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Forp DL3- i AR TR 2 2 BRI 9 L 46 SR ELAA il £ 20 38N
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7K 53— AR TR 3 2 BR R ) B B 50 120 1 BT IR KB HE A WL 7 53—k AR R 5 2.8
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Ht, 2GS L R 1 P b A5:1~20: 15
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KB HLIEF 548 2 a3k A R L N3 1~10: 1, 3T A K E A NIE I SR 2
F IR I PR 20151 1,
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— S E RS RAIENHIE A

BRARGUE
[0001] AW )& T2 251 S0 B BRI, FAA RS J—Fim 2l BEAR 22 =] 4H [ il 25 05
e

BREAN
[0002]  #5Z% "] (Fudosteine) L2440 - 3 ¥k IR A &R , 45 H 0 F
0
[0003] HOJ\/\S/\/\OH
NH,

[0004] 48 2 W] 3H BE 8 A7 25 (1) a2 1 P P W B8 38 R Y 430, AT B A 1R 4 () B
IR B ThAL, 46 2 RI3ERE T2 T8 97 SOV BE N  SCORUE Y IK VIR M SO R I A% i
S EE IR PERR IR RGN -

[0005]  H Hi#Rki& & Mite 2 w1 DAL 2P I B N e 46 TR, 5 AN 3] 0 0 5 22 147 o)
% AL FHATH AR T A — L ER S AN HE. AT 5N
JP8119932A) L RIAFF T L1 & IR 5 I A BEAE /K Y IO, E 3 B R A S5 M A 771 B35 e
RRA N HEAT , I BLZE G AE 7K IS A LI R A H A A5 21 B AR r= 404 2 i, e 2R
77 95 B v [E £ R 4% CN105968035A . CN105777595AFICN105622474A , % J5 12 #1451 Fe 24 7
i R B ER R 0T, SRR 2, (AN A7 A B % e DA S I Tl Ak, e REAFAE Salr , A 2 45 il
SR s LR MR RR 53 AR - 1- B OB i, o 3 A - 1- T B A4 3-1R-1-A
fiz (CN104418779A Biochemistry 1991,30,4078-4081.) Bi3-45-1-PEE (CN1018511854A) .
ik Biochemistry 1991,30,4078-4081.) RIE T K L—2F Mt &R 5 3R - 1- 1A B 75 5 Al /K
W L, N CBEATAAR R I, [ B 45 R 5, ik 8, SR ER 1A 755 pH, W 4 , B 45 & i 15
H bR =048 2 Wil B TAAE3 -1 - 1- A BRI A, L R S LA 52 4, HAZ T v RO,
I A, P2 B AR B s = L P IR 58 R 3R T b I B )15 (CN1054616023A
CN1043269544) o EIRERIAT 7 RL- MR R 58 83 T Fe e s /K I ROV, , [ B4
WS, SRR VR 1T pH, WRAR , H1.45 i 145 B AR = M0 22 Wi, 1207 1 I SIS TR) AH LA
[0006]  7F LA RIE 1) & U 2, LGB P R IR AN 55 15 21, S B 2% A S5 06 T 2501 £ 3
BUREL T A7 i R AR BN 2R B A BR A A% UK T-0. 1% B 223K o BRI R — 20
AT s S B N A R T2 BEA R .

RAAE

[0007] A W ff ik BB ) FBURE SR 3t 1 — b i 40 B2 AR 22 W) TELAS) 958 5 2% 125 3 -
it A PR 3 2 1 1 33—y A AT 3 AT G T AT — - I B R D9 S 4 SO, FE R VR P SRS, B
25, BRI 9 pH , YR 45, 25 it 45 i 20 L AR 22 w3, AT I ML AR IR AN Wi i sy LA 2
i AR T RAE TP AL S0 L, & — PR b A 7 R AR 1 95 595

