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130 (ITT1-A) 5 (IV-A) B S Ve 2557 Bl i sh e il 25 iy Rl E i S
o3 BSR4y A DR ) R B AL I 25 P ) O -

(\ O/\/O OH (\O/\/O OH
OCH; /N‘),\‘\CH 3 O\/\OCHs \(;I//\N)'\“CHE'

S~/ "COH(TI1-A) 3, S~/ COH(IV-A).
2. BURESR L &, Kb Frid b & B A =0 (TT1-A) Bl 2525 BT Rz i 2k .
o~ OH
OCH3 /N “\CHS
S~>\COZH

(ITI-A).
3 BRIZEKR L &, Hrp Frid b & BA 20 (TT1-A) B H 4 & 3 slihl -4 J@ £h

0/\/0 OH
Cg; O;\//\N)_\‘\CHE,

S~/ “coH
(ITI-A).
4 BURZER 11 FR , 3EP A 4 B 28 (LTT-0) S e
(\0/\,0 OH
OCHs N CHy
sj\cozH
(I1I-A).
5. WURIEKR L &, Hrh Frid b & B A 20 (TT1-A) B4R ER VB 3h 5 sh el 4k

(\0/\/0 OH
OCH3 N ‘,\CH3

s Poop
(ITI-A).
6. BURIZK L &, b prid b & B A 0 (T11-4) -

O/’\/O OH
OCH; \CHs

_N
S\>\002H .
(ITI-A)

T RURIESR M g, Ferp i e & B AT 3 (TV-A) B 25252 B3z (1 2h -
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o ~O OH
CC\/\OCH;-, xN\)_\nCHa
s—/ YcoH
(IV-A).
8 AUHIELR 1 FHig , Herh Ik A S B AT 2K (TV-A) B 5 Ja 3 B+ < J -
o ~O OH
((\/\OCHE, /\N%..\CHs
s~/ YcoH
(IV-A).
9 AUHER 1 g, e ik A S HA 2 (TV-A) BN ER -
o ~O OH
g‘\/\OCHg, /\N)\..\CHs
s—/ YcoH
(IV-A).
10 AR L g, Ferb ik A S EA 2 (TV-A) BOLARER VA 2R 45 Eh el Bt -
o ~O OH
Ci\/\OCHg /N\).\\@Ha
s~/ YcoH
(IV-A).
11 AUCRIZER T g, Horh prid b & BAA 20 (TV-A)
™ o~O OH
O~ "ocH; i

“CHs
S\)\Ct)zHo
(IV-A)

12 BRI SR L) &, Ho rid b & B A 50 (TT1-4) 3 (IV-A) B 252 n] #2246

13 BRI SR L - 12/ A —TU Y A , Hoh iR 20038 & -5 BT il 52 08 4 5 it

14 AR ZER 13 B i, Foip Brid 299038 & T3 BT i 52 303 11 iR FH

15 AR ZER 1314 Bl it , Forp BT id 259 T4 B% — RN BT il 52 303 it FH

16 AR ZER 1310 B i, Forp BT i 259 F T4 = R0 Birid 3260 2 i FH

17 AR ZER 141 B3, Forp BT id 259 F T8 R% — RN BT i 52 303 it FH

18 AR ZER 1410 B i, Forp BT id 254 T4 = R0 Birid 3268 2 i FH

19 AR EER - 128014 - 18FAE— T H & , b Frid 259 H T LL0 . 1mg/kg-100mg/kg
(1) H SR 0] BT 32 02 i

20 BRI ER 1310 A& , Hop irid 259 F F-LL0. Img/kg-100mg/kg (1) 45 H 771 & %F Fir ik 52
P it A

21 BURZER 19 i, Hop FriR 59 H T LL0 . 1mg/kg - 50mg/kg (19 & H 7 F X Fridk 52
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A T
22 BRI SR 2008 F gk, Horr Bk 254 FH T-LLO . 1mg/kg-50mg/kg K4 H 7 & %F fr ik 52
A T
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4" - BT E XN g

[0001]  FHICHITE

[0002]  #R#E35U.S.C.§119 (e) , AHIEE R T-20114F12 H16 H 222 19 32 [l i i & F1 B i
U.S.S.N.61/576, 9200158, He S AR HTEE NS

[0003] RS R

[0004] 7% B2 A 3 [ O SCHF T 75 22 [ [ 57 ARG S0 R [ 208 PRI  YH A 3 40 95 95 Al
BT BT National Institute of Diabetes and Digestive and Kidney Diseases
of the National Institutes of Health) 25T H#ZAL5R37TDK049108 F 1 1) - 55 B
AT A R W B FELLBOR o

