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#5-3-5L) Cobe k) —1H-IKIE-3—85 -1 -E) CufE e Bim— (3— (x— (3—F 2~ 1H-IKIE -3 -85 -1 - ) Cx
PR ) — I H-BK PR -3 - 34— 1-32) Cabi 2 sm— (x— (LH-IRME—4-3) Ol FE 2 3E) —m— 8 AR Cai 2 s B

[\l

P G B

=
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m— (x= = HEAEHE e R PR Cabiid , izt Fim- (3- (x= = Bed#) Cule ) — IH-RIE-3-845-1-
) Cufit FBlim— (1- (x~ = HE 28480 Cobi ) —1H-WRIME-3-85-3-28) Calit B, HL Pmid 3% 1201 8%
xRN R120 AL, Haz e 1 2160082

[0107]  FE—LG1% LT, P A RTAE B &R MR MR F B (EART) 2- (ZIAPIEA
#) —m— GRIF) — 1=, s m— 2 2 -2- CZ AR A L) - 1m- ARGt sm— 2 -2~
ZRYIAIL) -1 - CufEdE  2- RN ELL) - 1Al 2- GZ IR EIE) -m-
(FEdEmRAR) 12 RGubEHE  2- CZARY IO AL —m- G R -1 -G L 2- (AR
) — 1A m-ZR I Cale i L 2- CZARY N &) —m— (TH-IR -4 ) -1 - ARGk 2t 2- (32
RYINEIE) -m— R -1 ARGk S  2- AR IV RIE) -3-F - 1 Cube bt  2- G2 IR
(R AE) —4-FF J- 1S AXCaE 2 2- CZARPT N &AL —m-Fii A - 1 -AANClE 2 2- CZARY N
) = (1) —Fa 21 - ARCukE L  2- CZRY I AIE) -m-Fadk- 1 - CubEdE  2- CZ IR
) —m—PIE -1 -2 Ak B m— (= (BEEBRAL) Col Bt &) —m- S A Cakie Bt \m— R BE R e At
) -m— A A Cube e sm— 2 m— CR B RIE) Cube ik sm— (x— (LH-BRIE-4-08) Cbp R ) -
m—2 G FEdE m— (xR FEC eI ) -m— A Gt sm— (Be B L) —m—SACube 22 s (x-
B CobedE B IE) -m- ARGk sm- (x—1) IR C AL EIE) -m- S ARCubE 2 m— (2 Cx
SR ) -m- A ARG 2 sm- (x—Z Lt I A L) —m— ARGt A Bim— (x— & S x-S ARCHE
FLEH) m— S Gbe R e hm 3 2 1200 B8, Hxog 1512,

[0108]  — LA SCHA MR A YR A HL N AR BRI IR S0 21— 85 : 2-
GRUT S PR IE A L) —3— (TH-Mg|Ie-3-3) —1 -2 AT 4 . 5- (2- (4- (R AIL) R B k)
CFERHE) 5 AN, | (4,5- - TH-BRIMEEE | 10— (MERE 85— 1-38) Z6JE  2— (1H-M{ k-3~
#) £.H 5 (2= (IH-Mglb-3-2) £ FRE ) -5 fUKH, 2~ 2 -3~ (IH-Hg|ibg-2—2L) -1
AR 3- (1, 2- - HI - 1H-WK e -3-$5-3- ) TAHE L 10— (1, 2- - FF - IH-IK -3 $5-3- )
ZEHE 10— (1-F - [ H-K -3 3 -3-Jk) S8 3L | 3 (MEME-3—55-3-J) TR 3= L U2k . 3- 34
CUBETA Bk 3-SR R TR IR L 3— (S FR i) TR ik 3— (1 FR ML bt 84— 1 - 2) TRk 3— (2 FP Jkge
W —3—§5-3-J) TH 5L\ 3— R JF: [d] MEME-3-$4-3- ) TAFE \3— (U4 - I H-MEW) 65— 1 ) T2
83— (3—F - IH-WRIE -3 -1 - %) AL 3- (1-FF - L H-PRIE - 3-8 -3 ) AL . 3- (3- 8-
FEPIIE) — IH-WRIE-3-545-1-08) T2 3- (1- (B-Z LT E) - H-IKIE-3-8-3-2E) T2 . 3- (3-
(5- = HEH2) [ ) — 1 H-IKIE-3—35- 1 - ) P2k 3- (1- (5-= k) [ 3) — I H-IK e —3 545
3-) TAAL \3- (3-Z8 L - TH-IKIE -3 - | - Jk) PR3- (1- 85— 1 H-BRIE-3 -85 -3-J) PRE
3= (83— (9 (3 - I H-PR e -3 55— 1 - ) - J) — I H-IK -3 — 1 ) P9 3. 3- (1- (9- (1-F
Fh— 1 H-WK 1 -3—§5 -3 Jk) - JL) —1H-IKIE-3-85-3-3%) PI2E . 3- (1- (9- (3-F BL- 1 H-IK -3~
-1 FHL) -1 H-BKE-3-85-3-3%) TAEE . 3- (3— (90— (1-FF - TH-IK - 3-$4-3-3) £ 3) -
LH-PR -3 -1 -3L) PIJE - (3-8 - LH-WKIE -3 -1 -3 T 54— (1-Z8 2k I H-IK k-3
BR-3-J) TR 10- (1380 -2-F AL -1 H-RR e -3 85 -3-J) 283k 10— (3-Z8H-2-F - 1H-1K
W -3-5i-1-3) S0 3— (1, 2- —F L -1 H-IR M-85 -3 I3 3 (2, 3- R k-1 H-IRie—
38— 1-28) THAE 10— (2, 3- - TH-WRIME-3— 84— 1-4) S35 10— (1, 2- " F k- L H-Iok e -
3-$5-3-55) ZEHE 10— (1-FF B - 1H-IR Ik -3 845 -3- ) 285 10~ (3-FF J- 1 H-IR -3 -85-1-
) ZEHE 10— (1= - IH-PRIE-3 -85 -3 Z8JE . 10— (371 - TH-IKIE-3—dg5—1 -Jk) S,
10— (EBESH-1-38) ZE3E 10— (1 -F LML G BEsfi— 1 —) 80k (2R -2 SR 0 31 L F ik 4

22
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RH-2- (RUT A AIRFE AR -1, 4- S AUT 2 2- (BT EJERAE AR -1-ANa 2 2-
GRUT 3 A A ) —4- (B RARAQ) —1-ACT 25— (3- (FA2RAD WMEEE) -5 MUK
I 20— GRUT AL ZUIE) -3- (4-F2 IR IE) - 1SR 0k L5 (4-JR LR 2 R I -5 %A
TR 2- GRUT S AR ) — 1 - -3 Py 3k L 555 CR L&) Tk 2- GRUT
SEAEIRAE R AL -3- (TH-IR -4 JE) -1 -5 AT 2L L5 (2- (LH-PRIR-4-J) 2L 5UE) -5 X
R 2- (U T AR R L) -3 -1 S A2 5- Q- 4 R ) -5 AN L 2-
GRUT R B R ) —3 - - 1 AR T AR 5 (R TR U -5 L (BR) -2- (LT &
HEPRIL R -3 B 1 AR B L (R) -5 (- FF R T RS 0E) —5 -4 Me ik L 2— GRUT 4
FLE ) —3-F - 1A A I 5 (-3 L) -5 AUI 2 - (BR) —2- (BT A A etk
HWEE) -3 F R 1I-EAUT 2 R) -5- QAR EAR) -5 fUKEE 6- 2 -2- (T H 4
IR R L) -1 AT EE 5 (G-EFE IR R ) -5 AU - F - 2- (BUT A A
) -1, 5= AR L 5 (- -A- AT FEEIE) -5 AR,  2- GRUT SRR A =) -
BT~ 1 AR L V5 (4-FIEE T ) 5Bl I E L 2 GRUT A B PR ) -3 13 -
1S8R L 5 -2k RS -5 AU  2- GRUT SR 5D —4- - 1 - AR
35— (G IRIE A AL -5 AURIE  2- (BUT S IL AL -4 B -1 -T2t . 5- (3Rt
P ) 5SS,  2- GRUT AR AL Z ) - 1 - AN 5 5 (LR IE) —5- S I
A4 EC A

[0109]  *Rus—Rar-Rais  (4)

[0110] B A, HrPRas W28 \Rarf 1, 3- = (1-FF REOR e -4 %) T, H Rass 250
(01111 — B AR SCHINA R J S & 0 B A 48 DL R B A UG 5 S 0 U 1 — B0 2-
GRUT S PR IE A L) -3— (TH-Mg|Ie-3-2) —1 -2 AN T 4 .5 (2- (4- (FAAIL) R Bd2h)
CIEFIE) -5 AAULHE  (4,5- - TH-BRIHE 10— (HE0E S5 -1-H) 384 2— (LH-W[ W3-
#) £.H 5 (2= (IH-MglbR-3-2) £ FRE ) -5 AU, 2~ 3 -3 - (1H-Hg|ibg-2—2L) -1
AR 3- (1, 2- I - 1H-WK e —-3-$5-3-3) TAHE L 10— (1, 2- - FF - IH-IK -3 $5-3-5)
ZEHE 10— (1-F - [ H-K - 3-8 - 3-Jk) S8 5L | 3 (MEME-3—5H-3-Jk) TR AL 3= S T2k . 3- 34
CUBETA Bk 3-SR R TR Ik L 8- (SR i) TR ik 3— (1 FR ML bt 84— 1 - 2) TRk 3— (2 FP Jkge
W -3—§5-3-Jk) T 5L\ 3— R JF: [d] MEME-3-$4-3-J5) TARE \3— (U4 - I H-MEW) 65— 1 ) T2
83— (3— - IH-WRIE -3 -1 - %) AL 3- (1-F - T H-PR I - 3-8 -3 ) AL . 3- (3- 8-
FEPIIE) — IH-WRIE-3—545—1-08) P2 3- (1- (B-Z LT L) - H-IKIE-3-8-3-2) T2 . 3- (3-
(5- = F BE4%0) [0 ) — I H-WRIE-3-55-1-4) PI2E 8- (1- (G- = 2L 40 JIIE) — I H-Ik -3 -5
3-2) TAAE \3— (3-Z8 L - TH-IKIE -3 - | - Jk) PR3- (1- 85— 1H-BRIE-3 -85 -3-Jk) PRE
3= (3= (9— (3—FP - IH-WKIE-3 37 -1 -5) £ — I H-BKIE-3—55-1-4) TR 2. 3- (1- (9- (1-FF
Fh— 1 H-WK ME-3—§45 -3 Jk) FJL) —1H-IKIE-3-85-3-3%) PI3E . 3- (1- (9- (3-F JL-1 -1k -3~
- 1-38) FAL) -1 H-BKE-3-85-3-3L) TAEE 83— (3— (90— (1-FF - TH-IK - 3-$4-3-J) £3E) -
LH-PR -3 -1 -3L) PIJE  4- (3-8 - LH-IKIE -3 -1 -3) T 54— (1-Z8 2k I H-IK -3
B5-3-35) T 10~ (1-Z8FE-2-F - | IR -3 -$5-3-3E) 83 10~ (3-8 -2 F -1 H-1k
WE-3-5i-1-3) S0k 3— (1, 2- —F -1 H-PRME-3—5-3-2) I3 3- (2, 3- R k-1 H-IR k-
3-$5i-1-3L) PI3E 10— (2, 3- FF - LH-IKIE - 33— 1 -3) 583 10— (1, 2- - FF k- T H-IK -
3-$5-3-Jk) ZE I 10— (1-FF - I H-IK Ik -3- 55 -3 %) Z85E 10— (3—FF -1 H-Ik -3 8- 1 -
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HE) ZRHE 10— (1= FE-1H-WRME-3-85-3-5%) 28 0L 10— (3—T J&-1H-WRMk-3-85-1-Fk) 220t |
10— (HEBE 85 -1-38) Z8HE 10— (1-FF LN g bedsi—1 k) Z8IL (252 L L (25 -1-JL 3L (4
IOfiRRES

[0112]  *—Ras—Rar—Rais  (4)

[0113]  BRILLH A, HorPRagte T B HE \Rarde 1, 3-— (1-FF BLNR g —4—25) TR, H Rus st 2858,
[0114] 75 HA 2R A AL 1 A B A, £R 47 55057 L & ~C (0) OR49+—C (0) RsoBK
Ra3 Fl1R14 5 7 32 (1) U F— J T BB B W0 e BRI S0 e 2R, FLvh Rao & e 365 55 2, H Rso k2
VA PR U

[0115]  FriA R &4 (R A EARERI R AP0 &R F 10— 50) o KA DR e i
M) BE IR TH 295 BE IR %6 42 2160 B8 IR %6 FL AR « DA Fiig B0 e B A4 119 JBE 7R T 25 B8 7R % &2 250 JBE
IR %6 AR B LA R BB e SR A4 1) R IR TH 29 10 BE IR %6 A2 29 3088 /R % It A4

[0116] LM% LT

[0117] & (ZJ# 1) T A VIR EN- 245 1 B Bk A2 B 5 A 51R FIAER AR 77
FH 2 R 1] 2% o 4 2 0 R IR e R A8 TR AR B A S5 4 S RLYR A N 3R 2940 °C 2 2480
CELLI60°C, FFL £ 125 24/ o [ N 58 R 5 4 58 G107 4 R T 7K P R B 5% » B Fe FH
IR R ET 2T

[0118] B /K HEECAAZ M1 5. (407 ) 5B WDk ¥ N- 2, 0 5 J e A8 B 7 3R A 5
R B K PR LA TE AR PR R T3 70 b B2 Al ke 1) 4 o 1 2 0 2 R IS e RN AZ TG SR A e )5
W R NEVR AN E 2940 °C E 2180 CEL £160°C , FR 29128 24/ N o R B SE RS > I SR AW
P R PR /K VA5 BE o IR PR R e SRS R T 2T

[0119] AR KRGV EA &P SRR M BT, X 29 R T A T 45 S v g
(1) 7% & A0 /B F T LU e oy R W R 3 A/ B L e 4778 T B Wi b Ak S R Se 45 A IR T
B I

[0120] Bk AW ] LA R T 20 B0 43 £  BUPE R SR S ke it P o 7 17 B e i
T = A A B T S A D I e 1 S5 1 P A B — L A B T [ R R
S A o 90 P S T A B DA R A R BRSBTS R S 491
AHECLBr ™ CH30S03™ HS04 ™+ 804%™ A ER R W HCO3 ™+ CO3> ™ Z, B AR - FLERHR I TR AR L I PR AR
B GIRR E R RN AR AR T8 T ERAR R R L A ) B R VLR L O H AR
MR BREIBRAR A ERAR T BRAR PR ML BRAR AT AR R AR I A PR AR S R B AR M ER AR S 2 PR
AT 2 E R 6 B W R B A 5 o Bl 15— AT DA AR S AH IR BROAS (5] o 451 6, s 827 ]
AN RS F AERZENE T AR BRI E SRR, Kb e
T B A 9 Lo R e M U A Bl P A B[] R Pl R E