[0008] 7 W] it v b SR B Il R F I T S50 R T 58, — Tl 40 B2 A 22 ] JELIKD A 2
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i HASAEAE T BRI RE A « DL 3 AR 74 2 2 TR 1 13— 4 P 226 A T Tl AT L — 21 e U R A e
46 JEURL , PR K I VR i 07K AR — e S S A 2% 0 B A 22 W HEUHL o 1o 2 D4R R
v 2 T A 1A 281 v 4 A 22 Jr 3
[00091 7 B T 3k 1) v 4401 i A 22 ) 10 ) 1) 45 5 1k, U EAE T BB B Ay
[0010] (1) WfL—F- Jok SR VA M CE B VA 33 0 3— 11 AR T 2k £ IR R Bl L /K VA PE A P
AT, T-20~100°C I B, HPLC M 4% s B 2% i, [ B 45 3R I, AR H, /KA R A pH & 56, ¥k
RS EIRFEACIBER TR
[0011]  (2) ¥4 2 w) HURL S InFAA AR , F/K VA A ML 70 E 45 s, BRI, 41, s ;1 ]
A AR LK IS A LI TS e BET, BITAS [ 4 R Dy v 40 BE AR 22w RS ot
[0012]  t—2BARik , D IR (1) A B Bl /K v H (0 B S 8 A A SR B L BRI B TR
B = L EIN N- R P 3 2 i (1) 22 20—l s BT 7K VA WL 700 A PR R 2 e P T
(1) 22 /b —F s FrIR BN UK BETR SRR RS TR  FF BR B AR R P 1) &2 /b —Filr,
[0013]  Ht—2BARik, SDIR (1) F iR L &R 53— AR JE BRI I R /R L AL 1~ 1
33 FT IR L—>F: Jok IR 5 Wl /I 1 VR A Bl B R L 91 :2~1: 5,
[0014]  Ht—2BARIE , DIR (1) B Bk i 7K 53— AT 2 4 BRI ) T &b 50 1
~20:1; TR /KA WA 53— AR 25 O BRI 1 S LE 0.5 1~3: 1 R F2 A F
A EL T M IE B  IE L be IR e IR B bl — & 6, 2 2K GRS L2 it & R 1) i &2 b
N5:1~20:1,
[0015]  k—2B4k ik, D08 (2) ATk K A HLIA 5 R S L £ B ol P i P 1 &5 /0 — il
[0016]  gE— B ik, A PR (2) v B 46 Bt /KIS YA HLIE 71 5 A8 2 w] 3R L 1) i & B
N3:1~10: 1 FT BT P KIE A PR 546 2 = I S R oh2:1~5: 1,
[0017] 2 %% B T 3dk ) v 400 i 22 ) JE ) 1) 45 T 1k, AR R T A R 4 o

NH, 0

[0018] HO\I'(:\/SH + x\/\/o\n/ = HOJJ\/\S/\/\OH

0 o) NH,
[0019]  X=F,Cl,Br,1I
[0020] A< SR WA 5 AT BEARARLE BAT LA AR A« B 2% Al T 5 7 Tod 7 BT B0 1S e LG
A, BESIE BIAR A2 B T-0. 1% ISR & T = AL R A

B A

[0021] DL sl ok S it 451 %o 4 i BH ) bk ) 2 A0dE — 2 E AU B, (HAS B2 I BR A R AR
A bR R FE R APR T AR B S Ag], LR T AR B B IR N AR SEIL BRI B T A K
BH (1) 3

[0022] Sy fsi1

[0023]  ZE =T, NN = Zf%30mL (0. 22mol) , BLZEME/K 100g, VARR G , IR % E-20°C,
RIEIMAL-E PR R13.3g (0. 11mol) , B HEIE G , 212 NG A 3- RN 2 4R BE20g
(0.11mol) ) Z. 1% (10g) V& , HPLC Vs 2 [ M. 45 3R i , 67 g IE Bk 2 H = Yk, 7K AF FH A 2 1
pHZE5-6, Wi , 13 2|48 2 w4 FH &

[0024]  FEER MR, NN _FIRAE 2 SR 5 s AR 8, I\ TR B 135g 1AL Lh , F/

4
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TEAYE , SRR Lh, BRUR T & FhUE , BT IE 0 FH90g L BE MR 4T K Lh, i€ , JEPHL T, 15
PR F)IHAE Fh19. 2g, BE AR ERIT . 5% , HPLCAEJ99.9% , a4 /N F0.1% .

