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Lo P AL B-1, 4-FE R w MR IR, RS AE T, 5 O 3-200 , H BT K1Y
L .

]

He,n=2-19;m=0.18%2.

2. — PR PERUREL R 1 TR A ALY B-1, 4~ T35 58 1 & M IS R 1Y) 1l 4% 5 1, BFE LA R 2B
[} $

(1) PRI GE 2R 45 20 K, 22 0640 b 38 143 22 640 I B I 27 45 R IE W, IR JE 10—
20mg/m1 ;

(2) 1558 (1) W A3 0 22 640 Ja Bk S 4 4 2 VAR TP AR IR NN 2, 2,6, 6D R SRR e
ALY ARTERAL A, B AR p A A5 T pHE 10~ 11, Z G I IKE R ANVETR T 0~30°C
AN RS~ 10/, B i s IINAT LV 71 2% b e B2

Hrh a4z m AR 52,2,6,6- P4 IR IE A0 FiE H 91000 (5~50) , HiRAk
#52,2,6,6-11 FEIRIE AW TR KT T10:1;

(3) & T-500Da ) EAfr & rhE My, W4 R T13 B Prid AL ALB- 1, 4- S5 SR A & M IR

3. N AR ELR 25T IR 16 1] 4 5 v, FASAEAE T, ik D3R (2) Hh sl 4F 4 250 K 5k
AR W LR AL lg: 5~15)ml,

4 KPR BRI ELR 2B iR 1 1] 2 7 v, HAFEAE T, Frid B3R () I A HLIE RN T K Z
B B R

5. MR PE AR ZE R 2 FIT i 1) 1] 2 J7 15, SRR AEAE T, BT A 28 3% (2) R il Pk pH A 5 770 A 5~
50 % NaOHIE K -

6. — FIHE AR 5K 1T R G AR A L TR B— 1, 450 5 48 7 AR T T8 ZE AT S0 P e 1 25 W o 11
N
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—MENEL 1, 4-EREEREER L HBIZ AR

B GuE
[0001] Ak & T ERZL S DB, JUH B0 o AL RB-1, 4- S R A & MR IR M
el & A AL

BEEAR

[0002] 45— KB A TE HN3000~5000, L Bl —4 M R4S A1 BB M B, 01745
TR EZR, BA —E B8R AR, A 25 4 30 BR UK A 2 HEL A7) 24 L B ) 3 2 2 ok
gy I N L KB R R BRI AR D5 BRI , MUV R A R AT 4 R
(MCC) A& —PP&lifb () I R AR 4E 3, EE A AB- 1, A & RS A B2
FW I, A TR VT, 2 UM A R &5 ol R 2 TR MR, BT A
AR A RO B bl 2 T A SRR R 11 0T, 4 )32 B9 R T 2 Aok i B i VR
LA

[0003] i 2] R T B2 A& — P DL B 2 40, AE A4 P AR il e SR W B 4L Jl 1) — 03 49 » 2
TR B 2 IR BR 0 22 55 s M IRAE /N PR OB L 50 0, (2 B RS R i 2 R B
ST B IR o

[0004]  JEAESk, Bl A AR TS KT BB B A R N I S5 ) H 28 32 WAL, b 10789 52 90 1Y) R R A
- IEE B ass, B o Horh — KBEIR o e ebr, e ofi 4 i 0 650 995 o i 1 /5 995 2 o5
FEH A Bl B A R a7 P sk im0 29 a h A A  h 2% B R Ie IR
RO R BRI » DRT AP 58 39 A 0 o s ML e i 25 ) A EE 3 S

EZARE
[0005]  %T BARIAEARAZIERI G, AR B 2R H — P BUB-1,4- 55 R %
WS I S HL o) 4 7 VA0 I A S AE LuM R © 2 B35 PR3 & T S 220 B e 5 40 i e 358
EH2, I+ HA E W B FIE R0 R, ZR AW 525 MU Sk g 7, 7T DU — R
oG 5 I P 5 7E 25400

[0006]  AJZEH I B KK EE AT EEAR T 43 DASETE

[0007]  —FPAEALALIB-1, A-SESR A EIMRE IR , 56 4 1200, L H A IR 454 -
cOooH

~O

[0008]