[0121] 7 7E B ARAE S L 7 TS FAZAE T /N 11 I8 4% () 2% A1 71 I 5 o T R T
RSN AN 77, AT I A AT BT IR 3R A - A 25 BT 7R IR FE I R o BT SR )
5 anseiia v 77 £ 1 BTR AR T R /N P i L 4% AR (1 VA o — BT IR i, e i 5 0
[l 3R A I ELG 75 VRO, 5 390 DA 53 2 0 AT 0 4 Aloher 8 b VR £ 8 925 (LC) 5 5+
W B LR R A WA T HEERE: (GCeo) « HZ M ANAIR L (GDCeq) - i3 H i
(0Geq) /BRI (0Aeq) I THET R 5 5 7E B A5 A4 FLAE IR A VA 1R IR, T AR A X
SLISAF T 4 A RS E Clmmol /g AT « 77 R LA E 264 R B S E T
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RGN A 210 . T5mmo 1/ v A W e RARL. TR L , A K B B S IRAR AN IR Eh 45 &
SR 7 AR I EAVE R I =, NZ0. 158 250, 7ommo L /T AW, M £50 . 3E 4
0.75mmol/ 35 &4, HLEEHFFIHE, £50. 46 = £90. 75mmo 1 /3. 5 Ao i — 20, 15— LE STl 7
F AR R A A S IR L 45 A 2R R 73K T-0.55mmo L/ FE 3R A ) KT°0.60mmo1/
R AEYEKT0.65mmol /R AV

[0122]  7E-—SCAE LT , A 38 Ak S0 FH S0P 9 3 AH VR A i v /e i 1 2 ek e 1
TREIR Eh B F IR B, U I & IR £h 45 A 28 A T U A AN E Iy, R R B R S LA /T
0.2mmol/ LR AW FraHi 2 2 250 15mmol / W &40, H4s A, 22 250. 10mmo1 /70 5
EIN RN B EIR SR

[0123] Sy J AR R ARAE L L8 AR IR AE T8 fa b/ Wb 1 IR 8 2% A1 1 25 A1 7 0 5 4 T
IRV AR AN G5 & 8 HIEB D M Frid 2 S AL EBH P R K E IR i KA
W5 ansE i 7 S 2Bk AR IAEAE T T /i B SR S I WAL A AT SR
1) AH A ) — MR e SR v B 45 A (R B R 2HL 40 ) & o AE 7 22 2B 1O 2514 B AR S IR £h 45
AREEL3. Tomo 1/ va BEA W e R - R, 24450 FB I e I, BT Id i 586 0 ) A A1 R
A S B ENA0.642 243 . Tomo |/ FL R G W) FFHHLI 1. 3243 . Tomo 1 / L A1) HEE
292, 228 293, Tomo 1/ 58 AW

[0124] Sy v I THRVE SR A N &5 & R B T, B B R b 3 i ik R AW - 1% B
BN R GV T IR BRI 45 &2 &  AHE T H e B B+ Hooh T B BRI 45 o J3 A
PR B 28 B NE VR DA A IR B ARy B AR ™ 0 I\ B Wi 22 35 v () HR I (Y
fefit 1 — AP 2% HAHSC IS Pk, AT DA F <er s (o AOMNE A B, PO BN A 5 A
AT B A 1A o S A P < i 20 ORI A BRI L BRI, SR el FL B T i g D77 e R il 1 7
BD12079B (Research Diet,New Brunswick,N]) K, B H B R = 7 E R F 96T
REVBA BN 7 b P & R R R O N SR A JE b, o v 0 B A B
FEAE Kk B I 1 B A B B £, RIS R B ARG T A SR 2R IMA R &)
R 7 R R o i 2 DU R I & B B L o kT R A B, USCER >R BV I B J = R O 8,
RA R T, SR JE i AE A R BIEAT v F S A I 35 A o SR i B SE (R i DA AR S (R v £
T AETELLAE BUS , BEAT E A0 YT I, Hodolg Ay 2L S8 A AR T b el () A 8 b O
AR AN DU ) PG 7 R o 2 b PR YA AR S0 I FLd o b B 42 S50 97 R
FA YRV ER 2SR ) S8 o Ty Ak, b 2 R v 7 AR YT 4k i e B AV R
RIS HEM R SR o AN S P A, AT SRS AR #h TR A WS AR MR T T B I
S 2 0 AU BR 1 BLO . 5 6 ik TR H) ) s I = i, A A T R B R k4
KE25%.50% .75% +100% +125% +150% + 175% 5200 % [F 1A P 45 5 75 &

[0125] Bk Z& &1 4 4E N R &R, AT 2 A v R B %2 /0250 . 35mmo IRV #h /5o 1) 2R
HEUIRAEN IR A R E TR IR GNP B 200, 35mmo LBV Eh 88w 5K &
Y. 200, dmmo L BV ER B B A . 2 /00 . Smmo L BV 3 v S A4 . 2 /00 . 6mmo 1 fH VT 25
MW RAMBEZ RN G &R E.

[0126] % B R4 W0 A2 S BRI BL , B AR AT ANE T 7, AEA2 AT Y 57
V& IR B SV R AR SCRIT FHIEY , VA KR 227 A2 48 24 T oK PR BRI v~ 4 1 s 2 BRI SR 50
WAL PR T VA B B K ZE X Flory Huggins (Flory P.J. “Principles of Polymer

25
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Chemistry,Cornell Tthica Pub.1953) H BRI 5 & W& FIMH AR S 808U 9% T4
TE AR —Fh O v K & R, BN & M s I 2 K BRAE 3 22 S e il (R
B WiE (I Wilnited States Pharmacopeiai SR B B ) ) H 19I5 Ik 2218 5 704
LB Z)10gIEIRIE W GEAD /eI R AV Hhlth 22436, H HEERIM L2 8 Z40EHE N R &
VIR & & 2 0] oA IK 22, 45 T I 2 R se s o £ S b |, IF AR
AMEE BB FETETZ 2255wt KRG EEU N PE<I U RAEWEE.
[0127]  Frid R AW A] DL e B A 20 10K 2 29 200K K ¥ EL AR kL F o /E— B85 7
Frp, TR T A YR & KARERIZ 0 /N Bk X B8 /NER ] BB 201 043K 22 20 200330 K K - 3 B
1 o AT BT FHI , RAB” AR S8 BAT 1. 0FE 292 O F IR b A 8 8 B R kL - o B
SRR B R 2R RS ST 2R M RS B 2 JE A HE ] 78 5 Hl pl AR AT il H R
HKIE o 1% AFEIRIERL, 12 I8 AL OIS A —BsKhi v A
Z51.0.1.2.1.4.1.6.1.852. 0 P HIIE AL o Fi 24 DL — 2 O A5 50 G b BT id AL g i
TFEZMNZ/DPIRE) SRS, T LA BT S R 1 .

[0128]  KARIRIE ) /N TR AT AT FHASIISE AN 51 8 EI 5 ke il & o a4, DA% 9 R A
TRARIIA T 200 28 T 2 A R A AE 43 B o R 1 3R A 9 HA 4R B3 87 BUROH &
FUALDTVE 5 BEICALER & I R BLET AR T 5 7715 AR R 3 S AH ]
1 AR P Y TR R Bl R S 2 SRV TR e AT R I S AR SR R R
250 10 B8 ORH E8, 15 E 7K Hh 3 SR RT AZ TG AR 5 3 AT LA 3 R 5 e AT Rl . X7
ANUNZE 5T b5 S KA TR I B Vs TR 4 BT TR VA PRV 7R AT BCALBOR SE 3N . 72 B
B IFBCA T 2T K AT RS A , /A8 EhoK AT A T4 B A A A B 5 “ R AT (salt
out)” I B HUH T E , tiUS L A5 ,414,068 1 Firadk o AJ A3 FH Wy 751 LA 2 4 8 AR AR Dy AR i 4
FH A B AR B AR o A A R B AR DA AP 47 X (IR ) I3 e 2, VRS A ROBL
RAE /NER ) 43 B AT I I BRI R TSR AT o R 4 ek T a0 AR B SR — A
EHIBAZ RN

[0129] SR -&Wynl i ik AR URE AR N R A0 7515 K 3R1F , FLS A0 AR ST it 491 v 13 3
SEIRIR SR A PRI e 852 R SLAR A B IR NEVR A W IS BE = ) o e IS VS -5 47 3k T 3
AR EEBIR BN = R B2 4y o IONETR A P L AR mT g — D i S KA ) R R
KABHREEY) o

[0130] W, HEAT IOBL AAE P~ AR AN 25 , HLR ANV IR AT B i AL BB o A L
DI (15 R A KBS S ANV T A LA IR K B o TR T A (RIS FH 0 04 1) B A AR 22 B
AW B B T AT IORE o S BT B 50 N A Gl AR A B S i i B e 3 SR A )
AIE G K EOS D B KORIG N B P KR A AW A S AT e 1 AR KA,
FAHERES HEFRENINEFERES KO GRS & T M P ) FR &
JG 22 R AR G4 B KR A AW Rk =R K 2 KRR
BUE REEL 22 H BE AR SN o W0 28 T/ 1l 219 585 D A0 b e SIS A o 52 W XH) 45 T2 ol S 2 )
SRR JE TG FE SR RN AZ TR B B A 5 A8 R AR [ b e R e R
BRI VAR AT B A2 HHER T

[0131] PR B &k F B A 4110um % £1200um ) F %) B A5 A5 2 V& b ik B &
Fi 1 B A £920um % £ 200um . £)200m % £ 150umB% £ 20um % £ 1 25um ) P35 B 12 . He v A
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FE4135um % £9150um. 2] 35um % £ 125um . £)50um % £11 25umBL £150um £ £ 100um R (G55
SEHIER) AT ] ARSI RN RO AR AR R %2 . 1 71, UL S. Pharmacopeia
(USP) <429>AF T T HERLZ I T7 1%

[0132]  H PR AWk FIE A /NTZ10umf) ELR TN T L44EF % [Pk F i, B F
/NT-2910um ) BRI /T 20248 F3 %6 (R R 5 SRR b, BA /N T 25 10um ) ELARRET 491
AEFR %6 k1 s HLEE A SRR i, B /N T 45 10umff) ELAR R /NT 2450 . 5448 FH 9% ks 1+ o 78 H:
ERET , BARTER B A /N T Z120umf B /NT 29440651 % R s BB /T 21 20umfK)
BRI /NT L1246 % ki s BB /N T Z120um ) B AL T QLR % ki B /N T
2320umfl BRI /N T 250 . 5481 % Rk s A /N T 2130umf B /N T 2924851 % (1) fi
3 A /N T Z30umfl) BLAA AR T 2146 % B0k 7 BB /N T 2130um il ELARRR T 2y 14k
T Bk s A /N 2940um ) AR T 20 AR % 1k BLE A /N T Z140um ) B2 ()
INT-290 . 5AEFA % (R kL o fE S PR T R, Ik R AW HA R RE SN, Kb A2
T L5 % kL 2 A /N T 2930uml¥) B2 (BE,D (0.05) <30um) , A2 T 29548 F % [ i+
HA KT £9250umf B2 (B1,D (0.05) >250um) , H 2 /DAI50/KF1 % R+ B A 470 E 4
150umyts [ {# BT

[0133] P ik 5 & WD KL+ 43 A1 mT 4 R4 N B8 FE (span) o K40 A0 (1 25 B4 LA O
0.9)-D(0.1))/D(0.5) , HHFD(0.9) & HF90% ki FEAHZMEL N ERKE,D0.1) £
Ho10% ki EAZE PR ERRE, HD 0.5) 250 %+ R A ZEU B ER H
50 % ki ¥ B A 1AE LN R BEAARE , wid i EO6AT 8 BT 0= 1 kb2 A 1 B R N
0.5 A1 24105 £)0.95.410.5F £)0. 908K £10. 5 F £)0. 85 . K% & 43 Ai o] 15 FHI3K [ GEA
Niro,Denmarkf{Niro Method No.A 8d (200549 H1&1T) i FMalvern Mastersizerfe il

=

Ho

[0134] BRI, M AR I RS WAH SR, — R — IR H & KEET— KRR
7R &, HA R AR SE T — R =R M & B, BER —IRBRER T G T H S 1 R A el
FEA 5 AR =0iE FIFI AR R H =L BRAHR R S S sca gt 2 LR E 1A
[ IR R 2

[0135] b4k, A WY Bt xR S B & R A M 29 A &Y s 52 6 Br 2
BT BRI T 1%, Horh /25 % HI4E R — IR LA6 . 038 / R B A ik F 2R A I 4 & W0 52k 3
2 R et B AN R A B IE A RS AR K RS R A
P LR/ BRI o £ 2 8 T3 I, R PR I ISR S B4l 590 HL A>T 25 96 IR R T IR
IR G S 5283 G PR b 5 B Wi AN 20 oA SR B0, BRIk
FERPIUR A B A WA 52038 2 AN ™ 5 18 Wi AN R SR SRRt A =k (K A
[ H & AR R S  PIAHLE , AR BT JR A M2 W0 & W) 5 AT 4950 %6 BUE 2 (1 i
SR, X FAREPIA H AR = ORS00 It AL AT R 52 PR B =, Ay 2 /D
A H P RER IR ECEER PRI S AT R G 52 PR R .

[0136]  4its LA I 4 i 52 PR, 52 6035 RLTLF- 3047 B AT 25 1) FH S e 2 BRI & o A
ST SR, BTN 52 PR T B B E A R SRR B B R R R R AR IR
SEHE Ty G P — e rh, RUF 52 PER R R M GE Tl o B 2 R (0 32 5l ke T 51 B il
AIE A, AR B H DA AR AL 0 I8 24 - o B KA RS R (SR L Tl R L
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/BRI

[0137]  fEHESEHE Ty b, A K HIRAL 7 WAH T EN Y2 1K B MiE ks SRR
I, AR AREN RS ERAEMNAEY, K ik R EMEdE G5 8R
=i R AR A R = AHF R A B A B A R 52 A — A5 00N, %52l 3 1E
£ 13 vy JIEL [ A oo 5 L PR H i 7 VR T e R A R o AE e OO S T AR AR LS IR
] et

[0138]  ANAy B2 AT-A e BRAR IR 1], JR A a0 5z R A W A G W 1 i 52 14 5 3 XA
(I FRPE R, BT R B A AT B A £110,000Pa © sE£92,500,000Pa * s.£710,000Pa * sE 4
2,000,000Pa * s.#J10,000Pa * sF£J1,500,000Pa * s.#]10,000Pa * sF££J1,000,000Pa *
s.#J10,000Pa * s #]500,000Pa * sELZ)10,000Pa * s%#£)250,000Pa * s.#J30,000Pa * s
F£#93,000,000Pa * s.#J30,000Pa * sF£J2,000,000Pa * s £)30,000Pa * s #)1,000,
000Pa * sffIREE (L8 2445 K & LTRSS (ARG FE) 2R BERLO . O LRD ™ (1 BY TR 2 & o 3
A RE I DL AP R i & IR R A Yk & R AW 2 o S Rod = R (R
PEUSP<26>) 1R &, 7E3T CI IR S MUTAA3 R, LA B M UTAR IR 58 A W B e B8 A o 3% e
BRSNS IRAS TR En] f# FiBohlin VOR Rheometer (MMalvern Instruments
Ltd. ,Malvern,U.K.3849) BCEA-FATARJUAA CEARCN 15mm B4R, AR Jy30mmELAE , HLAR [A][7])
B 9 1mm) () SEA DRI RE , 7F HAZIR JE4EFF7E37°C o

[0139] Bk AWk — 1 B A £9150Paf £14000Pa. £ 150Pa % £3000Pa . £]150Pa $ ]
2500Pa . £J150PaE #]1500Pa . £]150Pa R £ 1000Pa . £]150PaF £)750Pail £]150Pa £ 4]
500Pa . £]200Pa % £]4000Pa £)200Pa F £)2500Pa . £]200Pa £ £)1000PaEk £)200Pa % £)750Pa
() 7K A FPTRR SR R RL 77 B8 B A3 316 D & (B, 8 AR 77) AT f8 F{Reologica STRESSTECH
Rheometer (HHReologica Instruments AB,Lund,SwedenfS2l]) B¢ EAN Y DL ASATIEF RN &
A 7 2R 48 o R A AR HAT AT AR (EAR DY 15mm ELAR , T AR Y 30mm EL A%, HLAR [A)
) B2 09 Lmm) HAZ R JEYERFAEST C o A AT FHEAT PR N85 I LHz F1E 5 AR, 110 B IR 77 M
13#%10Pa.