[0005] & HHIS &

[0006] RKEWH UM WHIFLEA T HEARIPHHEALE Brittenhan,
“Disorders of Iron Metabolism:Iron Deficiency and Overload”In Hematology:
Basic Principles and Practice;3rd ed.;Hoffman et al.,Eds.;Churchill
Livingstone:New York,2000;397-428. K1, A i B 120 U 4 JB 10 Re @ L BT8R =
PRI, SRR 9IRS AR A T B B 17 fer I B 4 S B A
(fian , i E A ) A Z M al Nt B2 SR, BRI R SRS BT
MUA R .Conrad et al.“Iron Absorption and Transport”Am.J.Med.Sci.1999,318:
213-229;Lieu et al.“The Roles of Iron in Health and Disease’Mol.Aspects
Med.2001,22:1-87AERE—Fp B ILH, Al I8 5K UIT ARG T 32 16038 PR AR KT 28
T, 0T BRI 3 i L7 32 5 S ) B R 97 47 SR A, 4910 40 P A e i 2 23 I R B B 1 A s e 1
PEFL M (0livieri et al.“Iron-chelating Therapy and the Treatment of
Thalassemia”Blood 1997,89:739-761;Vichinsky, “Current Issues with Blood
Transfusions in Sickle Cell Disease”Semin.Hematol.2001,38:14-22;Kersten et
al.“Long-Term Treatment of Transfusional Iron Overload with the Oral Iron
Chelator Deferiprone (L1) :A Dutch Multicenter Trial”Ann.Hematol.1996,73:247-
252) , i RK VI TE AR IEA R — Tl £ o 721X L 4k i R 1 e 27 A Ak, T 2 2k R R U 2 S A FR)
ZLANMNL o BT BR 25 20 40 M LAVR T k8 7 s 1A AN B TR H Y, PRt — T 25 k) B AT R 2
BEITE.

[0007] R AN K 1 5% S mIF e b ¥ o Bk R (A A P 5P 23 1L 5 6S 1) 8 97 47 1) B
J7i2, U H R AT DRSS T 097V B2 8B, — Ml £ B8 % B (Streptomyces
pilosus) A2 B 7S BCAL NG IR £ R 2 T AR & v Ik FHZ o SR THT » 2Bk G BFF A & — Fh B AR
B G TR UM R R AR UG A, 22 BR B 1 RS AR 22 , DRI 75 22 15 Ah 4R 24, iX
Al FECAR ) B, X T BRI ST AN B E S .

[0008] AR, AT 1 K EI & B4 B 2 A AR J9is A2 1) 11 RIS 1t 36 97 5750, 451 anmt v
2 S ORIt fi (PTH) R nE g A AN, N - — - (2-F2 2R3 4 — %) -N, N’ - — £ (HBED) ; %%
M 17 AR B X 28 5 A 71 2 G BRAR I 6 JB 26 Ve 97 I R I M g (B dn, G 2 #5
T8 E RS AT 2 I B ) AW IT T RS (siderophores) CLFE 17 B 2 AL
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P BERR o SR , B B 3= AL % BERR 25 F I tH AN AT 232 M 23 e, HL ISR SR A Wl &2 1) 11 AR
P Kk B, RECE R T RENSRBAAE RN BEAR, HR2 RO H,
REATIMEFEATE & FT 1097 K f

[0009] HHFF T B EH PR 7 (Streptomyces antibioticus) 38 T M bR 14 2%
WAL E OV T 22 E (desferrithiocin) ZRAUM), ALHE I & 24 2= i &
(desazadesferrithiocin) FN8kmm 2 R WESAUMDVE v F 36 7 B8 7 fr 1O 1 RRGS PR VR 9T
Ao I T IX B RAI I TAELELL R E FRPCTH S A A BTtk : 199948 H31 H 22 HIPCT/
US99/19691.F20034E9 H9H £ 3Z HIPCT/US2003/028304 . T-20064E3 22 H 23 HIPCT/
US2006/010945F1F-20084E3 H 14 H #E25 fIPCT/US2008,/003433 ; #4455 — HA i 14 5] A A HA i
TERZ 2  COR BUX LA o] TR T 5 4 5 PR B fur A OC 195995 , 4 bl 19697 2k
o A RS e A I AR e LA s B L P R A o s 5 R 1 IR BT A 2 R
F R B Ay B v IR 2 A VRN PRI T AN RS IE 7R T