7, 1
[0009] A ,n=0-19;m=0.18%2,
[0010]  —Fi iRy AL T B-1, 455 58 78] 0 MRS IR 1 fhll 2% v, R LA N AP IR

3
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[0011] (1) FREUR R A 4E 3 (MCO) ¥ K, 22 6 A0 b P8 145 22 Y6 A f5 IRIMCCVA R, W R 10~
20mg/m1 ;

[0012]  (2) A0 B8 (1) IR A 2264k J5 BIMCCYER T AR R INN2, 2,6 , 614 FR LR e 4 AL,
Yy (TEMPO) TR A4 , B3 PR pHIE 5 09 1 pHZE 10~ 11, Z JE IR SR N E T 0~
30°C AT T BLE~ 10/, i Ja N A LT A28 L S

[0013]  (3) B T500DaffFE M 48 HiFEMT, Wda R T-13 B FTR A A BUB- 1, 4- 55 T A &) MR
.

[0014]  fRE), Bk K6l T7iE, Horr, Bk B 3R (2) HHMCCH R 5 TEMPOR) BT H 241000
(5~50) .

[0015] R, kil & 75k, Horp, Brd A0 3R (2) RGNS TEMPO) i = b K T4 T
10:1.

[0016] AR, bk il 85 773, o, Birid 25 3R (2) FMCCH R 5 IR SRR AN WL ot &= A4
L Nlg: (5~15)ml,

(00171 HREIY, Bl & T, Horh, Brak B 58 (2) A WA R TK LB BT BE
[0018]  DLI& R, FIRE &5, Hodr, prad 28 B (2) i M pHiE 5 75 45 ~50 % NaOHA
o

[0019] it b3 () 28 A Y B—1 , 435 5 41 26 AR T 76 T o Jok s L 25 4 v ) 82 FH

[0020] A BII E HBUR o B SR TR b B (A 4E R A JE0RE T il & AL -1, 4
SRR E ARSI » 1 8% T VAR o, AR AN, AR, B T kAt . IR iZ 2R S B
(A0 Ao e LLSE P , 7E 1uMTR B8 50 2 MR i 1 B AU SO 5 2 i ) 3 26, 0F HLA 5 ) SR 1)
FIEMIGOC R, PRy — Pt sk L (1) 9 AE 2590

(00211 DA A8 455 St 9 B P g oA O W IRy LA S it O s At — 2B (0 TR, DA AR 2 B
FR T R 5 T HfR IR

Bff 135¢ BR

[0022]  [&] 142 St 4915 A A R B 1, 435 5% A A R I 1R e S U ] (TTC) FIAE210nm T~ 1)
LM TER

[0023] &) 2y SEZ it 4515 HH UER O 1 — 2% Jo il I R AR AR BB 1, 4 55 SR 60 W IS 12 1 L RN LORE Joit i
&l

[0024] &) 32952 it 491 5 HH e 1 1) — 2 o i 1T R AR A 2R B 1, 455 5 1 60 W R RO i 1)
[0025] &4 2y siz it ) 5 HH e 214 — 28 o i I R AR A 2R B 1, 455 5 1 60 W T B s v 1)
[0026] 5] 5y Si2 it 451 5 HH e 3T — 8 o i 1T R AR A 2R B 1, 455 5 R 60 W RS B 7 1 v 1)
[0027] &6 4y it 4515 HH e AT — 2 T i T R AR 2R B 1, 455 5 1 60 W R RO 1 i 1)
[0028] &7 sk it 451 5 HH e ST — 2 o i I R AR A 2R B 1, 455 5 A1 60 WA R 5 1 i 1)
[0029] &8y iz it 451 5 HH e 6 1) — 28 o i 1T R AR A 2R B 1, 455 5 1 60 W RS B A0 Vi 1)
[0030] &9y SE2 it 5] 5 1 0EE 7 (1) — & o it P WP R A 2R B 1, 45 5 R 6 W TS R S T i )
[0031] & 10 A5 it 415 HH V& 8 ) — 25 o i P D AR A0 2R B—1 , 45 58 i 20 A REE TR0 2 08 T i 1
[0032] |11 Ay it 4515 e S I — 2% S5 1 Pl R A0 A T8 B— 1, 435 5 4 ) AR 1R 1 o
[0033] 12 SIS AT B-1 , 4-5E 58 A & M IR dp 1 2-dp 20 i 5
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[0034] W& 13 skt tol6 h S8 AL R B-1 , A-T5 50 ) W TS PR A% g LR S0 @