[0140] R B BT FIRI 3R &9 2 N TR 2 200, i v B BT 5 o] s PR AME 255 0 . T a1
AW — kB A 210.8g/cm® B 2491 .5g/cm’ . £10.82g/cm® £ 21 . 5g/cm® . 410 . 84g/cm®
FEH41.5g/cm®. £10.86g/cm®* B £)1.5g/cm’®  £10.8g/cm® B 41 . 2g/cm’BE 410 . 86g/ cm® & £
1. 2g/cm® [ 2 5 o 3 25 FE R0 i 56t P T 7 R 0 SR S A 491, e v 3 2 R R AR R
AR AUHG 3 A AH R B = 1) v 5B o 3X PR A A4 AR AT e et A 26 3 ¢ vt At AT TE R R AL/ =
(FH T3/ IMAERR) e cfe 22 I 2 o

[0141] TR WKL H S8k R EA 29348 2930 4138 425, 43 £ £)20. 43
A5 LB3E L1345 5 24125 A5 F £120 B L1558 £ 151 7] IR PEFR 5L 7T PEAR S ' X
29100 (TD-BD) /TD , He HR BDFNTD 43 5l Sy HE 25 N9 iz 7 o {3 FH M %5 i (BD) AR SE %% &2
(TD) vHE A AR 2 (CT) o FT- 32X M & (1) AR HE AL FR 7 WTUSP<6 16> VR IA R — 8 =
[Pk R B 2] 2 f P o i SEMAN I GG (A B E 7)) AR RV SR BB T HHER R E -,
FEAE M\ 3mm == 10 %6 [ 1 B DA RE 4 81 25078 (1) I 224 T & 14 . 50040 J5 M E AR AR, 4R )5 5 4h
7504 CE it 1250%H) Ja il EARF . W SR 5004 A1 1 2503 fa AR AR 2 /N T 2% , SR Ja 10 s & AR R
VL H SRR 58 . 75 W36, BRR LA 125040 1) 3 & 2 R0, B 2 R0 a1
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2% MIZHHE T E T Y &

[0142]  HE5 R (BD) =M/Vo

[0143]  PRSLZ5FZ (TD) =M/ VS

[0144] AT & 42 (CT, WA N R /R$EE) =100% (TD-BD) /1D,

[0145]  Fp R AT 5 AW bL & H0 HT- 6 97 e IR [ B R 1) 3R B 1) B8 45 2 Db 31 Hode /s
AR o X AT HE 25 T 5 i S T (R AR 1508 IR U W S0k K 2 ) 2 A 22 5 N 23 % 24
30% Z£)3% B 2125% 213 % 2120 % LI3% B L)15% 213% 2110 % Z15% B 2135 % 4
5% B £130% T L5 % £ 4120 % [ HEE T,

[0146]  ARSCHTR R A MMM G AR /Ny IRE EEN S G RTEE, H B A&
ME, HEAME G W NET S 7E 3\ 25 W BUAE FE(E vp HE SR G W) < B R R I8 - A SC P
PIARTE “ B & N BRI EHM B NS il =N A IR SR E . 2 &
25 A IR Eh s AR 8 , LASEYR T R0/ BT PT 2 Ab 45 AR B8 o 9, Hem] 2 AT S-S MR 88 IR
TR, DU N5 W B BRI & 32 2 38 0 o S8 Je 3 IRV PR M SR A W B IsELATS ] K & b AE
P DL SE B K EE AU = Mk HEE, Rt AL T AR BRI B 1, BV R O 4 78 o AR
B NB PR ) IR BE R mT Jd ik I & vy HH AR 2 /K ST IR B PR A 35 A6 vh B AR 465 W I P Bl 2 4
W & (R, & S 380 181 304 523038 Tt FH 2R A VO OR B8 A8 2508 v [ IR VH IR I &) SR = .
AR BE I 45 A IRV SR e 2 B R R AT 295 % 229100 % 24k R-A Ve 24
HEVINARE = IR 2K 1 2 D295 % [ 45 A IR EL, BERR it 2 /D 2510 % , FL R i
Al Hh % /2925 %6 H R mlH 2 202950 %6 () 45 A IR S8 R AW IRV BR ) R B8 B2 AT B =&
B AR SN 7 B AR W TRk R B SR VR T PR BT T R A
B SRR B S R A WBAH AT B Wil 456 M LB Ry Shmy, (RE R R &
YIBLEH S VA B T o i 4 B I 1R) BRR A B A A W 7E /N i v 16 1 22 4 B s 1]

[0147]  ARICHTIA K R S YA 25 W 4 A W) ] 3 B0 3 (58 HE M R G B R 2= ik IR
PR 1) bl 28384 0 o JE B2 ] Bl A BT 3 FIUB R AE s BT AR VT BR (f91] T R R A e 5t S B R
741 B P B B 5 i o FLOR B = G IR 1 (48] a2 ML 5 R0 JELER) 441 T A [ g A
iy AR5 g v 1) Mo A S 7 o WO R EL YT B ] 2 48 R/ B R B AL DA AT 1 AL ik
B = G NRVT TR 5 49 i AR R £ O BB IR S6) A IR #h CR B #8 JT SANE IR £5) o HETHE Y
R B2 SRR BRECA AR (1) JE I BR 1 E 22 (1) A8 A2 TR AR AR B8 BV IR Y & % . 7
P N, Bk SR A Rl AR AR B3 & D11 Y TR R R (DA S8 R Y S IE VR
1) e

[0148] @ , TR & WA B b A B W MR SC o B T B ik R S R+ K /N3 Afi , 7]
Wi PR BT R B E R AW AR S, 2990 % BUE 2 1 R S WA, 2995%
oY 5 2 1 R A AR, FL A AR 297 % BE £ 19 5R A AU, H B tik 2198 %
B Z R A AR

[0149] Bk B-AYI] FIT 3238 LB IRy S8, I 18 A 75 2400 sh W 52 3 Tt A
MERRAW AV R4 ik R G469 BAREE , SR B WiE 205 , #E N FE (i —
A, BT AW mT F T B AR 304 52 6 35 (04 T35 LD L HEL [ e B A 375 | E -HDL— HEL ] B o 78— L84
U S £ TR TG UL BTk 523035 42 A P2 1 B i A R S50 HRIEIR972.4.12.26,
520K 5 £ JH 5 VA ML iE LDL AT /b 2 /15 % B /020 % VB D25 % VB D30 % B £ AE— 4
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BT, IR B A H A& N216.0g/K.5.0g/ K 4.0g/K.3.0.2.58(2. 0g/ KB 5 />,
[0150]  gk—20, Bk S A ml 4 e FH DA oo FEA 11 2RER JaR s 119 N 52 3032 1) il 4 ol 2
L, YR IT BA TITRLRE JRIR I A2 BB, fE TR R AV LA TR 32 i E & AT H
WiE A R H AR H A E 16971826 5280 2 JH G B 40 2 (Hbaio) AI9RA> 2 /00.5% . &
0.6% . 5700.7%.%200.8% . 2/00.9% E /D1 0B E L S EL T, iR &Y
() H 78R 216.0g/ K 5.0g/ R 4.0g/ K. 3.0.2.5852. 0g/ KRBT /b 1) H, 76 TR B 4
ML ITIA 2 A EH L AT 5 B iEAR H H A E1RIT72.4.12.26 52808 2 [ J5 7
MR AT/ % 7 14mg /dL (0. 8mmo1/L) &/ 16mg/dL (0.9mmol/L) « & 218mg/dL (Immo1/L) .
£ /020mg/dL (1. Immol /L) BUHE 2 o FE— 245 HL N , Frid AW H 12 N 26,08/ K .5.08/
K4.0g/K.3.0.2.5852.0g/ KRB D,

[0151] 33, Frik B AWmT F T2 V697 BURE G KAl /R 2K i BT 1 8t i

[0152]  FriRSR-EWian] FT6I7 AR RS IR I M 8 (non—alcoholic statohepatitis) «
AR VT AR FAPE R BEAE A A IE VS I 17 50 i sr A AE (IBS-D) 5 R PERE VT BRWRURCAS B 38t 4% PR Bk
P RVE A 4E 4N B A KR 719 (FGF19) SBREIL A & o 1 Frdk 5 A4 ATV 77 IRV AR A 4
FEEERERS, EAIA] T 5N A & OVBUR BB M a0, S 0 B S SS I Je) 38 R
20 ORI BT e 4 o B) R R B s AR FE B B BTV (R EANIR T 2K
2 2T KRBT RO R Ath TR IR INEE TG R L Vb A R g e R R 4 4
MoAE 2R . Je 2 AR . gl Bl R S 9998 25 A FOME VS L 9V B L RIAE T B PRI B . SR R ANE R
£h SR E R -L- AR | LT 2R -1 B PR A A 7] OR L Bl 22 | KRR O 2T A B A
A o

[0153] M Frk 5 &Y TR Y7 IBS-DIF, ‘AT AT T UL S 29 &« (b5 2560 an ko] il
FR)SRAT e Joa BB R AU (AR Wk T i T AR DAL S i 25 DA IR LY 2R S AR TS LA
A5 A 9 W) B B S W) BN PG 22 W) B ML 2R IR R MR R BT 1) L = ER P AIAR 24 451 an kAl oK
B AR i B B AR LI 3R G-HT) /KPR 2590 fif 25 (BGRB8 24 191] T 1 5 ik
KU i A AR RR 77 461 v B9 SR (crofelemer) Al #s A2 T

[0154]  fnASC P L, 2052 k38 ] DA se 75 22 BRIV #6 LB AR y5 LDL—H [#] B 5 4FHDL-
I ] ¢ 5 38 TIMHD L~ 4 38 149 TR 2 i ) N B L eI L300

[0185]  ARSCRATIRRI 7% R AWM & 108 H T W ah W32 63 2B IRyt &8, o prig
AN T B PR YT #h Je B o 9 T, 28 T e I ] AL B v I TRE (1) R 52 2R T X R IR T
#h LBk TC v 5 R A 37 R ] A K P B RS EEAE R A BRI T AR R IR AT, AR SCRTIAR I T v
EHTIXE R,

[0156] Pk 56 A W ml A R it FH — ¥k S IR B =K o W SR i 56 A W B K it FH — Ik, B4 3L
AIEY R ER AT G YR ER L B R R Z i i B, an SR H— %, I8
AL 256 247N RIS B A R R AR 3 (1) 1 35 e ORIl GBS AE 5L R) It FH o i — 25,
PRIk BT ik 56 A WA Jite FH ] B8 -5 BT e 58 6 400 AT AS R A AR TR AEART 7). 1T 38 2 371N B
ZJa /D3N R F

[0157]  FIA K BRI AL Ai6 97 A2 e G106 o7 e R B2 M S0k SR AR A S 5% R 9 Bl
IR IR UG BRIP  ARTRE VE NG 7 PE AT 28 IRV TAR AR MR RESE L IBS-D e AR PR AR YT B USCAS R B %
A1 L 52 HEL ] 2 1 25 25 T 2 M A ) 22 R 3 o i 9 o IR B PR 3R A0 AR 2 () SR 8 L AR % A4
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B0 BRI 7 S BRI 7 T 12 M P FFFE 52 A 5 WO 25T 55 1 A
HH B RS E T RIS R, DL RO R A2 T2
et A DR, SEBR I AR T S

(0158 it k1 1 8 /S K S B 0 48 406 00 7
SR RV E TGRSR R B Ak SR T AR 2 A H BB O BCE E R IR B
B TR « 4252 RIS SCA T B ZEE VIR 7 B B8 A B A U Jen ) AT 32, i ad 441
01 & I LDL ATk JIR [ B A S A 4% , AR E 25 Va7 B A R SR BRI 5 7
Hr FRVFAETR YT BRIEMZ IR T 77 22 DA AEATAT I [R) Ul FH B B RS RO AR A S B 770, O B
DAASE 1, W] B 58 VR YT O 1 RIS 0] SR A, VYT T R/ 4 29It [R) R ] AE VR T Rl AR h BHAT S 3 HAE
S LM A B AR S IR S AT Al 53697, IF B R ZE Rl Dt o7 e s e o R 451 4 v R
] 5 105 M 20 K S AR B AN 75 L, sk it

[0159] WA FLE, Frid R EWE M A GV 5K ewr A& . /] 58K
A HLE F R IG T R 248 B B o B TR iR T I SR A o 9 2, 25 AR BT 5 B ik 3R 6 P 3k
Jita A9, T P ARG UL Y75 LD L— 7] % 1% Al - HDL— I [B B 1 77, o025 92 3 HR -1 — Ik b
BEEA (HMGHH T A) 30 Ji 4111 761 7] DUARR 2R 24547  JIEL ot s e A 0 1) 5] JE e e (B AR P e HL A A
Vi) HELA) ST M T A A0 791 < o ) B 0 6 ) 8 T AR A 2400 61 701) L Apo—B1OO PR 55 B I Vi
[R5 751 Apo AT 5 BB I 0 Vi R RT3 ) 70 B ] =7 L 7] s e A At F) 7R B 2 5 o
FE— BB HC , JIT ad HMGH B A J5s e 4101 41 70 B0 5 AR VT S8 240, ) an R B AR AR VT o S A% At
T RARMETT I ARARTT SRR YT S ITARAR YT B ARARTT S B I3 Ah YT 7 fhfth VT S A5
J s L[] P A2 AT #6700 P 0, 5 A B K DL Pk DU S 20 ) B 5 2R 4L DU VB TR DR VLD
15 7 AE DT ARV DU ER LA 5 o Pk g e 1 4100 #6790 P 60, 55 SRR R At o A2 — SR 00 T, vk
KA VLY AW R -5 IMGHH A Ji B 11 1 700 R0 JE SR (i, v AR 7T A JE S iR) B
HIMG 4t it A J55L 15 4100 A1 70 R IEL 21 e R S 47 | 5) () 2 = (et VT AR 5 0K D)  BCHMG R TBEA
3 Je5 A1 1] 70) A0 i g il 0 o 7L 0

[0160]  7& 55— Sefl o, FegGm ml BA 5 pirik 58-S M350 A B4t T 1Rl B 9 M Bk s
FIEJRERE BCHE & LT 55 B0 791 A8 St B R 288 L XUNTSAS A% B A W e e — 2 i S Ak il
RSB DO 32 A (PPAR) OIS 771  co— K 156111 F1) 71) L PHCI0E T8 1555 0 70) TR A O LI 41 61 79 o
MAE R ST A RXEZ AR RXR) 5505 S92 Je BEXSZ AR (FXR) sl 51 FXRAE S & 1
PERFEAL-1 (GLP-1) \GLP-1284B04 . — IR HE ARG TV (DPP-TV) 41675 | il = R iE ZR 38
SGLT2 i 71) i ey 2R JR iy R AT WA 3 IR IR« FROIR R0 3 2 A oo Il 400 o ) G
A IR RIS A2 = FBUI T I 28 2 RUIE I 2H 55 o ik M e e, — R 248 E A% 51
RAE B El L 2 F R A% 51 R B2 o P oA i PR R 28 T i R L SR T DR L R R T
JIR 2L TR A BN A B AT RE A B AR A% Z1ngE B A% B IR A8 1 SE R B A o B
IRDPP-TVAIl 2 BT A& ZUTT R AT P AG FUTT EEAR FUTT A% 57T B 5 o FriRGLP-
LA A2 3 ZE TSR S R IR o o0 5 R B HC 2E 5 o s a8 7 I 4111 ) T A A B S G
KA B B ARG BB o

[0161]  ARTE ML 5 47 AL #8 5 ML 75 1B [ B L LDL—IEL [ % L AR —HDLE [ B  HDL—IEL [ I
H v =l R 2 D — P [ SO E EECF 1 &Il (National Cholesterol Education
Program) By HBIE A 1K FARM A AFRAER R 22 o 76 73— D2l rh, HERIT LS Ird R &
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VALt F B HE DT /MR ) BB 7 B R - U 55 5k 25 BRI R R4 (RAAS) H181] 771 RAAS
YA R (5, 78 B 5K 2R A A BRI 0] 1 R AT R | I 55 Tk 3R 52 A4S BEL e 77 T [ B S Bt
7B A 30 TE REL i 7R, AL R KIE R R M E | F AR E AR AR D) B2 A .