[0010]  JR %8 I 3k i 2 #h 55 Bk W8 A1 far AH OC , 5 s B HE B B AR M L AR b L B WO Y
(irritable bowel disease) P& Sk 440 A1 B EVE 0 22 0 5 B 3B ) R I R ANAE T
FEAH I P o A, B AR M T b oA D 28 2R 1T HL A 22 A N 2R B RO R 45 1) 3
o B BBV 32 B T e AT B AN SR T 48 1 b AN R B S B TR T L o 2 2
FH R0 1) A X 3 2 3t By 51 RS ) I HLE e 152 82 19 Ko [X 38, ] S B RE A2 20 5 A
0 Ry Y P B AT S B o PR 4 A2 F TR 2H 2 R R S ) AR A B
S8 o Gy W W5 (IBD) A& — Fh T Re P4 s » FAFAE AE T o AT ArT ] Asr I R BT 7 129 A A
& E A IEVS A/ B RS R TR K 2 B IBDAS 2 5 B P () ) R (ER X T R
HIZIRRER B F S, FO 1 2T A% 57 0 KRR - B J W& 1 Sk 4 24 S LUK )L
FETC) B BRI, Ho2 548 N GRAAR SR B FA  BR353 1 B DL TR R o BT 1) 3K S 4 7 2
U RRTT  BFEIRIT I i

b ES
[0011] A& B IS F DL R A K0« 2 oy 95 60 965 3 BE AR 1 A 6 12 Sk S 140 « 2 U B o
(IBD) - 2% A P 8 v 4249 LA S L 9 93 R0 RE B R I AL ) 20 B Ui 38 0k N 3 12k 4 7
(reactive oxygen species,ROS) fUFEE AN & ¥ i FALE IR IR AR KL H 3L DL L3
O KA FOUF S E SRR AR R BLTE BRI 2 [ pR O 2 R T T B A Lk
ER A5  TBD 2 H I F JEE VR P13 1 B B BT ik o A AR AT T B AR L i S R B TS TR R
(RIT R o A5 40, A ) R G P P e ™ B8 1 5 AR S 28 Feen ton B 72 A s B 4 R IR S8 0 19 ol
B UL TR Jrid s | i A — Fhim A 2 Ade ), ROy gasmird x5 K%
BB LR AR R 8 1 ORI i B 8L o B A 5 R 4R B 25 7 s AR Ak R R (g, BUSR I R)
P Fe ™ B IR S Rl Fe P L 4k B3 EALIE IR, T R — N 1) R G 2 o

Fe(ll) + H,0, Fe(lll) + HO" + HO"
[0012]

Fe(lll) + O3 - Fe(ll) + H,0,

(00131 [R]th , 3 S50 it R/ 5 2K 3 JO7 280 0 0 R 346 S LA S T i « 0 Pk SRl 15 Fe
TR A v BV ME AR IR R R e e B R BT, DT A RE TR Bk 5 28R 4 i v
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O B = A T SR S N P A g | RS A P AN A 2R ) R 3 1 E 2 o TR I, R SRR A7 e e (f91]
un, PG PRS043 S e A6 vh L TBD) (iR R 7 R 5 A B A A A I R L 7 S A IRl — R
AL TR TR R IR B R 25

[0014]  C&Wtk T 2 MA B AEY) KRG 2 TR 22800 2B 2= XU, 5 28k
Wi R B2 0 LL T EBRPCTH i : T-19994E8 31 H A HIPCT/US99,/19691 . F-2003
9 A9HFEAZIPCT/US2003/028304 . F20064F3 H22 H $#£ A2 IPCT/US2006/010945 . F2008
3 A14H R HIPCT/US2008/003433 . F-20104E8 25 H 423 FIPCT/US2010/002336 ; #44F
ANHIE BI AR FIGE NS AR BRI AT A 2 WO 11697 4 5 M 4 Ja b iy ) 1
AW FH 16 97 5 TR 30 R 7 Amr A O 1 95 9 A L 91 an AN FR T, BRBEAR A | 2R
IBD . P P Sk E8 40 49 A1 LR VE 400407 o £ — S8 S0 77 B, AR B R R R N
= () :

Ry
0 0
R R,
N
[0015] Rs = Re R,
Rs S
R, O
R6 ?