[0035] &I 14 Jys it o6 A A R B 1, 43 5 41 46 WS R A T L A e v 1

[0036] P15 95K it )7 AEL AL TR B- 1, 4-55 3% %%*ﬁ%@ﬂ]‘ﬁ%d\sﬂmEB%H@HM’EH%;
(00371 el 16 9 S Jta 1) 7 ry S P TR B 1, 435 S 4 4 R IS MR K s M ol 30/ 0 B VA 5 240 M 11
Hie

BRERES

[0038] T~ pij i iod L A S it ) 6o A R B () AT U 1EIZIK7;2@%J‘#—T PR T o ik s
Jita 18] P I R SRS TV, TR R U BH , 3O T s TR R R AR R a0 e R UL L 5T
MR

[0039]  Sijfafs) 1 —PpAE AL YB-1,4-55 5% %ﬁ%ﬂ@%ﬁ%ﬂ%ﬁ%

[0040] (1) #REX1g MCCHy K, LA50m] 10 % NaOHJE W BE4T 22 Ak Ab 38 1148 22 564k J5 (IMCC
VAW

[0041]  (2) (a1 5 58 (1) T #1453 59 22 64K 5 RIMCCYA R 4K K n N\ Bmg - TEMPORISOmg B AL 4 ,
155 FH 10 % NaOHVA VR T pHA 10, A Sm IR SR ANE W, T°0°C 26 A% T BB/, IR TE 7K
O N

[0042]  (3) B -T-500Dalf] BT &S BT, We4a R T13 B ALALB-1 , 4-SE TR &) MRS 1R
[0043] St f 2— PiAE A R B-1 , 4— 3 T8 41 0 W BRI 1| 48 7 v

[0044] (1) FREULg MCCH A, LA50m1 10 % NaOHYA VR BEAT 22 YAk S 8 45 22 564K J5 [FIMCC
A5

[0045]  (2) (a1 B 58 (1) v 431 22 964K fa BIMCCYA TR K I 20mg  TEMPOAI250mg IR 1L,
BN, 5 FH 10 %6 NaOHYA R 15 pHZ 10, TN 10m IR SR ENA T, T 10°C A T N 8/INE 5 I
ToK FE R R R 5

[0046]  (3) B -T-500Dalf]iEHT &S H IENT , WR4a R T15 B ALIB-1 , 4- S5 5 M & MRS 1R
[0047] st 53— PR AL T B-1,4- 5 %%*ﬁﬁ%@aﬂﬁ%ﬂ%ﬁ%

[0048] (1) FREU1g MCCH K, LA100m] 10 % NaOHYAE R HEAT 22 564k S 8 11458 22 564k, J5 IIMCC
VT 5

[0049]  (2) (a1 B 58 (1) v #4319 22 Y6 AL fa FIMCCYA TR K I\ 50mg  TEMPOAI500mg IR 1L,
B, 15 30 % NaOHVA VR YA T pHZE 11, NN 15m 1 IR SRR ENIA W, T-25 °C 2461 SURE 10N, i
NF 2R N 5

[0050]  (3) B T-500Dalf]EHT &S H IEMT , We4a R T-13 I AL ALB-1 , 4- 5L 50 &) MRS 1R
[0051]  SEjitafs4—PiAal A R B-1 , 4— 35 58 41 2 W IR 1) | 4% 7 v

[0052] (1) FREL1g MCCHY K, LA 100m110 % NaOHIE R 34T 22 Ak, I i 1145 22 564k I FIMCC
T s

[0053]  (2) )2 ER (1) IR 226 AL FIMCCH IR I N 50mg  TEMPOFT600mg IR AL 5 , 1
50 % NaOHYA VR VA T pHZ 1L, NN 15m1 IR SR BNV ¥, T30 C A A OBLLOZNE , N P i 2%
1B SN 5