[0162] P ik 584 Wi ] 55 I e e R[] e ) — o sl D, 461 a0 o) - VKW ) L JIE B L 2R 9 R
A BRI TG R BTV BRER K & SR F RE B R MR BT (detaxtran) IR FEER
BREN5,8, 11, 14, 1T~ R TG R S AR BRI R P41 0 SSRGS 4T 0 S B e 00U e =
B SR v ~BYER 2RO ZE VY B DY BS BRES o 2R 2 T bR W 4L 78 (priozadil)
W DA B4 S B RAFCIR (R R L AR AR L Bl AR DR T IRE A A

[0163] A 5 Fridk 5 AW &4 R AT 7 10308 F 2 A e s PR B 7 A id &
FSC A 1] 7] (B M BT i 7R I e — A A L JIEL 8] B2 e S R il (ACATT) #1761 55 (4%
ACAT-1BRACAT- 293 B 11 701 DL L ACAT— 1 FIACAT—20 XL EE HIHI 75 Aok H v = g 4
Fe 5 1 (MTP) 7] 37 2 A7 2 | L[] e o e 0 i 1) (44, 7538 Bl FiNo . 5,727, 1154115,
846,966 H1 BT IR I AR OK DUAIL - (4-F 2K L) -3 (R) -3 (S) - (4-F 2R HL) -3- LT L) L4
(S) ~A-F2FE IRy (-2~ 73R T lH) ) LDLAZ A5 5 701 ML/ 58 B dn il 351 (491l , AR B 1 TTb/
I TafF 4k 8 [ JE 2 AR5 B B R UEAR 4542 KB (TS ) L 454 R B (BB I ZR) I
FE (R 7K VA PEZ) FH EhBRE (] 40, B 0 R0 AR RS AT i h) W o ss A 4 AR 38 (W4, 4k A R CHIE
DA R B-EAE N D) B A A

[0164]  ASCHr AR TE “YR97” B4R RIFIE 7 R as « B VA I7 R 2 SR B Y6 7 178 7293
i (I RRIR SR AR T TR o 151 G, A v ML 2 IR A8 3 v, Y 7 R 2 0 6 0 70 v L3 e I (1)
MRIR B ZR A o 10 L, Y6977 P 2 75 -5 95 A0 909 RE AH D% 1) — PhER 2 Fh AR SR IR A MR, % i B Tl
B » DAEIAE 53 R 22 B I 3045, R Z R ] RE D4R B 1 I R e o A8 — SVR T
e, AR R R A VI A nT DA Al EL A e A v L] I A R BN R s RURS 1 A B &
e IR i AL SRR R 975 (1) — b B30 22 ol 2 FEREPR Y 63t FH 5 RIS 19 R 3R 47 v U ] 2 I RE B
PRI ST

[0165] AR EHRIZ A GV BRI P TR R AV LA &, B R RS V6 77 B A
s M EAFLERI B o R T4 78 B SEBR A7 28 By T 58 3 (40, 4P 8 AR T 55) 4
BT BIRIE e FH I8 1% o A 00 1 0 72 58 A FE AR IUECH RN IR B8 7712 14 5 7 T M AR 1 AR
S A TN ES « FIT ANBIAE 202 R DL SR DEAG o 1 40, FT AR 5508 AT DA G il 52 ik
KB OV AL BN IE B A R B IE Rk AR P ity e rp, N B IR 290,52 4108
TR MEL0. 585 L15g TR ML L0.5g B £3g TR 210,58 R 42, 5gRF K H & fiLit
£10.5g 2 £12.0gFF K,

[0166]  ASCHTIR K I A VA G m] LA & FIAE B v/ B st i ) e AT AT BLAE &
Z TSR IR S

[0167]  ARSCHrRR R AW EH245% Ll 252 1 38 B G W] R AR 22 Pt F ids 14 BlAS:
2 1) B 1K o B LI 1) it O A o 48 11 W N B EL I » L Wit FH I 12 2 AR USRS
ST o F P il FH 38 420 30 5 40 2, e 1ok P8 e Ba e W 1) L i FH B B M 1 IX BN o
PRIk IR AE A,

[0168]  F&W) (S22 Frl52 1) Eh) LH AR G L H s b 65 —Fs 2 M Z
2 A2 IR SR & B M 25 W0 20 A 0 1 20 F - 42 HE A R I I 29 AL &5 1)
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AT LA LR 7 R — PhEk 2 P 2 b mT 4252 I U 704 I 1 Bk TR 57 . R s A, 0 B
FIRE B BT IR TS AL B9 0 s il 7 A AR AR 3 22 1 m] DA G 4 Bh 7)o & M 4 A Lk
T P PR e s

[0169]  XFT-& M EH, &K AR AVEA AW LURE 5 s it irid A s &
W5 ARG FN I 29 2 ] B2 IR T 520 A SR Be i o 3 B2 IR AR A R BN 41 S W) Re %
B ] Bk 7510 7)< LT AR AL ) S B ) AR ) L B R R B (slurry) JIRE
AR 7 wafers) 55, (R ERTT I 38 4 DV 28 11 AT A I 299 i 77 AT LLIX RE R4S, B,
TN B AT 77, AT 1% BB B T A3 VR A4 » 75 B INGE B 40 B3R, < Ja I TR & ks DA
AT B AL o JC I, T A I R 04T T 78 70 Qb , 0465 L0 I A 5 2 4 2= Al
w1 (B FoKVER N TER ORUER R E TR B U A R A R R R AT
ezl R P R AR, A/ BUR LG BEER (PVP) s FIAS SIS O RN 2 P s B 7)o 75 22,
AT LLIIN B A ) (AAZ ISR 2 Mt v e i) BT B ie B B L & (e FR ) o

[0170] g4k, ik R S A& Wm] A & — FpE 2 P lg A PE4E AR R B 4E 4 2 A D E KK
HAA BB A R &R N2 H AL 2 DLsIR 2 H R IR SR (BE, ik H
THEL RDT) ) , AT 44 ZADERIK, H #5147 48300010,4001U, 301U 80ug.

[0171]  FESPhSCiE Ty b, S PR R (a0, ZR A1) 4 8 & v A Rl 11570 2B 1 24920 %6 DA
b BRI, 2950 % LA b, R R R, 4975 % DL F, HECER ML, KT 24190% , 4
AL 1 4 R 55 o

[0172]  Pirik 585 VB 25 W 405 1) mT LAELES B0 1R S VBAAS  & FEZG B N IR A RO IR
H2 % B PH I s B 1) 1 =t FH o 76— S8 S 77 2, AR I R S UE e A &
K2 A Vet AR PR SC i 7 Rrp , AMA AW S A 3T H I ER G 186 Ak
Mt 2 771) 2 A Ak 2 0 1 s 2 0L (B ) Remington’ s Pharmaceutical Sciences.

[0173] R ERAK I EIEE SV A UAR T AR VYA #7571 & A AR TR P9 AN Fr 77 1)
W R E AL B AL E R EH e 'R A AR R ER B A
T A WD LA 24/ NI BE A 4 3 288 LA B A7 ) B R i L X e Ak T AEVR YT T 1A 32
i R S H = .

[0174]  {EXPARIESEIE T £, Brid R A4 B I shirm K.

[0175]  BRAE 7 UL , BRI BAE A 5 — A 1) — 3043 (0 AR SR IA (1) J52 22 2 AT 4 4 HUA
[R5 A 1-20/ M S5, AR 36 1 -1 24N B J5L P 8 PR M R B S, BSAR a8 4 AR 5 7320
AN SR, D00 3-8k S5 1) S P AR S R o AR A AR ) o 2 [ 1) 48] 0, i R A
CHEVIETRZE A IE T 28 3 T2 AP T 2 BT 2 IR G L A | A L U R

(0176] A SR AR R R 2 0 0, e mem e, | | .

mmmiimm e {7 i i

(01771 B BRAR A 53— F K — #8730 (K AR SO P R AR 7 55 7 7S AT 1E UKD H A7y
75 RN HE A DU R 7355 A7 6 - L2 BRIK A B PR B PR 2R [T, Bl 28 3 IR L 2R
AR 28 5 AR BB 2 AR ) 2 32 o IR B LA R 5 s BEAIC 0k 3t 57 LB AT o R
75 AR IR T A

[0178] A SCHir IR ARV " PR k7 A 308 8 7 AR 18 A AU £E — D FR b 5 47 3-8 ik it
15 AR 2 PR vh i 22 5 20 5L [ FRODR VL AT B M 1R B MR R e e R MR R AR
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e FE T 2 IR T 3k PR RO B VIR 3 IR o 3 L N e B UK A S
[0179]  FAERTERRIATE N7 1B 55— AL 1) — 3 - R oR KRR i &, B, Hep &R 7
MAZFEH B K sk 5% A b2, B0 %S NIRRT, AR AN ASH B T &% H
Bk 25 o 9, W e S R s AN e SR SE ], 40 P 3 (—CHe-) B 2, (-CHaCHe-) , HIE 75 5
TN (2 S I LR NE N TR Sn R O <8

[0180] AT R IR ATE"BE” &~ A (B, XUE B8) Bkse (B, -0-) .

[0181]  ASCHT R ARE" B R~ Ay (B, XUE &) Eadk (R1,—-C(0) 0-) »

[0182]  FRMBNAE A Ty — LA 1) — 0 3 A SR I ARIE” J 0 37 RN AT IR g U5 &2
LONER S+ S SR IR B B S R A (A BCR A0 , i — e A ik
— A AN B AR R AT U NLORISH 2% 51, H IR 43R IR 1 2 N85 o B 1 24 55
S ARG R IR B L ORI [d ] MR B | DR [ ] IR A 645 S R B 5 | S R 45 e R S | v
IR $45 « PRIy 2 | IDR P | IDR P 45 | R i | BNAe 45 | PR IR i | T M G | T IAe £45 | ML I L ML IVE 845 L PR
(EaEnaN 3 AN el N L AN A S e NG 1S N | A B

[0183]  FRMBNAE A 3 — BE A (1) — 3 A ST I ARGE 7 Z- 8 R 7R 4 -8R i 1 vl
A AN A IR B (R FALBUR e ) , Hop — AN B N IR A i ik 5
NLOFISH 24 J5 7, HLJI AR I8 553502 Bk o BEAE » (B GBS ZR IR AN S 402 75 B IR I 5 ZR IR 2R
AT DA 5 IR LB 4 57 B IR A o 9 7 1 R R R AR b SO PR (1) 2% 5 R A e b
S LI T84 R I 2 DR IGE 845 - P IRR A | R MR S5 L WIR PR 845 55 o

[0184] AR FHEIATE "} #ER 7 AUAN HH il A e 22 2H i) VR S B RE A

[0185]  fuifE “HUARH) J57 57 L “HUARR be ™ 55 v (1) AR o5 “HURY SRR IEAEHR 1 2 A (B,
PRAEZAGE G St 5 s e 2 ) b, 20— AN SR FE SN E R A — e
B, B an 2k (OH) e B mm A% S BB e (-CON (Ra) (Re) , 2L HR RaFHRp I N7 M2 5 St
BRI VR IE CNRY Re) , Ho P RaOAIRe M ST M A e B 5 L) L i AR LS & IR ER L)
FRTEE e A 2 (-NO2) Tk (—ORa, F FP RasE e S B % 55) I (—0C (0) Ra, LI RaE ST FE B S
B) (B2 (=C (0) Ra, Hi RO HEIEE T JE) IR G 9 ARAE “BUAR” 51 HH — 21 ] R ) i A
T, B E ZATE S T 08— R B 5 58 AT g B e L B 57 R4 i
TR ATt AR P e S B AT A AR ) 5 2L

[0186]  CLAVELANRIAR T A KW, IR, 724N 1 B8 BB BRI EE R o B 58 SR AR & B 1
Bl (K 46 1F N AT AS M AN A2 A AT RE I

SEHE 1)
[0187]  SEHEIL:N, N~ (Cui o1 m——3) — (N-ZJ36 3 TP B ) 8006 W Ak 1 ) 46
o B e AT

Yoy .
[0188]  ZN" TR koY, THE. 20 %G H’L*;o H’“’go
e k)

[0189]  F-1250m1 SchlenkBeIREC A& A ML 4R R 2}, T R R F 2 3 o AR
AR AR I 2 AN- 245 3 Bk (3. 24¢,45.6mmo 1) FIFE/K THE (100m1) o K7 e AE vk s
AHE10°C, FFAE R N PR 8 B AE45 9 BN 4 = AN AR B I S5 . 57g
(45.6mmo 1) (AL T BEAH  AE30 0 Bh N 1, 8- IR 4T (4.00m1, 21 . Tmmo 1) 224532 ¥ 1N % ¢
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RLVRA W OG> i RN FHE 2 IR FE IR 7 BB 39 770, I FH 150mL K B o
KIZH = 2T (3x 100ml) FEE, L8 0R B2 B T4, JF B SRS o N, N = (Fe—1, 8- %) —
(N-Z W5 3 B B ) A bt — 2D ek e B b iV (T / R LB, 40 1v/v) Zlifk U
40% ;'NMR (CDC13,8=ppm) 6:8.29,8.12 (s,2H) ;7.26-7.14,6.59-6.51 (m,2H) ;4.62-4.53
(m,2H) 54.45-4.40 (m,2H) ;3.58-3.52,3.46-3.42 (t,4H) 51.62-1.53 (m,4H) ;1.31-1.26 (m,
12H) .