M
[0016]  FLARR Ry UNA HAE T RE 3o A 85t 7 S, AR WIE A 7 AR 4 - B
TEBEER 73 1) 5 BB 2 R (BRI, R N BE R 7)o« ORI LU v] HI 3697 5 R ek
TR A7 AF S )09 RO AE » 49 4, F A BRI o A R L SN S B S B2 A 1R B
(ROl o £ — eS0T S8 R B S AU A7 £+ G (CSF) H , IR s mT FFR 77
ARZEIIF U P 5 S R A5 B2 o A — SRS T SRR, R LI SR i HE IR
PRI AT P 907 IR B 08 s AR 1 o Pl X 8500 15 5 4% B AL R B 1 o R AR B Y B
BEk SRS AU B H AR G o DRI, 3 e 2H RN AR B b e Bk 1 B AR 250 Rl i
B3 BRI R (R A P
(00171 FEeF iz AR, AR ISR 16 7 AT 55 Ja B Bk G AH 5% 1R BT AUAE ) 75 72
AN T8 T IX S ARAE (1 25 AL 9 A W I 1 Be Rl AL & WHE 6T 5 R
PR 7 A AR IR AR AE (1038 P o AR R B IR S I 1 B0 48 w] 18 71X S0 A e
Itk & AN & P alr &
[0018]  —Jjif , AR WISt 1 B BR Ty B BEARVE 1 U v, Ll R A2 E 4 T A R
=X (1) A PILL T SR T7 BB AR M o 2 R IR (D) 1AL & ik AR 30 2 6 A 26
B BT SR TS Bl IR mh 51 kS A2 405 (10 37 P A 1) A o X S 1 S e X R I
FIRLI I E A 5 o A R IR 4R A 1738 TR M4 25 i 25 AL & Ak (D) itk & VAL 4
SRR PR NE P X 3 o AE S8 SE T SRR, BTk IR &R 45 25 1 25 AL & W) e
HRBE 3 (D M S P BHH S Yt n] 4 5 MR8 25 R 7 SO AR I
[0019] 55Ty, A B IR Bt N O A MLAERE N B B SR kR T () 4 2R B 2 B BR 25
RIS A0, $EAE 1 IR 77 Sk AR 45 05 G4 P Ak Sk B 4503 ) S o TS S B R D5 s A

7
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SISV S #4505 AT AR BCRE LT BRI SR, AR BRE ey 2 s =
AR (AR A IE S0 A8y o fE S8 SE it T SR rp, AR W iR A 1 A2 W E 45 T A /L
=13 (D LG LL 5 8 Sk sl 5 4514%5 (vascular compromise) A2 I8k £ —
BOSI it 5 S H  PId S2 1R R A Sk A O o AE LB ST SR, BInd 32 il i R el
RS, R A e (A, PR A ) o AR ISR AL 1 TR ST Sk R T R 25 4L & A
(D) Ktk &AL A EYILEIRTT R0 T i & o AL — 23R 7 Sk M D ) St &, 4
S (i, 1 ARE i B A1) 45 25 Frid X (D AL S s 4L 54 .

(00201 5j—Jyi, AR ISR AL 1 HI R 7 A A JT R Y I R A TR K D5 i I SR T i A
[ 47 25 Hp s ol e R AT A5 R 1 32 20 7 3 (D AR S o fE SRSt S8, BTk U7 ik
BRI D& BA A P ECE A AT ek 321308 4 T A RCER (D S A B2 IR
TEARBIFAL VTS T RIS 0 5 H S I S A 453 075 2 B A T BT B 2 2ok
e P P AR R R AL A5 A0 o K SR P e M e DM ) I 7 A R 90 8 Bk B T A e A
SESTE T S, IR 2 AR R R L LR AR b AR L S T S, PR 32 A R A i
AR fER AR ISR T IR IT A R A S A (D AL &AL &Y
TR A R R o A 2R YT A TR SE R T S, A B vE (B0, 1 il B A1) 45245 Prid
(D WA EYEH S

(00211 5yt , AR WISk 1 TSIy Byt P E VE 1R 005 (4 D v o PR VREVE 45305 e R T 3
I £33 [0 4 IS A 1 i P SR S o ) A P A 46 0 XU (19 321K 45 7 3K (D e &4
A S P A S0 75 1 S A B A i P ) 90 28 R 0 ) PR 8 o S I T R R4 B (1 22 Aol
JEUEA 51 - 25 L JUREAE e A S g B I REAE TR (B, D ETFAR) , DL e A3 F Rk
ARSI o A B SR 1 F T 3B A 7 FREE 45 3 i) 25 AL & W L K sl (D) ik &4 An
L& A T AN ST R REE B 403 v B R o AE TR BRSO W R e B
Ptz 730 (D KA E A &Y.