[0025]  Sizjstiff)2

[0026] 7 = U, INNBR R 4M64g (0.6mol) , BXZEI/K 2908, WA )5 , iR FERE 2230°C , 4R
Ja ML= &R 14 .5g (0. 12mol) , BiHEIETE , i FE T2 100°C , A8 NG A 3-SR N 4
fRTES0g (0.37mol) FIHIE (150g) VAW, HPLC A 4% [ W 45 o, [ i 45 TR I, FH290g 1E & Je 2 HL
=R, KA R R pHZA 5-6 , Wk 4 , 15 248 2wl 3ERL A

[0027]  FER I, IO L IRAE 2 S 3E0HL S, s N A, I\ £ B2 460g Rl Lh, £/
5L AHUE SRV Th, BRI T &b, i, TSI 02308 ZLBE R AT S 1h, 3, sEUHIL T, 15 3
TR FIERE 21 1g, BE RIS Z98.2% ,HPLCAE99.9% , A4 /NT0.1% .

[0028]  Sijstifl3

[0029]  7E =i, In NS A AL ET25¢ (0. 44mol) , BUZ£48/K500g, ViR J5 IR FEE 20°C,
SRIE ALY PR ER26.6g (0.22mol) , PEFEIAE G , 12 W NI A 3- N 2 24 BR 8 50¢g
(0.22mol) I VA BH (25g) ¥ , HPLC M 4% S B 45 R, Js 2 45 7R Jii 5 FH266g PR CLGE R L =K, 7K
FH PR A pH 2256, Wk 45 , 15 2148 22 =] HEORL A

[0030]  FEFR I, IO L IRAE 2 S HEUHL S, Vs i = A, In N BE720g 1 Lh, £/
5 AHUE SRV Th, BRI AT & ShiE , TS I8 0F 270 L BEIRIAFT 2 1h, 3k sEUH T, 15
FHE % wHHKS 5138, 9g, BRI ZR98 . 8% , HPLC4AE J$99.9% , B4 /N T0.1% »

[0031]  Sjitifsl4

[0032]  7F =, TN ANBRERET102g (0. 74mol) , HUZE 487K 300g , VAR J5 , im FEIE 255°C , 4R
JE IMANL-F:- Bt & 244 .8g (0.37mol) , P HE VT , B M ME F3-F N £ LK IE30g
(0.25mol) [ 2.1 (24g) ¥, HPLC M 4% e L 45 R, s B2 45 o i » F440g — &0 FE e 2K L =R,
JKAH R I pHZ 5-6 , W4 , 13 E48 2 7 i

[0033]  FEFR I, O _IARAE 2 S 3ECHL S, Vs i = A, In NI BR800g Rt Lh, £
TE3HE SRR Th, BRI AT &, ShiE , TS U8 0F 350 L BE[RIAFT 4 1h, 3k sEUHt T, 15
FHE % wHHKS 165 3g, BRI ZR98 .6 % ,HPLC4EJ$99.9% , B2 /N T0.1% »

[0034]  Sjitifsl5

[0035]  ZE =1, INANE A AN T3g (1.83mol) , BXZE /K 1000g, VARG IR R £25°C,
IRIE AL R R 88 . 4g (0. 73mol) , TFEIETE , R W INIE A 3-FH N LR ER100g
(0.73mol) i) &1 (50g) ¥R , HPLC Ha 458 [ .45 B, Je W 45 TR Jim » 300 g IE B fe AL =1, 7K
FH RS IR A pH 2256, Wk 45 , 15 2148 22 =] B A

[0036]  FEELIUMRH , IO\ L 48 22 w]ER S s N ISR, I\ ZBE1200g Rl 1h, £/
JE3HE SRV Th, BRI AT &, ShiE , TS U8 0F 750 L BEIRIAFT S 1h, 3, sE Ut T, 15
FIE 2 7 IHAE Fh129 .6, BERULZ99.2% ,HPLCAEE99.9% , B4 /NF0.1% .