[0190]  FHIE— 5 ikl 4N, N - (i ke-1,3- 35 = -2 P B @ — it ek
BFE L (TR b, ZFRAHR, 71 1v/v) 4L b k] U 28480 % S FE 1 - 'NMR (CDC13, 8=
ppm) 5:8.31,8.17 (s,2H) ;7.26-7.14,6.61-6.53 (m, 2H) ;4.60-4.54 (m,2H) ;4.53-4.44 (m,
2H) ;3.65-3.60,3.53-3.48 (t,4H) ;1.96-1.84 (m, 2H) »

[0191]  N,N/= (F he-1,12- 2 38) = (N- M5 38 B B 0 A4 ) 3k — 20 i b ek Fe A €4 v
(FE7K 2.T8K) 4tk o Bt 2R A4E80 % (VL N s 'NMR (CDC1s, 6 =ppm) 6:8.28,8.12 (s, 2H) ;7.25-
7.19,6.59-6.51 (m,2H) ;4.63-4.35 (m,2H) ;4.42-4.40 (m,2H) ;3.57-3.52,3.47-3.42 (t,
4H) 51.59-1.50 (m,8H) s1.29-1.25 (m, 12H) AZBE AR BAT DL T 4544 -

NN AE-13- ) T (N- LA F
Buis)

NONS(F 1,8 ) o N- S R F

[0192] 2%3;{)

NNL(H 241,122 ) 2 (N 2

[0193]  SCjifaf] 2 : N- (3—fU T A Ak i 2 L) TR 2 -N- 2 475 2k FR Ik e (N-Boc 2 7 TR FEN-VFA)
Y BEAAR (1) 1] 2%

[0194]  F-1250ml SchlenkBEIAEC A& A ML 44 R 2}, 3¢ R R s 5 o AR
AR IR I AN-Z 07 L B ki (3. 24,45, 6mmo 1) AIFE/K THF (100m1) o 45 B AE DK
AHE10°C, FFAE R N PR 8 BRAE45 9 By 4 = AN AR E S I STt . 57g
(45. 6mmo 1) (R T BEAH o £E 3043 b A 4G 3— 50 TR i 2 2 F R AT I (43mmo 1) G2 N 42
VR AW o BN N, 4 e SLYDFHIE 28 2 0 P 4 o B2 B 9 00, F FH150m L 7K B o 4%
KIEH T (3x 100m1) AEHL, LB B 86 T , JF B0 IR A o 1 b4 bt — A0 Tl ek B A £ 3
W (LT TR 8, 45 1v/v) B4k R AE60-80 %% 1 0 P LM I 'H NMREGHIE 45 785 FH 45 44
[0195]  Sifafd] 3 : N- (12— (0T A B Al ) k) 1+ he - N- 2 0 L R B % (N- —Boc &
Fe+ TBEFEN-VEA) i BAAR ) 1l 4%

[0196]  F-1250m1 Schlenk BRI 2 A ML 4R R 2}, 7T R R F 28 3t o AR
ARSI 2N BT B - ek — RIRER (45 . 6mmo 1) FNFC/KTHE (100m1) o4 IR AE UK
WA HZEL10°C, RSN Nl B L HAE45 080 8 2 = A 50005 2 N &
5.57g (45.6mmo1) A AL T BEAH AE30 B N #11, 12- 7R %% (100mmo 1) 218 3% in 2
REVRA M N 5 R RS FHIEL 28 2R FE a4 o 3 Bk 5957 I 1 50mL 7K A B o
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IKIZH 2Tk (3x 100m1) FEHL, T BB 05 , F B IR 48 1 M btk — Dl R R A i
(B R 208, 4 1v/v) 24k U ZEAE60-80 %6 1136 [l A ELid ik 1H NMRISHIF 40 B F 2 44
(01971 FHAHIE T il #N- (3—FU T SRR IE Z L) TR E-N-2 0 2 Wi i (N-Boc 28 52 TH 2
N=VFA) , A 1, 12- R SR AN 21, 12- 8 ht.

[0198]  iXubf ik LA DL NS5

[0199]

N-G-R T R RAE Jl\ /
SHAENCIHRFESE | T TN
(N-Boc £ 7 A N-VEA) |

P
N-(12-(-Z- T BEABRA o ) /k
; . P g N TN N W N
+ AN atﬁg R o
C\I-':- Bot 3{?\7%?" «4-};%7;;‘ oF ol
N-VFA)

N3 T Rk 2 B0 30 %N/\/A\N/k /<:

< &)
B N P s ’ )
(M-= Boe R R & o Sy

N-VFA) /%\

[0200] S fgil4 : 58 £ e SR A ) B B

[0201]  J7 ZR 1 A3 T /N 26 A AN SE) o ARHL T /N B vh R B IR) 25 A 140 25 A v 0 - rg 2
A% Northfield, TCHIMcColl,1(1973) "Postprandial concentrations of free and
conjugated bile salts down the length of the normal human small intestine”,
Gut 14:513-518,Borgstrom,BZE A (1957) ”"Studies of intestinal digestion and
absorption in the human”,] Clin Invest 36:1521-1536)

[0202]  fil#& 1 N Z1 P IE VR - 50mM N, N- - (2-F83E £, ) -2- 24 F: L Ff 2 (BES) .50mM BES
B.6 . SmMBEEREM . 0. 93mMH ZU AR AN . 0. 93mMH 2t S0 BR 8 1 50mMEL AL pH 7. 00K I
WIABIAE T -20°C R o AEAT 2 80, 5 DRI B AE3 T Cok ity R Ak, ZEBEFEAR b R Z0 40
KT 20581, IF HigidNalgene 0.45MCKIHIRAF 4E R IE S o AF - ORISR UL BBV SE AL 0%
R AT (M e 3R A W05 T e 20 18 /NI, F ELKS A i I 15 21 16 x 1 0 Omm B ek 1R &5 I A8, FL A
A 23mg 22 28mg [ AE o 10 SRR B & I HAE A 1 0m1 — R PRAE AR N Fd V&, DA
FER AL 2. 5mg/ml K8 FH— FrfrdibE (Teflon) 55, KB, IF T37 CAE KU W I
B iR 3l (B3 B 30-40%%) 37N o JHE LA500xg 5L RIS R A W0 1073, 46 IS VUURE , 3
L LL1000xg B0 1043 5 P8I 96 FL0 . 455K Whatman Unifilter 800LARR 25 AT ol Aok o
W uE 2R R 2 ARG A 3R 1 CE BLO6 FLIR MR FLAE AR o

[0203]  Jy 7 PsE HZNAEE £h (GO) AIH 2 I AR R £ (GDC) £E PR H B &, J 50Ul i
VEWUHEREBIHPLC R4 [, % RS % A Phenomenex Luna €8 (2) H: (100 A, 5um,50x

2.00mm) FITUVES I 25 o A3 FH7K < 25mMigl R £5 2% pPyiR (pH=3) 1 Z J& 86 LLO . 4mL/min F 3t 38
A3 BT RE S o ANUVES T 28 DA 205nm i K Aa MIGCFIGDCHIAE 5 o 3 FH AS [ 3 J5 [ GCANGDChR 1
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i ZH Bl RS ARV VR AR B A RTHPLC R Gt L o SR Jim Ji ek 0 1) RO M B AR I R A 2 B P o 1)
R 2 o T A7 75 T4 it v () GCANGDCIR e [ AR R AH LR A it 2, v A it vh B P 2L 43 (1)
W CAmMit) o

[0204]  JEIE L EAER AMIAFAE T HENERER (GCeq) MHZMANAER E (GDCeq) K F-7H
[E 5D EE AV KA R R T E AR RIS % T A B R A 4  =
Chmmo1 /g AWT) -

[0205]  7EFLLLGALT , I L 20u ] PR B 9 B B £ 22 #e b (Dionex AG11-HC50x4mm
IDFIDionex AS 11-HC 250x4mm ID) ,ff FHEC &4 64 20 AR AT 58 T 19 A1 56 #e i’ FiDionex
Conductivityk M #CD25 (A ADS3M BN AIASRS Ultra 114mm#ffifi| £ (Suppressor)) (¥
Waters Alliance 27954 AL (Separation Module) , WIEMEEL Eh M sl N B
Im1/minda 2K (¥ 30mM KOHZE B AN 15538/ A it K138 AT IR TR o 380 A [F) 3R P52 1 Tk 5 R B 4
BEREBIAHIE 2250 b, SR i a0 T ARG R 1 T SR Ay R A i 2 o B T AE AR il P A7 AE R
WA [FT AR RIURH R ARE 74 2, T SRR IR SR ZE A i o B EE (M)

[0206]  JHILLL AR B WAL T HEIREL (Peq) I PHTIR E 5L/ DR ST HARMGRKE
TR VAR, v R AR S IG 25 T A IR SR 00 &= (Blmmo 1 /g R A4 -

[0207] G2 B /NI QUEB)  BAERR AL BN b R BRI 25 A4 1 25 At v I =
M S5 E 5% (Fordtran, JSflLocklear,TW (1966) “Tonic constituents and
osmolality of gastric and small-intestinal fluids after eating”,Am J Dig Dis
11:503-521;Northfield,TC and McColl,I(1973)”"Postprandial concentrations of
free and conjugated bile salts down the length of the normal human small
intestine”,Gut 14:513-518;Evans,DFZE A (1988) "Measurement of gastrointestinal
pH profiles in normal ambulant human subjects”.Gut 29:1035-1041) LA %1
TR ) 77 XA 2 . 5mg/m1 I 5 A W0 FE VA I S S R MRV T $h 455 PERE  BR 438 T 21 0
BIEBZ A :50mM N, N- 2 Q-F 5k 2 5) —2-2 ik Z 12 (BES) J50mM BESEN 6. SmME L 5 -
4. 6mMHZNE RN 4 . 6mMH 25 IR R 1. 2mM e 3 H 3 OmMIH 2 . 1 50mMEL AL %\ pH 7.0,
KRR S YRS H b BCE 216 x 100mm B TE iR £h e , HoA M8 54 28mg 2 33mg A o
TERLAE LR R SR E N2 . Smg/ml Y35 2 Img/ml . 5 W, 2P 5 S0 K19 prid
(RFRE AR, B 7 4258 T2 A PR 43 B B0 D8 A B2 T 3 B LC/NRH o

[0208] Oy v U HZNEER H (GO) H A EERL # (GDC) i ZEH i (06) AR (0A) W E
FEDEWRE (b (R B 1 20u L 38 BE B 46 47 Phenomenex Luna €8 (2) A (100 A, 5um,50x

2.00mm) FIUVAE I 25 (T HPLC 22 45 L o A FH K« 25mME 2 £5 22 Pl (pH=13) FI1 Z. JiF ) 6 £ LA
0. 4mL/min 3358 73 HrRE o ANUVAS 2% LA 205nm ) 38 KA IGC .GDC L OGFI0AIK) 15 5 o i K o
AN BE I GC GDC OG RTOARR #E it ZEL 1 1) S AR VA W A B AH FTHPLC &R 4 b o 8% Jim e b i i
RO P A ] SR A 2 A P 2L 3 PR RS 1l 2% o 1L T A7 T B 5 P AU GC L GDC - OG O A F) Ut T AR
FIAE R AE 2%, TH SRS S R R A2 A R (BAmMT) o

[0209]  JlIt L B AER AWAFAE T HANER L (GCeq) «H ZUBANAIR £ (GDCeq) - 2L H- i
(0Geq) F1/BLIHER (0Aeq) [T FE 5 7R 8k > 5 A 71 AR DRI v rh R S v AR 1K
Sos2 06 S R 45 A AL & Chmmo 1/ g R AW

[0210] G SRAH AL A T USCEEAA A B, M Tk 4 o €5 BRI G SR (8-9 B %) 3k 1 Charles
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River Laboratories (Wilmington,MA) . 2iX 5 , K2y & Tk 5 80k B Teklad 2018
Madison, WD) b fEEEANOF AR T B S HR L a M AK AL S B 2 /DB R, ARG 2R
A, BHE DT RN ARG A E T S8 &R I ED120798
(Research Diet,New Brunswick,NJ) =K, FEH G G EYLL0. 5% K =B &
BT R LA IR & O T RS R B R B AN E , SRV B A
WCER FE A B ok B AL A B P il sl R &, AL Aok B RVB YT A B S 4K B R I ik
RAMEIE 7 R 4 T RIE LY RN E WP T8 R e sk BRI & s
ZRBIFEE VR A VRTS8 5 Ik AE R R AL v i 1 A L 28 ST AE o S S A S (A it DA
BEEAFNRYT R A

[0211]  FERLAF LU , BEAT I VAT, Ho ol Bir A A Sh T8 E AL an B BTk AR T
Hh 3 EAXCRSR AR NN DUt B8 28 7 AR o 2 b iR WA ER 2 AE 0 HLad b B 48 50T ik
T B G W BT Sh 3 HR A X8 o S5 4b i B 3R IB T ARG T R W e e R &
P B 6 S5 HRH A A5 R o

[0212]  fsf A5 FH Por ter F ] S5 4R T8 A2 5 ) DU 20 M7 60 B ZRAE IR £ (Porter, JLAEA
2003 .Accurate enzymatic measurement of fecal bile salts in patients with
malabsorption.141:411-8) Xf TR AR, B HE 100mg Z5 40 B Z5 M LN 16 X 100mm
PyrexIWilE o ARG I ImLEAH0.7N NaOHF) 2 % . FIRFR A 25 A8 55 b 5, F
FE190-200°C fin#k2h YA #1J5 , A Iml 20%NaClH10.2m1 6N HC1. fai%G 84 &, A 6ml —
Ok s o RS B, ARG AL, 000 X g B8 0544 o 1 2 Tk AR S 72 25 20m 1 38 /N
o F6m1 ZBEBEAT PR EIA B A BT HAG A BUBIR & o 7228 U MR Bk e e 728 K R a3
SRR AT 3m L F R o O B LC-MS5E & AR R (HPR | 3-0H-12- 284 C- e R 788 i 2
AR M A IR B AT IE ) .