[0022] Ty, AR BB Bt 1R IT 5 B i (TBD) 175 1% » R B P S8 % A2 TBD Y
FIFHLI P2 BB R BT BRSO TR AR B S AR R BN/ Bl B i B
S A B 2 B P BB 97 T 9697 IBD o 76— LSt 75 2, BT iR 7 v A4 1) 523
B TAREN O M E VB H S YILIRIT IBD A K BIE 52 4t 167 IBDI 54
AR (D) Mtk &R & Y5 1697 IBDHR ¥ FH & o 72 YA 7 IBDH , Bl &3 (il , B
) B4 B ikt gs 1 20 (D )AL SV 54

[0023] A B4R Mt 7&K (D WA & e A & YR ul & B TR T s Ak
S (B, A vk S A0 A rp (B, HY kAR rh) SRR 540 AN TBD » X JE 7
SRR S G DB AR R S T BN A ST R
B R TR A TN IR T R BRI S (B, — 10 R 14k — ) |
B TR o B 1T 3 T 35 D B 1k E AR R S IR O B AR 5 A5 B U B
XRAE B AT RE A B LA QS [ A 24 i BB B (FDA) BT 2RI - BT Wl &3k T A
WIS T4 T S Vs SV A B, B A TR B2 251 Rl A BcE T i B
g5 SIHITEST 25 o

[0024] 7 W ) — T 8 2 TS i 77 5 ) RIS R AE DA T B St 77 =X St 48] L SR 22
SRR P o A0 o A58 BH A5 AR SR A5 7T 85 1 &y I 345 21 A B 1 e R Ak H A AN

8
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PEso

[0025] A< H1 375 B 51 U226 SCHR X 0T RF 2 T SC & L 0 B3 A 4R L A 5 I A
HIE1ENS % .

[0026]  5E X

[0027] DA B VR4 R IR Ry € B e B AL 7 ARE I € S AP AR R H I At &R
¥R TG 2 R 13 , CASHR A , Handbook of Chemistry and Physics,75"Ed. A THRA T,
IMRE € B RE B 4 AS BB BT IR AT 7 o A , A B S 1 — R R B DL SRR 5 B RE T 2 A
EHE5A F0rganic Chemistry,Thomas Sorrell,University Science Books,Sausalito,
1999;Smith and March March’ s Advanced Organic Chemistry,B“lEdition,}ohn
Wiley&Sons, Inc.,New York,2001;Larock,Comprehensive Organic Transformations,
VCH Publishers,Inc.,New York,1989;Carruthers,Some Modern Methods of Organic
Synthesis,3™ Edition,Cambridge University Press,Cambridge,1987 .,

[0028]  AS BRI A A W] LA BAAR ) JUART B AR S K T AR AE o A W o o T IR Rk &
Y, 045 FC AN S 2R A AR (R - RIS - 0 ik 3 A AR AR XS ik A 4 (D) - A9k (L) - 744
& ANE TR ST L EIREY, AR KA TE R Z A

[0029]  FEALik —Fh A A/ R B A AR R R Dl 72— L SE i 7 S, BT DA RUE AR B
E L FRY Sof ke S5 A A% ) 2 2R A4 LA TR R A 06 5 s SR 7 B A B AR 1™ o A R i T
H 0657 & R A0 R AR B SR 7 = A B IR AL A Ak S W H 53 B R EE A9 B — oo e e
A o AE— e ST T ST, AR R WA S W) R 22 /D 2970 %6 B B ) DI 2 0 B e ) AR A R £
— el Ty R, AN R BH AR S R 2280 %6 B ) I 3 o W S R AR A 7 — R S it
FEr AR A S 222190 96 H B IR DI e Xof Ak S A A 2l o £E L STt T SR R, BTk Ak
P 2 /2995 % (98 %6 599 %6 BB (1 A0 0 f Hule S5 A AR 2 S o DA i o I S A A T e AR 4
AR N 53 R 5 07 VR AT VR & P B, X 8 T R L T v OO i
(HPLC) 1t £ 1R ¥ i S 25 oy B30 3k A0 Bk & il 4% o 2 L, Bl il Jacques et al.,
Fnantiomers,Racemates and Resolutions (Wiley Interscience,New York,1981) ;Wilen
et al.,Tetrahedron 33:2725(1977) ;Eliel,Stereochemistry of Carbon Compounds
(McGraw-Hil11,NY,1962) ;Wilen,Tables of Resolving Agents and Optical
Resolutions p.268 (E.L.Eliel,Ed.,Univ.of Notre Dame Press,Notre Dame,IN 1972) .
[0030] ek S 0 , 75 0 A 5 R 1) 45 R348 2 2E A4 X B ASLZE T4 — ANk A
722 B 4 T 2 A LT I 0L T s BB B e, s O 8 e
Tk (1) 25 K ) A B ) B3 A8 A R BH B J B Y o 3 R4k & 0 mT AR n 2 Al T B A e
RS B K VR I 71 o