[0054]  (3) B T-500Dalf)EHT LS EHT , W 4a R T-13 BIE ALY B-1 , 4- 55 5 A & pls:

[0055] Szt 95— R4 AL TR B—1 , 4— 55 5% 7 28 A 28 083 S i 0
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[0056] 5.1/7V%

[0057]  FREX2mg() ALY B-1, 455 S A AT MR IS IR A Im L (9 2K B AR ) > FHO . 22um P B FL 38
FES I 98 i, BBEAT R R ROORE R B DY R T TR AT R [H) BT 8% (UHPLC/Q-TOF-MS) 43 #7 o

[0058]  UHPLC/Q-TOF-MS4:#7/# HlAgilent 6540UHD Accurate-Mass Q-TOF LC/MS (Z¢HE
AT, EE) RS AL IR :ACQUITY UPLC BEH125%FFHERE i 4% (4.6 X 300mm,
Waters) s K M3 K : 210nm; B : AJ50mM 2, B 4% K VAR , BN BB, LU 41 80 %6 A s I -
0.1ml/mine FUg S5 MF a0 T « F B A FHAGTE : 100~3000; TH I : 350°C s TS
JIE : 8L/min; BANEHL K : 3500V ; BEZLHL [ : 80V,

[0059] 5.245 3

[0060] %Ak TUB-1, 4- 35 58 W1 %0 W IS 310 L UHPLC / Q-TOF-MS 43 #7 i » 45 340 R (i TICE A
MR (LD BT AT PR H, 2506 2 J R ERIR 4 A, BREASE F R 2 4 HERR
BT, AR N e 12 B R G T H R BN AT o 3 — APl 2% (il e o) B2 — 2 il
Bl (B2~ 11) HED 54 B2 900 — 2 i B, Hobm/z 655.7744.645.7753 0
635 . 7728#F T 3N LA, 2 R 1R B =AME SRR KL S & 71970, 194041
1910Da , Xof B2 &5 1) M A R P SR L LA, a0 (n=10,m=0. 1812) - b4, 1% P B
H IR 3N ML R A B (5 Sm/2z 597.0981.587.0991F1577.0951 5 2H1 fii 11896, 1517 .
881.1502H1866.1462, &1 H G BN EA13 A =M FE 1794, 1764F11734Dalf) E ik
RIS IR EHE LOFE , R30I (n=9,m=0.18%2) . [F FE, 3~ 11 N1 ~ 9 B i, &b
SER) A3 N E A TS FR SO 2 U, 15T (n=8—0,m=0.18%2) . 7E L3 i v 1 221 20 F7f
BB 55 H 2 S P RS S S, W 12F R .

[0061] St f6— P4 AL TR B—1 , 4— 20 58 7l 26 W PR A AL 445 O B

[0062]  6.1777%

[0063] i ffFREX 25mg KL it FHO . 5m1 B 7K (D=99.96 %) VAR , N b5 = B JE Rk b 5L TR IR 4
(TSP) ¥ M0 . 2ug/ml , FH60OMHzAZ M H:ARAX (Agilent, SR 43 #r o S BRI 7] 1h , 136
1B RN EIR R TE SRR ] 1 2h B b R B8R =R .

[0064]  6.245

[0065] R4 BB 13 ("H-NMR) & 14 (“3C-NMR) i WA E AT LB H ,a (4.70~
4.7 1ppm) &7~ -5 FF PN I IR L 422 AH 12 B AR T 1 A B4 1) B ) 28 7] 260 RS IR 1 67 Ho [X 35kb (4. 47
~4.60ppm) &7~ -5 FF PN I 1 A R 0020 (1) P AR 1) B 28 ] 2] A8 1% % 157 IRV ] 26 Rt TS TR0
g B 21>~ CHa0— i (1) 2 J a7 Ho M 15 H ] A E— 20 75 tH X 3301 2 R A b , T [X 32 Ay
ANFI A IR T T B P BRI R 167 Co 25 B 0 il 2 Afr ] LA, B AT B 45 M R T (1) 6
AT AP e Th SR R R A 5 LT 2 TS T S R T 0 S R AR T B IR B A — s R P TR B i, 3t
— DI T PR A 4