[0213] 1 A B AL BAAFCIE DL a5 AAE BTSRRI T B/ D 3T R (IR B & .
1 A2 1 7RV BC 26 B 1 4mL 3 38 8 JF L BURAE T E R AL k19400 B o REN- 2 0 5 R i
(NVF) 2, 2~ 28— -F A IE) (AIBN) (Bwt. %A 5T 15T — FF L Bk fik (DMF) B —
K, (DMSO) VA7 H) A 57 (DMFERDMSO) 128 RS /NI H o K /N 25 3t I AE DR AR AE
60°C T INFA24h o SR i 4 [F 44 585 W B Vs T O AEDME Hh A I8, VK (3X) B o iR+ EL &2
T o B R AL BT (BM 30 % v/ vaK 30 % v/ v B V40 %6 v/ v 5 T ) TiC 1% B f A4
AN R R BN AR 3T BLAET0°C TR N FA A8 /N 1K FR BBk i B A A o K 48 e FHHC 1 7K
V(L) AR (M) 7K BX) BRI IF IR T E B T

[0214]  fii Fj 5 S AL MR T IANL AR AFE R R IHA FEM D & MEA B ARGk EILE
BRAR IR (L) TR o L 58 B AA R ZZ IR T 38 ) 1 Am LI i vh JF FI U SAE F &4 L
WRAT40 73 B FEN-Z Mk PR 1. 2, 21 28— (2-FR Ui (Bwt. %6 ATBN-T-DMFERDMSOH) Al
A7) (DMFBXDMSO) AN EBEAS AN A o Ko/ S B IFAE AR B AE60°C TR In#iv24h . SR 5K
[ 4 SR 5 W B v B I AE /K T 2 B R VR 5 W v 9T B, TR B (3X) 7K (3X) Bk I BT+ EL
W B SR AEHCT T R S ) MK R IR (993082 Ly /v) Feas BEEAS N
¥ R B B NEAR IE HAETS C N I F#Ae4 8 /)N I 1 % H BBk fide 5 [ 7K At o 45 B8 Ji FHHCT 7K 8
(IM) 7K AN (W) 7K (3X) HF e i IF HUR T B & 1)k 4 Bt e FH AUl (LM) oK
(3X) H BRIt iR T EE T8

38



CN 105017481 B w Bg B 33/53

[0215] % oM FH 1 B0 AR BLIE AL ES AR LI o BEN- 205 2 FF Bk G (NVF) Sdd (L qA 1)
2l RS B 1 Am LN o 8 LB SR 4y (BRAR 2 R0 BRAA3) 43 TIL A /E DMFERDM SO 741 11
HOTE & %6 VAW WG A BRI FTATBN G| R A 75 W 73 A E 50 & %6 A5 EE & %6 PRk 2 14m 1/
S o 28 SR A A & B R S R B I4A0 E 8 % NI & A RSPt be s, 3% L ArE
65 CHNFR20/ NI o 75K 22 B0/IN R T Fs B 375 10 A8 5 2 o 4% 5% sz ¥ Pk I FEHDMIF AT %5 , FH 7K 95 ¢
ZIRG IR T ET G Sl E B (HC1) M ) FIK AIER (9 12: 1v/v) TRk 3
FEANNEH B A, BB NER IR HAET5C R a8 N ks B B e L K it . 7/E75°C R
FES A (BM,30% v/ viK 30 % v/ v (40 % v/v 5 A ) Hh i — DK i 48 /N, $ 3t P Bk
Jide 2 P 1) 58 A 7K o B B FH K (40 FE BTk LR T ELE T

[0216] 4% HE [ IR BT IR I — MR 17 DA il 2 AN [R) SCPE o WEN- 2 M 22 FR Bk e (BR A 1) 5 ik
B AR 20 / B i B A4 3 i I o 3K 8 S BT B AC B ) S5 A [R] S BEA) () & (mg) £E T &
T . IR N2, 2- 18 % — Q-F I IE) (AIBN) AHXT 414 SR FIAZ BT N0 . S BE /R % o K%
TR BE% (OMF) - H AR (DMSO) 17K R ARV 71, G v Firs o 6 T SCEE3- , JgN- 2 0
F i (PR 1) 5 AR AZ IR SR o 51 & 71 ATBNER 2, 2/ — {48 — (2-BkIE TR #%) (AAPH) AH X
T4 A 1 SRR AS T M0 . 5EE IR % o — FREARER K FAE VA 771 o

[0217]  XFT10.7 918, 2 M8 3 () — MR P > RIS il 8 25 e, A T BRI 92 o 4%
B3 T35 360m 1 /M
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BASYE BHRYE AR
9 4 SRS  RY e A B
B & &£ AME AR | PWREARY% (g
(mmol/g) | (mmsl/g) | {(mmolg
1-A2 338 037
I-A4 328 0.68
1-AS | 3.31 0,68
1-Bl 3,26 0.44
1-B2 3131 0,43
1-B4 3.14 .69
1-B5 1 3.26 0.69
1-Cl 3.18% 0.61
1-C2 3.30 .59
1-C4 2.07 0.67
-C5 1323 0.69
1-C6 | 331 0.69
2-A2 1313 0.68
2-A4 1327 0,70
2-A6 |1 2.77 .63
2-B2 3.12 0.69
[0223] 2.4 | 3.29 0.70
2-B6 3.10 0.6%
2-C2 | 3.12 0.70
2-C4 | 3.18 0.69
2-D1 1313 0.70
2-D3 1318 0.70
2-D4 | 3.08 0.69
3-Al 346 .39
3-A2 1342 0.60
3-A3 3.44 0.44
3-A4 347 (.39
3-Bl 3.44 0.40
3-B2 3.33 0.65
3-B3 3.42 0.47
3-B4 3.47 0.40
3-C1 3.44 0.41
3-C2 3.20 0.67
3-C3 3.35 (.48
3-C4 3.46 041
3-D1 3.42 041
3D2 | 3.09 0.68
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3-D3 | 3.8 0.49
3-D4 [ 3.39 042
4A1  |338 0.37
4Bl | 343 0.41
4-BI | 347 0.38
4B3 347 041
401|345 0,54
4.C2 | 345 0.50
4.4 | 338 0.61
405|344 0,59
4Dl 341 0.69
D2 | 3.44 0.67
5-A1 | 3.35 0.69
5-A2 3.3 0.69
5-A3 342 0,67
5-A4 | 338 0.70
5.A5 | 3.46 0.66
5-A6 | 3.34 0,70
5C1 308 0.69
52 323 0,69
5.3 |3.29 0.69
02241 5cq 335 0.69
505|338 0,69
5C6 | 3.38 0.70
5DL | 272 0.68
5D2 | 317 0,69
5D3 |3.40 0.67
5p4 3.5 0.69
SD5 |32 0.70
6-A1 | 3.33 0.64
6-A2 | 3.25 0,68
6-A3 | 3.18 0.69
7.A1 | 3.31 0.71 0.5 15.1 225
7A2 | 3.36 0.71 039 |84 1.79
8-Al | 3.33 0.66 018 |5l 489
8-A2 | 325 0.68 039 |67 .06
oAl [3.42 0.64 028 207 1.03
10-A1 | 3.17 0.73 027 | 236 3.93
10-A2 | 3.25 0.73 0.3 22.6 1.24
10-A3 | 3.39 0.73 026|312 1.12
10-A4 | 3.35 0.72 1.02
10-A5 | 321 0.73 018|458 0.8

[0225] s [ AT ARY TR %6 VB NI LS & % < B

[0226]  (EEZ+#S M AANEER) x 100/

[0227]  (IEFR-+RS I 40 1A B2+ 3-0H-1 248 A - IE % -+ it U IR s+ R TR

[0228] s ff]5 : LLERPVASR S0 & Ak

[0229]  HH L 2L FE Tk AT BB BRI AN A& 20 0 B B I e A0 BBk AR, 4 Rt B BT i — LR
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5% Sill %’é/ﬁ

[ 023 O] \ \v“'\\ ",\}\&w}‘fi‘ ﬁfﬁ\&a"»\ Kg«""\ #w{\}\ﬁ‘f‘ﬁ\
TA-SIOHEER TR - TA-S{DBEREI-TH

[0231]  HEN- 20 PR B (A4 1) 571 &b B 81t I S IR SO BL o 511 A FFIATBNAH XS T B
PRAEZIBTIN0 S@A\ %6 o — B FF Bl FHAR VA 5o

EPSEE Bk [31An |
14-2(0 | 1L4-2( L%
N-SH o A R AR R-Y
AFER Ky TR E)FOE | B4 L 2 ABN | DMF
Heb# | B(mg) | (mg) (mg) A (mg) | (mg)
11-AL 14601 192 99: | 10.7 720
11-A2 14412 282 973 10.5 720
11-A3 14239 458 95:5 10.3 720
[0232]  Fiia4 4079 62 928 10.1 720
11-A5 | 393 77 90:10 10 720
11-A6 3792 | ol 88:12 9.8 720
11-B1 | 456.7 126 99:1 107 720
11-B2 | 431.6 38.1 97:3 10.3 72
11-B3 | 409 61 95:5 10 720
11-B4 | 388.7 81.6 92:8 9.7 720
11-B5 | 3704 100.2 90:10 9.4 720
11-B6 | 353.7 117.2 88:12 9.2 720

[0233] o -4 Pl i A2 B 56 540 » At = P 3k 18y AU 5 ARTB M 5 ok 4 7 ALY PR 45
L ORMIMRE L, IF HAE N R iES R

[0234] mé%ﬁ’. - £ ?}Fg:)’j % i
| B oal & A M & (e
K (mmol/z) | (nmiol/g)
1-A2 | 2.86 0635
11-A3 | 337 0.37 29.05
11-A4 337 0.38
11-A5  |3.42 0.40
11-A6 | 3.39 041 1542
[0235] 1B 305 037
11-R3 336 038 3122
11-B4 | 3.45 0.39
11-B5 345 0.40 31.6
11-B6 | 3.45 0.42

[0236]  SEREAIG - PRI I i B ARFRD 5
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Q \
[0237] . \§§ ,:”K

S-FHEBRBRELERETRAETYR
[0238] 2R I e 2k 2 SR U B R AU T R A ok - [ TRC 4% A T B U e 28 A RN Y
500m1 = [ KR 2E N 15g N-4U T A SE A 22 — % (FW 160.2,92. Tmmole) - %85 il
ANT70m]l 5 B8, £ A 30mL = Z. % (FW 101.2,208.6mmole) RS MARSE N
TR B P EE30 3 8 SRS 11 . Oml TR B S (W 90.5,139. Immole) ££50m1 — 5 F ki rh
T ) 5 G I 3 VRO S AE A5 4B N A2 I ZE500m 1 B JE B o B R A IR 4 R 7E5°C
PR o BT A3 IR S AR 0K B R /e SR 5 FHE B iR A 3R 18 B A A PTiE 48
VAR EIRA P H250m] 0.5M HCLZKIEM AR =X B A WLE LIRS MgS04) # KT
ARG B EF AR R T SRR A AR 10g 62%UZK) NMRIETE &R BT 575 74
A K P AR 60 L AT MRt vk WE IR A 2 AR L B/ A F Bl 5 v/
v40/60) F4 8 U FE S5 — 2 5 FE 100 % LR L BRI RV I AR DA SE — oy SR — 2
Ay BB 60K (R B/ S F IR A (v/v 40:60)) KN RFHAIFAERE
T FRAFA 3 8 K8 358 (L F49%) .

§
5 S S
{5 | v;““‘“‘ﬁﬁ
[0239] \M\
v?\\\\\'{N%é
o
g

IREBRER BRI ERA S
SRS ATERTS

[0240] 3,3 - (UMb AR — k) — (A k-3, 1- = 0%) SRR IRBUT BRA B : T 1L
SchlenkGEREC 2 A HE /18 AR RVUR ), FFAIR RS A 4 4.3, 3 -k — B — (k-3 1-
) CEFERERAUT S (22.0g,66.4mmo 1) VA E T S ke (450m1) A= f% (13.9mL,
99.6mmo 1) HH I INE R KR A MIAEVK/ KA VA A A 0°C , FHAE SV 48 HH I Vi =) d
TR A AEQ0 4 B PN NN T I L (4. 0g,48. Tmmo 1) o I » K S N AES5 °C Jiit 16
NI o RBEAAIA A B BRI iR AR ) H 150m 1 O e FH60mL 2 R L EER BRI B T 5
TR S o B R 2 IRl R R A (R e/ TR, 90 v/ v) 44k U EE 68 % . 11
NMR&:6.60-6.50 (m, 11) ;6.40-6.30 (m, 1H) ;5.71(d,1H) ;5.43 (br s,1H) ;4.65 (br s,1H) ;
3.50-3.29 (m,4H) ;3.18-3.01 (m,4H) ;1.83-1.62 (m,4H) ;1.42 (s,18H) .

[0241]  SEJEfHIT7 N, N — (BEhE-1, 10— 08) PRI I Fide 28 Bk SR AR 1) i %
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@ y
[0242] %\\{w”“‘s‘\ §sﬂm¢»’”\\wﬁf\,@w % ,v“"\% i N .\g{ w“'\"’\&\;

Q

HARI I 2R s Rk
[0243] ) i 2% A Tl B U 48 AR R S B9 T B2 1000-mL = 30 R IS FE A8 . 6¢
(0.05mo1) 1,10- & 3244 . 34¢ (0.33mo1) = Z J&F200mL A Fil (AldrichAEIHPLC=
99.9%) H AE R T IR GV % H 2 15°CIHFAEEIER FE: N AR/ I ST R
27g (0.3mol) PIAELS (97 % Aldrich) o F PN FSIEL BEARET W8 5 S BE o 24 S8 RGN NN, 44 S B2
FH 2 =R IFE R A I I L S KON 2 T M B S ke 2 1k B, I R R R FE30 45
B o 0 T s VA VRIE T P8 AR T I 2 = L T o AR DR T R A S BEVR S D B Yo i R LN
B, AR IR IR T DT TE « A I S KON kS B A PTE o B B DTE R T D & R i
FENG P BIR UTUE BI7K 8 A BT F QBRI AR AE B S N TR g Kk — 20
T A A (SR R e/ EE, 90 Lv/v) 4lidh . Fr 43U 22 AE50-70 % TG R N - LTH NMR
(CD30D, 250C, ppm, [6.2,5.6, 8], [3.2-3. 4br-CH2-TA M5 kA% , 1. 6br, 1. 3br—Ket] JMS
m/e MH+) , THEAE 280. 22, SEIAE 281 . 3. FALLA BHE 77 o] F Tl 4 H BN, N - Gufi 21,
m—— %) TG .
[0244]  SC5ta 51]8 « 5 TR A Bt e K A A 1) 65 ik
[0245]  7E4E MU0 T 7E S A% 2R DLIE USR5 1 2Xk il 28 58 TR A IR e o e o 10 FH LT VR
P ARy R ECIE B8 77 B LIS ML ES N BEAT S B o 1 2— PR A ok Mk i ik &, o U i PR IR LT BB R A
(AR D) AR R ECIE 2] 14m L /NE P A BRI 51 & 5512, 2- 8 = -F ZL A fiE) (AIBN)
[R) VAV 20 3 PA SO EE B % AT 1O T & % Bt ik 3] 14m 1 /N b o B 28 B2 N TR A WK T A 2 B ol s Joi
=40H = % NRBCA G Wit ds , 55 a5 HAE65°C R InF20/M et o
[0246] A5 K 22 H/ N T BB EE R o AT AV K 1 FH — R e R B fie (M) A B , FH 7Kk 5%
=UIHETET
[0247]  BE 5@l F 2h R (HCL) ¥R (AMT i g oh) Bt ik RIS TR 8 R, 25 31N
BRIF HAETS C N IF 24/ NI TR T 48 2 A R i A KA W Bt K (4X) BB ek o ELER
TEHETE.