[0031] 4% Y — A HAE Ve [ I, FL S A o B — S BB A VE ) i I Ya g an e
J= 8781 - ORI O O N N RN G G N RN N SN OSSN OSSN OSSN OSSN OSIIN ON O
CysMC; e

[0032]  ACHAiE BT IR TE “GiA0I”  “BEA B Ay B0 20 s 7 18 1 2 ol H T AR B 1)
WEY, KASEE 5 B PRSI B 4 & YA S AL AL &9, AT s 75 ik
HEWAEE0.5%.1%.5%10%.20% .50%75% +80% 85% +90%95% .96 % «
97%.98%99%99.5% .99.9% [ i & , LL45 € FF it BUAL & W00 F B v o A — TS it 75 56

53 1-4 1-3Y71-2Y72-672-5"72-4>72-31Y3-6" 73-5
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BRI 2 .7 %095 % \98% 99% 5099 . 9% 1) LA {140 , LA 4 5 Bt o
EPE R

[0033] A< Hh 5 PRI R % “WE L™ L 16110 2 ELAT DL F SR 2EH]  C (=0 RY-C (=0)
OR".-C(=0) -0-C(=0)R".-C(=0) SR".-C(=0)NR") ,.-C (=8 R"'.-C (=) NR") ,FI-C
(=S S®") .-C (=NR") R .-C (=NR") OR™ . -C (=NR"") SR #1-C (=NR*) N ®R"") ,, e R"
SR s B R IR A e 2  BROPQRR R B RR 3 32 < B AR A B 2 5 BRUARC
BR BRI IR 2L , PR ERAR IR BT SR BRSO B AR S8 I IR 7 1R ; PAoIR Bl
FEIAR IR AR IR S B B R SCBE R 28 i 07 1% s PR ERAE IR L B B B
SCHESCAR SCHE R Bt s PR ERAR IR  BCACH BOR BOPCRS S8 B AR SCBE I I 2k« BUAUAY B
AR B R 5 B SR B 77 2 L BRCAC R m AR A 24 7 2k T 07 J S 2 2% M1 M e
KL B AR I L A e R S T B S O O R L IR U R R L IR U R A | e A
e IR R AL | U7 AR A AR | R 0T RO AL L - Bl - IR DR A | B - IR IR DT R A L -
B - SR B - B A or S U | - B S B R R B - B - A SR s R A
RY I — S RS - 556 - T 44T o 75 )2 ) 19 3 026 PH A 3 86 (- CHO) IR R (-CO,H) il I <
Fig S P Jiz T S kI P 2 25 Y TR R R AR o I B A 2 B FRAEANBR T, A HR G ik 1) 2 BUR
JSCRRE 53 B AT s BRI, (5 4m , I T e AT Joe s L 0 i L o L R IR DT IR R (] L 2 IR I L T
Fe AR T7HE WL R R R IR R AU VR B R I R R L R
J 05 R e R R T R e AR R b AR A D7 AR R DT HR A e 7 R L T
Wt T 0T IR S AR IR R SR e SRR L A b R R L O R RO R AU IR T R R
Fe IR T ORI A | e R AR e R AR L DT BE AR R L A 7 AR A AR S, UL R A
LA AT g Bl AT BE AN BE— B YD) .