[0066] S5 7— M Al AL AL B-1 , 455 5 A 4 W % R AE B AU SR (OGD) 5% AR T X HT- 224 iy
(1) 5 0]

[0067] 7.1 OGDASEZ [y 37 K 5256 42

[0068] R IE k5 SR MIHT- 2240 i, V42 4N %t B %2 X 104 /ml, 4% 10001 /LI FEI6 L
B ok b, SR AN AT (v=4) TR IR 1205, 425405 BN 10Ul Bl 5% 50 B 1 A
A E R RE i (1210 100uM) , TE 20 N AH R A B ) 1 77 02k R 435 38R B T°5 %6 02, 37 CHE
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I FRAE TP EE 35 120, DG T I 5 20 M A7 9% 28 DA BA G 0 ot ) T8 15 57 IO HT— 2 248 JHa 1) 5200
[0069]  HYIEH 5 7= HUHT - 2240 fu , W% 25 JEL 15 37V, 410 i F JC AR DMEMBS R BE 4 20K, NN
DMEMIC #1352 5 H B2 4 Mo 5 B 322 X 10*4N /m1 o 42 10001 /FLEE R ZE96 FLEF 35 4R I o 5 2540 4y
SN 10T [ S 77 240 B B AS R BRI RS S (1210, 100uM) , A=Y 20 i N AH R AR R 35 5%
TR G FE R E T B T G N95% N, 5% C02) 37 CHEIEIEF512h , W8 3 I 58 40 M 4735
UL B RE S AEOGD N X HT— 2248 i ) 541

[0070] 7.2 MTTVEIE4HMOAENE 2

[0071] R LIRS ZHAN BT FR 5 525 , AL N0l MTT (5mg/ml) V57K , 4k 8285 5%4h, N
10011 10% SDS, f 58 1 45 5 SE VA I » DU HAEST0nm I ODAEL , I U1 5 HH 41 L4798 26
[0072] 7.34E

[0073]  JEIIMTTIZETHE H - H AN AFIE R R 1. 2 15, 16 Fzn « WR LRI 15 7] LU
o OGS L R R E R A AL B-1 , A- SR R & MRS IR Je A s 2 5 IR AL, T
BEMEESR, RPEATIB-1, 455 R # MR B HT-2240 i Fo 87

[0074]  MFR29 AT LA H , B 5 0) HE 2 AH EE HT—2 240 i ) 47 3 28 35 25 B A (p<0..001)
K BHOGDX 4 B i 4735 A3 B B R FI ki VB o N S8 AL B B- 1, 4- 55 5 i &0 WE RS 1R )i 40 A7
TG FE S AL 225 R (0<0.01) , FRFRRE A BT 0 E AR OC R, R AL ALB-1,4-
LR A PR R A R HEHT - 2240 oA K AETE (RAE FH o

[0075] K1 ALIYB-1, 455 5 1 40 WHTE B A 1E i HT- 224 B A7 775 28 0% 52

£H ) W (uMD T IE R %)
Xof R 2H 100.0042.20
[0076]  ZEALAY B-1,4-F AR 1 97.39+1,77
10 96.07£0.96
100 94.78+3.12

[0077] %5 Pimean £ SEMFE N

[0078] 5% HBZAEL %L p<0. 054 BB % 5 (LSD test)

[0079] 2% MAUB-1, 4-FE IR A &1 HEIE BRXTOGD I HT - 2241 MO 47355 ZE 1) B I
A HE (M) ANLAEYE 2 (%)
R 100.00::2.09
[0080] poal 62.98+1.88"
AL B-1,4-JE AN AT IR R 1 §1.1341.86"
10 85.9743.92"
100 93 444467

[0081] % #&Pimean = SEMFE /N

[0082]  **RIREXIHELILL ip<0.001 (LSD test)

[0083] IR HIEAYL L #ip<0.01 (LSD test)

[0084]  **FRINH AL EL #ip<0.001 (LSD test)

[0085]  Hiy B L, A & B oP R AEAR TR B 1, 455 5 i ) W I TR EL AT e M B L F 4 5 £ il
U B 259+ 5 AT A4S 2R

[0086] ANk BH 1 A 2 Fh s it 77 2, LR FH A6 (] A8 8 B3 45 208 A0 460 i B R () Bl B B R T
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