T SIEA BRI | A e
BA-ZE 2 oz INN- 3E
AX T8 HE TR

T # k| -AMB 4L BN | DMF
HRE | (mg) (mg) Be(mgy | BEEH  (mg) [ (mg)

8 (m
[0248] 12-A1 1 796.1 3.9 99:1 6.2 1193.8
12-A2 | 791.0 9.0 982 162 1193 8
12-A3 | 7860 14.0 97:3 6.2 1193.8
12-A4 | 781.0 19.0 96:4 6.2 1193.8
12-B1 17954 4.6 99:1 6.2 11939
12-B2 | 7894 10.6 98:2 6.2 1193.8
12-B3 | 7834 16.6 97:3 6.2 1193.8
12-B4 | 777.6 22.4 96:4 6.2 1193.8
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[0249]  SCHMI9 3,3 - (PRI IEIR —36) = (i k-3, 1-—H%) — LR MR T S S5 Bk
S B AT BB R

[0250] {1 1 B A AT 26 L 58 A6 207070 B TP A 0 v 2 5 K 0 0 1
Y5 5 R e 45201 93 5 B 40m LB TN T, FELRR GOS8, R0 e B
USSR A5 ANIAESS C R T ¢ B AE IR AR 1 (BB DAL 8/ 4% J 44 1 s
S A5 MR I T T 357K FIDMEER T8 24 BIF S , PR B (300 K (30 el B 6 F 5
5L 40mL HCLYE (AMT I ) FE 3 BAEAS P K, BN FLZE50°C
RN, SR AL 7 5565 C FLE I N T T L B S (4 . P
G PO . SMEUELIL 0 (3X) ok o 58S N I\ BRI T (5,30 % v/v7K 130 % v/v
B 409 v /v TIEE) /NI 2B 3R 4575 C R IR 2A/ N e PR B (20 WS
K GX) B IR T T

£ ok lE KR KR OA |
MY | 2(M2) (XL) JER Gl A et
e R
(A
37 1 N N2 5
[0251] “%aim ,*. ‘f\: N (éﬁ
Ey=4, * -1,10-
| T B | A BREE | S AMBL | M1IM2X | AIBN(mg | DMSO(m
it | (me) {mg} Fe(mg) L ) 2)
13-A1 | 6000.0 130.9 97:0:3 26.3 | 9235.9
13-A2 1 60000 4364 91:0:9 28.1 9696.8
13-A3 | 60000 | 8226 163.7 78:19:3 32.9 10528.8
[0252] o} T4 Fh T AE B SR A, S fn b B i A DN 5 B I s ARG R BEAE Sle ity s IRV T
MG E CEAARE R, I HAE TR P HGES R .
foh B4 | RRT BR 4 | Revh iR AR P H
. SEkbl SRS G MBI |
,f,{,‘;— %T* i _ s - - i " ’ "‘-Hir‘ #
" AW B MR & K| mur ey
[0253] (mmel/gy | (mmol/g) | (mmol/g)
13-A1 0.42 331 11.5
13-A2 (.44 3,23 (.29 7.2 6.7
13-A3 0.67 2.94 0.31 5.7 2.2
[0254] s T (RO T AR T IR %6 VR P s 5 %6 < B
[0255]  (HEPER+HS U A FR) x 100/
[0256]  (iH 5+ i S I i+ 3-OH— 1 2280 A~ IE A o+ it A8 L I+ IR %)
[0257] St 10 « 3 FH — i A e A8 IR A S TR I SR 0 TR I SR A )
[0258]  f AL AT 280N IR I 214 K /N B TR R RH TR 4% A7 Tk e 1) TR SRR AT L o 75 i

I R, A TR AR PR S A (15, 000MW) J A2 T R I b DA 46 1 7wt 96 YRV, 28 i e a8 38 [
JRBEHR P o AESEFE T AT 1, 8- RS e IB R N 2 e o i AR R o S R e il b 7 0F
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HMAEAR N BINE SR8 RBLRERAESS C  Indh2573 b — FLEERY B 4 SR B2
L FETEA60°C, FFER I8N R HT IR LI S X SR & W RO 2 B B vh ik i, O AR B (R
)~ 0. SMEUAAL N K (Z0) TR BE (320) Wik, 285 7150 C 1) J A AR TR 2K K i
20 MG (220 K GU0 daldk, R T 2T, AR HAC A S i .

Had | Red s oay AW | L aes | e

T * B A Hi A Ke 4| Wag | UBA
. e T a - " _; o

[0259] (XL) gy | © e ()

14-C1 | B EE | ZAFR 1008 |43 210|170

[0260]  XfT-FEAh A A= B SR A0, S8 b Pk A AU 2 (B 2 -G B AL SR A S BV
R4 &7 & RN ARE K, JF HAE PR HRIELS R

Kot B | Rt 8

A B
(i3

A ME B ME & B |EY
{mmol/g) | {mmol/g) | (mmol/g)
14-C1 3.08 17.6
[0262] St f) 11« {57 FH e o K B 45 1 A4 D I A 3 — DA U A2 IR ) JROMRs TR i (g A 22—
SEHRHT)

[0263] i o 4 M PRI G AL, 8— 3 37 e 5 BV 55 W 5 e K A 5 1 1 W BBC AR e 182 DA
T e K e SR TCAR 5 SRR, ki — BB A R SV . B e R a3 R e A
FAND PR R AR RS AR O T 10- (1= - TH-IR k3545 -3-3) 22 LT
1A R3- (10-JRZ2HE) -1 Fe— | H-BEME 384 , A% T- 10— (1-Z8 F—2— FF BL—-TH-Ik k- 3—$4-3—
5 ZEHETCAR 3 (10— YR ZEHE) —1-Z8F-2-F -1 H-WR - 3-88) I & e , SR I\ R i
VBRI RLEE ) o A PG BB 118 S N R 26 B 35 90 HAA SR DN BN RS - 28 )5 1 I EC
A T ) BB SR B IRLAE 60 °C TR INHA66 /N o SR 5 R BE (200) < IMERFR  IM&U AL
@) F7K BIR) Bk R AaMIFFET 2T

g
v

[0261]
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Roadi

Wz Ty
e

25 A 1l
Bapth

Febdh £
4

(g)

(g)

Bedk

R A

10(1- T

Hh-1H-2k

14 B2

oy

18- 0% | vk 3. )

1:0.67

14-B1 | 18- 8 | ok -3- 5 | 1:04 1 2113
% AR 3-8y %
}’,—}i&
16-(1- T
B & B B

23.7

IR -3- kA
[0264] H
10-(1- %=
B EH E+ f" 2
S e i b F-1H-BR ) . e o
14-B3 | 18-Zik ¥t | 0 . | 1:0.33 ! 174 |3
e ﬁ»}‘é,:)] T«":& “5"’ “32
A -3- K0 &
10-(1- %
T T
S B R 7 I o £ r v
14-B4 1,8~ SF 1% w3 B 1:8.55 i 237 5
FEEH T
)’\E"l"] _3_‘%{‘) %:}
[0265]  XFTHERRRT AR BB R A4, JE L a0 B B iR B ADN 52 L BI 5E A1-6r 5RO 2 Sk A s B YT

MRES AR R AT AREE FE, OF BAE R P i 45

fa o 82 | e B @ op | AR
BRI \BITR s | gk |
o BT | BEE L e | 8E)
ot S (5 TS
Fe ) = | /_%
[0266] (mmolg) | (mmolg) | (mmolg) | 70
14-Bi 0.56 2.49 11.9
14-B2 0.57 2.18 0.28 8.0 84
14-B3 0.653 2.54 0,37 4.4 R.3
14-B4 0.66 2.05 ‘ 5,0
[0267]  «FEAH TR IR %6 /E A Bl L & %6 «
[0268]  (HEPER+HS i U AFR) x 100/
[0269]  (HEEG+H#S i 4 IH B2+ 3-0H-1 254X - N bt B+ Il AU IR e+ AL TR
[0270]  sgjifs)12. BA A PERCARR IR AR L) GRABE-SSERI) I
(0271 44 157 % e G (ECH) TSI BB SS IDCHY 5 I T I s ) B0 R - 5 S e

HAINE A AL B E 7 FplIA B 29 12- 1488 J5 /K 2 e 4 3R & BELZE ¥ FFipHIFl
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PR AT-8 IR T BB R T8

[0272] g7 FIAKBEBR 7K PR TG A4 i) % B8 RS R sl A, 4 I R 3R U TR i) FREE )
40mL/MIL R o a HIN N B R, SRS TN 20 % [ TEC A GofF 1E =2 FE e A4 A 3 3 Je , o T 1E 285
BCAR IR B, X T 1+ b AR E A IR+ b, X T5- (2- (- F L) KRB ER) &
FRE AL S AURIEBCAR AN- Q- G- RBL R 43 —4- (F AL R Bk, v T-10-
(MLEmE $5 - 1-288) ZEAEF A 1 - (10— 28 58) MEme 84, DA B T-5- (2- (1H-M5|E-3-J8%) 2%
5 -5 AR AN- (2 (IH-W|e-3-3) 2, 38) -5 R BERE) 78 B b (17 W - /MR
BB R IR A AS00r pm R T EHE , IR E 55 C R0/ N I TS S AW P S 55
FHIMEALEN (B SR 5 FIZK (ZR) i A0 H R (0 77 S8 38 o i i st — B I s Ak
[0273] 51 FIC-1OMEE S5 55 R P e 42 ] 4% 58 X RIS ) S A AE i, 4 S L AE R B (25wt %)
BUNMP (5wt %) 34T 43 SN A 65°C 80 °C o 4 P 15 5B A M)t B iR kL i — REBHAT V4
[0274]

Bk & A
B | RER O X
F it A - ) B | (mg) | {mg) A (L)
15-A1 EFE il 0.07 0.2 2000 | 124594 | 630056
15-A2 B TES 0.07 0.4 2000 | 249187 | 12601.12
15-A3 EFK YRR 0.07 0.6 2000 | 3737.81 | 18901.68
[0275]
15-B1 02 B 0.07 0.2 2000 | 142697 | 721602
15-B2 n-Ak Fas 0.07 0.4 2000 | 285394 | 14432.04
15-R3 n-Hegh B 0.07 0.6 2000 | 428090 | 21648.06
15-B4 r- Sk 8z 0.07 (.4 2000 | 2503.11 | 12657.94
15-B5* n-2 3k Ty 0.07 0.4 2000 | 35083 | 177410
48628.1
15-B6 ne3e 3k ¥ g 0.07 0.4 70000 |2 1144911.0
15-C1 n-t Tk ¥ B 0.07 0.2 2000 | 160794 | 813115
15-02 n-t g A g 0.07 4 2000 | 321587 | 1626231
15-C3 b ¥ B (.07 0.6 2000 | 482381 | 24393.46
12171.8

15-06% -t § 8 0.07 0.4 2000 |9 157238.20

1O ot e f4-1-
16-D1 )R FHg 0.07 0.4 2000 | 48925 | 53107.5

5(2-(1H- 5] %

BT A&

-5 BARR
17-D1 H NMP 0.07 0.25 1500 | 25706 | 475104

[0276]  s)fii i 5~ H A i

[0277] %o FAp AT ALl 0 2 54 » A AU S ANBIN 5 SR REVF IR &5 A 2R A AR
XTSRS R R T L FE R S R v BV RS S IR B I &
fHAE TR HIESS

52



CN 105017481 B

i3

B B

47/53 BT

[0278]

[0279]

[0280]
[0281]
[0282]
[0283]
[0284]
[0285]

iR &

[0286]

B0 CHRFBE IS/ AF IR R &

el ke

= Zor F iE ,‘%}'};}:

Ami B Mz & R|E T @
H {mmolg) | (mmelg) | {mumol/g) R p*
15-A1 .65 272 761
15-A2 0,66 2.16 2.37
15-A3 0.62 1.89 1.98
15-B1 0.68 2.64 6.39
15-B2 0.67 1.93 1.83
15-B3 (.64 1,39 1,72
15-B4 1.93
15-B57 0.66 2,34 0,44
15-B6 0,67 1.89 2.00
15-C1 0.68 2.54 347
15-C2 0,64 1.73 2.02
15-C3 0.62 1.33 2.00
15-C6% 0.64 1.95 0.26 364 254
16-11 0.53 2.56 6.26
17-D1 0.64 2.85 0.31 2.7 0.73
TR AR

*FEAE A I RT L NAB TR Yo 5 A AT I o & % - B
(HEER+RG I AR ER) x 100/
(HE P2 +K8 i S B B2+ 3-OH-1 2580 A % - HE Be i+ 1 A2 HE R+ A R

S 13 - FHFE ARSI 5 O 7 )

a0

¥ 25wt %6 5 AT (MW 15,000) 7EN-F JENERE ST ER (NMP) = IR VA 0N 22 40mL
AN o 1) A B0wt %6 A2 1B (1, 10- R 3& 5% (DBD) B 1, 12- 7R 1 %% (DBDD) ) V& -
NI B R IR A Y AS0ORPMBLE Fit £ , I H NI 2280 C R 821 8/INE o 1 BT 154 i 76 FF 1
WIS, SR JE AR B (BIR) L0.5M HCT (%) H246 7K L 10wt %6 NHAOH. B8 5 7K (IR0 Beik - %

R TR RIS ER W0

B 2 1R 1K) 2 B WD T 20 40mL /NI o S8 5 1] HEIANMP , S8 5 I 20wt %6 7EN-
(2— (1H-W5| W —3—2) £, Fk) —5— 5 It Mt NMP FS) I VLo % /N5 3f IR AE BOORPMAREFE , 3 FL N

53
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[0287]

Bedf:
Hesudt N KA B B\ R 2 4 Bk NMP
LHRA | B B | Rk | (mp) (mg) | (ul)

3
By

18-A1 | DBD BARZAE | 0.06 0.1 2000 2847 | 127153

2 H )5
1&-B1 | DBDD | &48RA | 0.06 .1 1800 2282 | 12971.8
[0288] X -T- B Fh BT AE B 10 5 A4, ik AN 5 AIB I 58 SR 0 g HE VTR &5 & ok Al AR & .
N TAR G SRR, AZSE U S AR VIR T4 L FESR S R v IR BRES A AR B Y =
HAETRPIEL R

i -
}i BRI R o b
R R 0 § 5 5 S 0 & /"_;. ’E’%; ,y\;g F{
[0289] | . _ B P g
R ThH 3 . 2 o] 3 B Nt i
G L AWEIB WME |4 AW 4 &
(mmol/g) | (mmol/g) | (mmol/g) | BAY%® {p/g}
18-Al 0.60 | 327 3.03
18-B1 4.63 327 (4.34 36 2.1

[0290] 3 g AT NR T TR % /B N BT I is 5 % - BT

[0291]  (AHER+AS B S HER) x 100/

[0292]  (JH &+ 15 480 B i+ 3-OH—1 2480 A8~ I e i+ Fig 42 JIEL i+ HELFR)

[0293]  sZiifafsl 14 : FIFRCARISIER £ 0 W f% (R EBE—C L)

[0294]  JEIDEE 2 (MW 25,000) 7K JHCT (37 % /KA Polystep A-16 G+
TR RE IR AR AN AR AT SN B VR AR AESL N 2 4 R 2 WL (PRT) ZNER B IR
REMIAE SRR B 25RMPHREHE 3040 B o SR J5 £E 3043 A SR 40wt %6 1K) B 2R V30NN 36 SR
(ECH) o I T AT A IR I » oK S 7 23305 T 22 80 °C I 4 47 1 87N o K S B s H) 45 /N Bk
R EE (G0 K G0 IMEEAA SRR, BLR pH AL T-8 S8 Gt /N BRI VR T8

