE 3h, SRJG1E 25°C R 440 30 73 B
RS K (200mL) SNV BRI RAHIB] 5 CIHFdIE. /K (2x30mL) PRk IEDE, A
60°C B AT Th T4 16h, 133 18. 4g (81 %W ) brilifb &Y, A1 147-148°C R HEAL I
KA B .

[o182] I A K A 7%, nTLAHIS K 1-4 LA ML &Y. £ FRPIEH TS «t i
B, 1R, Me FRAISE, Et 8 43, Pr i8S, 1-Pr IRR L, cPr 38 UL, Bu fRT 24,
i-Bu ¥ T2, H S(0) Me ¥& FEEEE

[o183] X 1
[0184]
0]
Ci
A
PN
RY "N” T“coH
RL Rl Rl
i-Pr 41-Ph 4-MeO-Ph
c-Pr 3-Me-Ph 4-MeS-Ph
2-Me-c-Pr 4-Et-Ph 4-CF30-Ph
+-Bu 4-CF3-Ph 3-Br-5-MeO-Ph
Ph 4-Me-Ph 4-MeS(0),-Ph
4-Cl-Ph 3,4-=-Cl-Ph 4-MeS(O)-Ph
3-Cl-Ph 2,4-=-Cl-Ph 1, - E R AT R G-
4-Br-Ph 2-F4-Cl-Ph -EX
4-F-Ph 3,4-=-Me-Ph
2-F-Ph 3-F-4-Me-Ph
[0185] X2
[0186]
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Cl
NZ Cl
)% l
N~ ~coH
R! R! R!
iPr 4-Y-Ph 4-MeO-Ph
c-Pr 3-Me-Ph 4-MeS-Ph
2-Me-¢c-Pr 4-Et-Ph 4-CF30-Ph
+Bu 4-CF3-Ph 3-Br-5-MeO-Ph
Ph 4-Me-Ph 4-MeS(O),-Ph
4-Cl-Ph 3,4-=-Cl-Ph 4-MeS(O)-Ph
3-Cl-Ph 2,4-=-CL-Ph 1, 3-F 3B = ERFE 55
4-Br-Ph 2-F-4-C)-Ph %5
4-F-Ph 3,4-=-Me-Ph
2-F-Ph 3-F-4-Me-Ph
[0187] 3
[0188]
NH,
Cl
NZ |
)"\\
R °N CO,H
RL Rl R
iPr 4-1-Ph 4-MeO-Ph
c-Pr 3-Me-Ph 4-MeS-Ph
2-Me-c-Pr 4-Et-Ph 4-CF30-Ph
-Bu 4-CF3-Ph 3-B1-5-MeO-Ph
Ph 4-Me-Ph 4-MeS(O)y-Ph
4-Cl-Ph 3,4---Cl-Ph 4-MeS(O)-Ph
3-Cl-Ph 2,4-=-Cl-Ph 1, %A E RIS
4-Br-Ph 2-F-4-Cl-Ph BB
4-F-Ph 3,4-=-Me-Ph
2-F-Ph 3-F4-Me-Ph
[0189] £ 4
[0190]
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c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
c-Pr
- c-Pr
c-Pr

c-Pr

[0191]

R!
4-Cl-Ph
4-Cl-Ph
4-Cl-Ph
4-Cl-Ph
3-Cl-Ph
4-Br-Ph
4-Br-Ph
4-Br-Ph

4-F-Ph
4-F-Ph
4-F-Ph
2-F-Ph
4-1-Ph
4-1-Ph
4-Me-Ph
4-Me-Ph
3-Me-Ph
4-Et-Ph

i-Pr
CH,CHoCH3

CH,CH,CH»CH3

i-Bu

CHj)Ph
CH;CH,0O(n-Bu)
CH,CHpOCH,CH70CH3

CHyCH,CHyOH

CH,CH3
CH,CH3
CHj3
CH3

CHj
CH,CHj3

22

Cl

CO,R*

Rl
c-Pr
c-Pr
¢c-Pr
2-Me-c-Pr
i-Pr
i-Pr
t-Bu
Ph
Ph
4-Cl-Ph
4-Cl-Ph

R!
4-CF3-Ph
4-CF3-Ph
3-CF3-Ph
4-Me-Ph

3,4-=-Cl-Ph
2,4-=-C}-Ph
2-F-4-Cl-Ph
3,4-—-Me-Ph
3-F-4-Me-Ph
3-F-4-Me-Ph
4-MeO-Ph
4-MeS-Ph
4-CF30-Ph
3-Br-5-MeO-Ph
4-MeS(0)y-Ph
4-MeS(0)-Ph

1, 3~ FE -G RIFRE-5-F

2-FHE

R4
(CHy)7CHy
CH(CH3)(CHp)5CH3
CH,CH(C,H5)(CHp)3 CHj3
CHj3
CH,CHj3
CHj
CH,CH3z
CH,CHj3
CHjz
CH,CH3y
CHj

CH,CHs
CH,CHj
CHj
CH;
CH,CHj
CH,CH;