[0034]  ARiE “BEHEAA I 5102 CORY) 1 “BURKI R EE” , SR U ) AR H 335
e R B AR [, BB e B 5 R TR

[0035] A H{ i By B AT “HE W7 16 0 45 VAN AN A ) L AR 05 e ) BLRE (RP AR SC8E) <
SCHEARFROARFIFOIR (BRI ke, AR — A B AN B A R A U 5 il R A
GBTERLAR I, A A MR B A R EANIR T, e AR B RE VIR e AR R A3
BREEEE I3 o DRI, A S BT T ORAE “be 257 G350 BLRE e 25  SCBE e B AN o B R T - LMY
P55 FH 3 000 RORAE T “f 27 | BRI S e A, A R P B ORAE “BE AR L AT
e SRR i B AN A BUAR R 2 [ o 72— e STt J7 v, A RS P I “Be 07 e T 48
AORLE ELA 1- 20 S5 7 B0 g 107 1 ] (CFR AR IR BRGS0 E S
FD) o JI M e 5 A A RS B B AEANRR -, 2 F 475 3k 1) 32 BUE B 78 3870 AT e B E (491]
ar, J R R T e 0 i bR R R IR T R (] L AR BA R L O Ak R T AR (R VR R
B AR EUEE U VR S R IR FR I IR L B IR IR A R MR R A
b FE g B b FE a7 RR U L A O BRI e R O Ak O B e Ak IR TR L 2R T T IR
KL B AR I L A e R S T B SR O O R L IR M R B IR U R A e S A
NS S YT e N e NS SN L ) W e 3 RS AT I = AT = S =i
BHEEAR)

[0036]  ACHITE Bt IR 1E “e 5™ 48 00 RAB A . EAE B S e 5, ol B 2 AN SR 1
A B A L 20N BR BT IR R0 3 o 5 — S St 7y S8 v, AR W BT A PR 0 e B R P 45 4 1- 20
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ANBR R o £E T3 IS Jt 7 58 AR W i A FH R e 2 AT 5 A 1 - 15 SR 1 o £ 53— TUSE
Tt S B A I e R L B2 1 - 10N iR 1 o £ o3 — TSt 7 S8, P (56 FH ) ot B 3 (4]
A -8RI T o A8 3 — WSt 7 G, o FH A e i ik P 5 A 1 - 5Nk 5 o e ek 1) SE 481
BFEARR T, L LR VIE R R VIR T B T R P TR PR R LT
B IEHE B SEE IEC R POk IR PERE IR SR IR SRR IR b T e A A
A — A A B o e ik P B B A8 (B AR -, A 1 1S P ) 3 BUE BiAs 72 7
I AR RO, (B, Jig 0 I 3k A e Bk 0 0 L R S 2 I DT IR JE [ i A0 L 55 B L 55
B AL A I B U R UL R B R R AR R S o IR IR
BRI IR B R A e A i T R IR DT HE Ik e T A T ek L T
JOT TR AR A T IOR SA I e S SR IR e S S O R AL R BRI L R T R A L 2k T
TR T e R B i | e BRI DT BB A | R 0T B A A | W A R R AR, A BRI R
AIREE AT BEANIE— DA AR

(00371 A HF fir I AR “M k™ fg I8 bR 25 AN SR T ATAE B BT 20— AN U
P L B S S T 20 PR B R T o AE iy SR, AR W T A A A B B A1 5 A 2 - 20
AR T AE— LS 7 S, AR W B A TR A 5 2- I5 MR 5 o 7E 5 — TSk
T3 &, A A S 2 5 B 2- 10N B 1 o AE HL B SRt 7 SRy, ik I S A 5 A 2-8
BRI T o AR B SE M T S, PR M S Bk B 5 2- 5N SR T o i S R AR 0, 2 A
B IR A T EE - - 2- T - 1SR, AT — A A U M A B
BAREAR T, 2 HiE Pk 1) 5 BUE SO E 80 BE R BUEE (140, g B ] e 2k A
B BRI R T RREE A A T 3k 2 0T i (R LA M AR U R R
B BRI VI AL BRI o R VIR IR R IR RS, e S b R L TT
BRI T IR I ek T B T B e R T IOR EIE  ZR IR R e R R R B A
B 7 HL AL LT LA IR DRI L A T RS e SR A L A B S AR | T SR A
2877 HEMR AL (AL S AT, DL B SRR A RS T BT BE AN HE DI .