Polyst
ep
[0295] R & 4 Ale(
Fu# | (mg) A uly | HCIL) |mgy | TR (Wl | BCH (mg)
19-A1 | 225,000 | 446,595.81 | 51,618.48 | 37,500 | 1.693.734 | 24.205.81

[0296] Sy ¥ il 2% FHFCAAAS 1) /N Z K5 /NERFK EE 2 100mL e, S8 JA R H N — 5 Y
i (DMF) , SR JA I\ 25wt %6 FefA COnf T 25 LR A4y (RUF 38 ZR B0 T 3- R UL e iAoy 1 -
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TRAR-3-TRIE T J5e) FEDMF o P8 VLo 1 B S A0 2 Bt I DL S00RPMAREHE , 9% Jm ££80°C R ik 18

49/53 BT

AN o K S SE) F R B (B ~ IMER IR L IMEAL AN (FRIR) FOK (IR0 BEs AR G AR R AL
T
[0297]
B AR
A He JB B 5 B 4R | DMF

o Atk B RV | FH | (mg) (mgy | (uL)

20-A2 EFR 0.05 0.6 27427 | 6759.9 | 46381.6

21-B1 | 2EAERIL 005 0.6 27463 | 76294 | 463567
[0298]  Xob-T-Rp A Fr A2 B ) 585, ek AN s FIBIN S8 R W e NEVT IR 45 & ok M TR & o
XTTAR N A B , WS rh S IRV TR IER H AR SR S e IRV IR A A AR B S &

fH.fE RIS R

et B Re i &’
gox s E | BTR
Fa F = P9 A
[0299] 4
A WZ B WA & A | ¥WA E IR
P ot (mmol/g) | (mmol/g) | (mmol/gy | BA%* | {g/g)
20-A2 .15 (.64 .14 35,6 1.04
21-Bl £.53 .77 0.43 234 116
[0300] S5 A 1T AR YR 6 /E i il i = % < B
[0301]  (NEE+#S M AAIEER) x 100/
[0302]  (JIF&-+H8 it 420 I 6+ 3-OH—1 2484 X - B 45k s+ it AU B I+ IELTR)
[0303]  SEJifa {51 15« 457 FH 7 A fi FL FE) — i 4R R E 85558 IR S IR 2R TR ) 561
[0304] {3 FHC & A HARIEFE 28 10 24 FLIFAT B B BL A8 78 1 4m 135 3 U A v 34T I B o 5
F UaETAID BEWERT FEE LU Twt % V5, SR 518 L 2 v & e a6 21 1 4m 1 UK

B A K AT LI i AR IR IE SR AC IR (4,47 - (kE-1,3-08) — (1- 8- H) —1-
Y JL IR B $5 (TMBMP-DBO) 884,47 - (Rke-1,3- —3) = (1- (3-IR A KE) -1 - H FLURIE 35
(TMBMP-BDP) ) ¥ fif T~ FF B LA 50w t %6 ¥ ¥R HL A F T ARSI 28 14m L8 v o 1 IR
TR EMAETHE T T60 CINFRL8/INSF 1 BT T 11 28 BRIV 58 G103 K 5 76 FF B R A S, S8 S
FHHREE (B R) IMERFRFIZK (37K) Weid It HaZE TE & T

[0305] o T4 A T AL B 2 A4, Gl R fn b ok (R ADN 2 B I E -G B R St 2 IRV
MRES AR RAIAREE L, OF AR R R P HESE R

55



w B

CN 105017481 B 50/53 7L
L7 o S FTXA é 1 1;?'- ;.\.I-_-li.‘-'
Was | Rewm | xm b X\ Rad) FEERA
¥R (& (g} (g}
{mol}
25 "
22-C1 f%f P rMBMP-DBP | 1003 |02 1.03 | 0.056
2202 fﬁj’ R MBMP.DBRP | 1:0.05 | 0.2 1.09 | 0.112
20:C3 ;zgﬁ P8 rMBMP-DBP | 1:0.08 |02 115 10169
. B AR | ‘ i
[0306] | 22-C4 gg VA SMBMP-DBP | 1:0.10 | 02 120 0225
i B & B : . o
225 | T ITMBMP-DBP | 1:0.13 |02 126 | 0.282
A3 o o Ban . . . i
22-C6 f;f"‘ A MBMP-DBP | 12015 | 02 131 10338
B ,;" S N s . 5
22-D1 f’;}f A rMBMPDBO | 1:003 |02 105 | 0.069
< 3‘— & R : .
22-D2 iﬁ A B o MBMP-DBO | 1:0.05 |02 112 10137
B M & ke . :
22-D3 ;;K*ﬁ N rMBMP.DBO | 1:0.08 |02 118 1 0.206
22-D4 1"55‘% BB rMBMP-DBO | 1:0.10 | 0.2 125 0275
[0307] T
2215 f;f” A T MBMPDBO | 1:0.12 | 02 103 | 0.343
it B e ot B
[HE# | e h 6
A M E B WK
(mmol/g) | (mmol/g)
22-C1 Nogel | LAtk
22-C2 Nogel | Nopgel
[0308] 22-C3 325
22.C4 0.40 3.22
22-C5 317
23.Ch 6.41 312
22-D1 3.30
22-D2 327
22-D3 | 044 318
22-D4 113
22-D5 | 045 3.08
[0309]  SZJfaf|16 . A8 B EAAR I B K
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[0310] g -

A @mE Lo - GEng - - ivas
[0311] 4,4’ (ke-1,3- =3 = (1- B-IRA ) —1-FF FLURIE £5 (TMBMP-BDP) : 7E[R] JiE %
AR E42.34g (0. 21mol) IR LT AI20mL B B 4G B I #A 22 550CRF 4L 15-20 53-8 . SR )5
#10.0g (0.041mo1) 4,4 =P — (1-FF JE0RIE) INAR VAR o R SR A P12/
I HaE L B s 1 N, A AV Rl W S M VA TR VS B TR R CBES L LR VA TR R
SR BE I FH O be sk, LUE =0 58 U R 90 % o JERE T NMRAN B R 46 52 7740 o

Bra N AN,

[0312]
IR LS SR S E R g TRy

[0313] 4,4’ (AKE-1,3-=F) — (1- 8RR FEH) — 1 -F HLUR e §5 (TMBMP-DBO) = 7£ R JiK 5%
P AR E34. 22 (0. 126mol) ¥R 3E b 1 20mL F B A e RN 2255 C 4L 15-204r . S8 fa
#10.0g (0.041mo1) 4,4 - =P JE = (1-FF JE0RIE) A IEW 8 R BLR A VB FE L 2/Nef
Hodak 22 3 1k e B2, F 74 30 22 5030 o 8 kR I RO WDTTE B PTBR - 3 L LRI I AR
Jaid g I FH O BE ks, LUE =5 B8 U R T90 % o JERE T NMRAN B R 46 52 7740 o

[0314]  SZHEMHI 17 « Hrh PEACAK & i R & 0 %

[0315]  JEiDBE 5 2 (MW 25,000) 7K JHC1 (37 % 7K V&) Polystep A-16 G+
TR ORI IR A R JRAE SN g TR B SR AEBL SN g HH il 8 R S g (PET) /B 4

RLAE RS R BLL25RMPHERE 3043 B o R JE £E 3043k A 1A 40wt 6 (1) PR 2R VAR ) H I N B &
B (BECH) oINPT SR i 4 S5 R 4 T B2 T 2280 "C T4 17 18/INI o 4 s S8 20K /0s
AR (E0 K G IMESEAN R GRS B R pHNAT-8 R G 1K /INRVS R T
ﬂ‘;,%]j%o
[0316]
Polyst
o °p
PEI & HCL A-16(
LA ID H(mg) Aoy | ) mg) | TE (L) | ECH (mg)
19-A1 225,000 | 446,595.81 | 51,618.48 | 37,500 | 1,693,734 | 24,205.81

[0317] T ffill 4% FECARABA 19 /NER , B /NERFR 5 2 100mLEE  , S8 J5 INNDMF , 28 J5 I
25wt % BCAR AEDME H (VAR o 1 S ) 258, I DA S0OORPMAR HF: , S8 J5 7E80 °C I A 187N o 4
SN R EE (FIIR) S IMERTR IMGE AL (B K (ZIR) Beidk , SR G 75 THLAR T
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[0318]
Bt
LA\ B BB &4 B 4R | DMF
LEID | Bedk w ER | R | (ng) (mg) | (ul)
20-A2 ATER 0.05 0.6 27427 | 67599 | 46381.6
138 AR 3R
21-Bl Ak 0.05 0.6 27463 | 7629.4 | 46356.7
(03191 o TR Fh BT A B 5 A, S A s AOB I 5 >R i s IRV T IR 45 ol B RIS
T Y A SRR, A A U= R 8 o VR R G s IR R 45 S IR B I =
{HAE TR RIEL R -
“oF | BAE | EAR
[0320] ABE|BWE| L A EEP |
o (mmol/g | (mmol/g | (mmol/g | 4 #0 A & K
LAID ) ) ) BAY%* | (g/2)
20-A2 0.15 0.64 0.14 35.6 1.04
21-B1 0.53 0.77 0.43 23.4 1.16
[0321] e fd (AT NI B %6 /E 9 BT ik & %6 < BT
[0322]  (HPER+HE AR x 100/
[0323]  (JIFER+8 Mt S0 E R +3-OH- 1 25804 - NEL e R+ It 20 B+ IR
[0324]  SZE ] 18 - 1Ak B LR IR B O A4 ) 5 Bl
[0325] g iR Aeke (0.3mol) B T Fo B A WUE sC ka5 1 =S b o I\ TR R A Fir 15

VTN Mo 47 1 B FE I W& BE VAT (0. 03mo 1) VA AA-T- 73 B HH LA S 2 2MPB VL o 1 e I & e b 3
W X RIIAESS C R it ik 4 o o B 7 VAR T = T X, A, 24 7= ) A B HH
Tk i A 5 FH TR R R4 5 10 249 7= 0 R PR P, B 2% 28 25 TR R -4 7 8 e i v A
500g T B AICHAC 2 B EE SR A4k W ZRAE60-T0 Yo MR TE I P 5 22 VBT IR P 31 1 16 [ 44
Y, JEIETH NMRAN 5T 1825k 25 58 P24

[0326]  SCHEHI19: A1, 3 e SEmk S IR AL M RCARAZ M 2 5 I 5 1
[0327] g Jir i TR RSB Ia AE T7K rh O A TR JR [0 S8 S8 A A RO A R I 4 B 1L

3 BRI e B T AL W R R RN 2 SR U KR S IR E T C RS 24/
Vo HN A S S S R U ) SR e % i T 2X P B e O . SMER PR Be i VUM 2X 7K it ¢
VR B AR IR SR BB IE o AL BRI B0, R BRI HE 30 70 B, J2 B TR A7), B0, I
AT S TR I BT 7R o i KWk IR R IR BT R T v AR 25 7K o H e
AR R O R S

[0328]  SCE 6120 - 1 -Kedk—-3— (1-IR fedk) Wk SRR AL IR & ik
[0329] & i beke (0. 3mol) E T Fc B AT LB A HERE 25 =205 o I IR LA i 15

VBN 3V K BE BRI (0. 03mo 1) A T PAT R LA A5 21 2MIE o 1 o In 22 e v -4 e L4
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45-50C T HEHEE - 55 R, HAS AR LTI, IR W ad it v 24 7 M 500 ek
90 1 10CH2CL 2 FY B R A K, USC ZEAE60-70 %6 A4 BHKI G [ A, e P THRIR M 21 3 ] 4
AR TH NIRRT TR R % 5 7=

[0330] i 5121 - 1R 58 FE-N-HE g SHIR AL 11 £

[0331]  7E30°C T T-5/ N P i il ZUSREHE AT 1, 10- IR 3805 (337 2mL5 1. 5mmo 1) (IR
OB AL A B EIHENE (50vol. % 516. 2ml;0. 1mmo ) o 8 INTE MRS KR A M InFh 245
CRFBE 18/ o I S L TE A W0 v 213 48 i 45 Bt D e s A IR s ) G - I Je
(3x100mL) iR ¥EH T B2 T @ H NIRFRFR ok 5 74

[0332]  SEie 5122 - Y5 58 H (FR LK I 55) S0V I ok 14 i %

[0333]  FJ#:250mL SchlenkBEIRMC & BE A0 HEAR VIR 2}, F RIS KR 25 o 8
IRZEHE (73.0g,0. 24mo 1) VAT B (50m1) I I A BEIL KTk A M AL ik £55°C
IFAE SR NI B B A s S E90 4 B A NN 1 - BRI (4. 0¢g,
48.7Tmmol1) o AN AN » 45 S REAEDS 'C I 36 /NI o 74 A S B I 1 23 B 25 8 51 o B i A
150mL T HE FI60mL 2, 8 2 BE AR , I J8CEAE 70 WO 3 o B 25 iR )2 Rl i T A 38 (=
SR T/, 90 1v/v) Zlifk U 68%

[0334]  SEjitfh23 « (4 fE A -N- (2— (LH-W| Wk -3-5) 2, 5%) —5- SR Ik fi%

[0336]  ¥12- (1H-M|Wk—3-35) 2. (5.10g,0.032mol) F1 — F: 7R H£ 2. (7.23mL,0.042mo1)
FE100mL — S e 1 A TRAE DRI Th 2 1 224 °C o 4 5- AN S (4. 2mL, 0. 32mo 1) VA fE T
50mL & B I HAZE N 22— (LH-M5|10k -3 358) 2. B VAR o ZE VR N IR) 4 1R 5 el B AR 3 7E
4°CEA T IG5 S B FHE 2 2R IR 2/ N RIR S A IN HCL (2x150mL) 57K
(150mL) ¥ FINaHCOsI&E ¥R (150mL) A5 7K (150mL) Feigs « ZMgSOaT-1 4 ALAH I i 48 . Sl i bR
AR TE (R, 16 % BT & ) 2l Ak =4 - R 134074 (7.9 50) , Ny i e [l 4k
(89%) oMS m/e MH+) , T+ 5 AE279. 13, SZIME 279 . 16, A] 8 A1 A 1, 0 A& 24 0 i e b2
WA 2 (LH-W5|W —3—3) 2 Jie il 4>k HL e B T 2 R R R e A4 (g an, FH3-FR LT -1- B q4ck
] Leu L M4 o

[0337] 5| NA KR BB ARG SE it 7 SR E RN, & iW7a (—) 7 "an (—) 7" the (i%) 7
MR BRI —NERE N LR AE LRV OFE N EH SRR HR
TNER T T EER 2 Aher] LA S B

[0338] 25T Bk, KA B, LI 7 AR IR EA B B IF HIRAG T H e GRS R.

[0339] PR T-AI%S kSR A W 29 MDA S RN 9T 715047 R0 AR A T AN i 125 4% B 1)
O FE WO AE B A A B i ELAE B P B 1) SRR S AR R A O s T ) AN 2
PR 1 S
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