[0037]  SEjitifsl6

[0038] 7 =1, IIAN,N-— S5 8 % 2 fi220mL (1. 26mol) , BLZE /K 1000g , TGRS , I
FERE ZE8°C, SR JE AL PR 2 1250 . 8g (0. 42mol) , Bt HEVa TR | 2218 NV A 3- 1R A 3t 2. 1%
fi5100g (0.55mol) I 2. % (50g) ¥ , HPLCE 48 S 45 oK, [ 45 R )i » F300g A L e AR B =
U K AR R RR P pH 2 5-6 , Wi , 159 2148 22 =) HEUHLE
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[0039]  FEFR I, IO IR 4E £ S HEUHL S, Vs i = A, In NI BR550g Rl Lh, £/
5L 3hE SRV Th, BRI AT &, ShiE , TS I8 0F 5508 Z BE IR FT 2 1h, 3 sEUHt T, 15
P2 F)IHAE Fh 74 2g, BE R ZR98 .6 % , HPLCAE99.9% , L% /N F0.1% .

[0040]  Sijstifs7

[0041]  ZE=T, IO\ =Z.#415mL (3mol) , BUZ% 187K 2000g , TE R o » i FE % 220°C , 4R
JE ALY #2242 . 3g Cmol) , BiHEIEIE , G218 A A 3—9 N 2 £ IR EE200g (1.67mol)
[ PR (100g) YA, HPLC S 5 [ b 485 3R, [ .45 BRI, FH2000g 348 0 B AL B =¥, 7K AH F AR
WpHZE5-6, W4 , 15 B4R 2 7 A i o

[0042]  FEERIUfRH, NN IR 4R 2 W)U, s a5 g, In N TR BiH4000g (=197 1h, £/
T AUE  JEH IR L, B IR AT i, FhE , BT/ 98 5% 20008 FH B [ AT 3K Lho dhdE , JE DML T,
S 3HE 2 TR 352 8g, BE /RIS ZR 98 . 5% ,HPLCAEJF99.9% , i /NF0.1% .

[0043] Syt fsl8

[0044]  7E =, INANE A AL N8 .88 (0.22m01) , HUZEE/K 100g , VAR J5 » iR FEFR 22-20
CLR G ML EEL13.3¢ (0. 11mol) , i FLIETE , Z 1B N3 - RIN 3 L MR fE20g
(0.11mol) ,HPLCHE % Jx N 45 W J , H6Tg I Bt 2 HU =X, 7K AH H £R 2 R pHZ25-6 , W4 , 15
FI 48 2 =) L

[0045]  FESR I, IO L IARAE 2 S 3E0HL S, s N 2= A 8, InN £ B2 135g Rl Lh, £/
TEAYE , SRR IR Lh, BUE T & FhE , BT IE 0F FH90g L BE MR 4T K Lh, i€ , JEPHHL T, 15
PR F)IHAE 19, 2g, BE AR ZRIT . 5% , HPLCAEJ$99.9% , B 2% /N F0.1% .

[0046] DL ISt 5 1A T AR & BH A S A SR | =F BURRAE S A A, ARAT LB AR N N %
T A AN 52 3 S i ) (149 FIR 1) 5 ok SI it ) AR 156 B S R IR 1 R R 0B AR e B 1 R
HE, PEAN I B A B SR Y R, AN R B I 2T 5 P AR A ATt , G e A A e 3k 3 AN
AR BRIV LA