[0038] 7 HiE it AR SR AE™ Fig i B I B 25 A SRR T ATAE B B 20— iRk
=B ) B B EL AR Y B S (A o AR B S g S AN R B P A P R bR i i [ 5 A 2- 20
BRI T AE— LS 7 S, AR W BT A T P L A 5 2- I5 MR R 5 o 7E 5 — TSk
T3 &, A RS JE 5 B 2- 10N S5 1 o AR F B SE it 7 SRy, P IR R 5 2-8
ANBER IR T o AR F e S T S TR BRI I 5 A 2 - 5N B 1 o ARR R R R BE B B B 4
Bhn, BRIk (2- PIBRIE (FRPTIE) L 1- PR AL S, HLml i — > B AN UL o ek JE [ AR
SEASEEAR T, 8 B3 ik 13 BUR R E 570 BAE B BUREE (140, A ek ] e 2
Wk CHREE I TR AT IR AL LT S O 0 Ak S LA U AR U | R A
RN S N R NP TR NI =i AR RN i R I iR AR N 5B TR N
77 I I IR T7 FR e 57 A O e I IR DT R L R R TR S | e R U L A e
S 7 B A EE L 97 BE UK IR T IR A R DR | e AR | D% e B BRI 5T B
B T IR (LA A AL, DL RS P S AT R T REANE B AR .

(00391 I i 1t Atk JoL 7~ AU 2 A 4R AH AN PR T, B9 3 -CNL -NO, -N, . -S0,H. -S0,H. -OH. -
OR™.-ON R™) ,+-NR™) ,+-N R™) ;"X -N (OR*) R”*, -SH. -SR™. -SSR**, -C (=0) R**. -CO,H. -
CHO+-C (OR™) ,~-CO,R™ -0C (=0) R**,-0CO,R™-C (=0) N R") ,»-0C (=0)N R™) ,+-NR"°C (=
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0) R*™.-NR"CO,R™ . -NR"C (=0) N R™) ,~-C (=NR") R**, -C (=NR"") OR*, -0C (=NR"") R** -0C
(=NR"") OR™.-C (=NR") N (R™) ,»-0C (=NR") N (R"") ,~ -NR"°C (=NR"") N R"") ,»-C (=0)
NR™S0,R™ . -NR*"SO,R™. -SO,N (R™) ,~-SO,R**, -S0,0R™* -0S0,R™ -S (=0) R**, -0S (=0) R**. -
Si (R™) ,+-0Si R™) ,-C(=S)NR™) ,+~-C(=0) SR*™,-C (=$) SR*™,-SC (=$) SR**.-SC (=0)
SR™.-0C (=0) SR*.-SC (=0) OR*.-SC (=0)R*,-P (=0) ,R*.-0P (=0) ,R*.-P (=0) R™) ,+-
0P (=0) R*™),~-0P (=0) (OR*) ,»-P (=0) N R"),+-0P (=0) NR™) ,.-P(=0) (\R*"),,-OP
(=0) (NR™) ,+-NR*P (=0) (OR*) ,~-NR"P (=0) (NR™) ,+-P (R**) ,~-P (R°*) ,»-OP (R™) ,~ -OP
(R*) ,~-B(R™) ,+-B (OR™) ,~-BR*™ (OR*") .C,_, KidkC _ & flkedk .C, itk .C, JREE.
C, o FHFRIE 3-TATEAIREE C, | F5 5 14702405 3, P AN Be B Wt it BRI
ZRIREE 5 B AN A 55 F ST 0112 3 4BR5 R L T HUAR

[0040] s —ANBRJE T M A AR =0, =S  =NN R™) ,» =NNR”’C (=0) R™, =
NNR™C (=0) OR™, =NNR"’S (=0) ,R**, =NR"’B{ =NOR“H{ X ;

[0041] AR IR MST I F1C, | Bl C, | AR fRke3E ., M .C, JJEELC,
BRI (3- 14702830 28 L C |, F7 BN - 1470897 5 , B PR SRR — L &3 - 1470 44 3k
BR5-147C 28 77 630, Forh AN e Jik A PR L VBRI L AL (57 e AN 4k 55 R ST 40
123485 MR L HUR

[0042] AN oL RV ST HBE ] L -OH L -OR™* . -N (R°®) ,» -CN. -C (=0) R**,-C (=0) N
(R°) 5+ ~COR™~SO,R™ ~C (=NR®) OR™ -C (=NR") N (R**) ,~ ~SO,N (R*°) ,» ~SO,R**, ~S0,0R" , -
SOR™.-C(=8)N(R*) ,»-C (=0) SR, -C (=8) SR*°,-P (=0) ,R*.-P (=0) R™),+-P(=0) N
RY) )« -P(=0) (NR™) ,<C, | Bidk C | ampd fibEdk C, | MiidE C, | HREE.C, | B3I 3-147T
JeIRHEC, | RS- 14704 75 5, ml AR L ] — RS T 3 - 1470 R B 85 - 1470 4455
BN, Hor AP MRk PRI VBRIA I L IR 5T B AN 2 57 AT 041,23, 485
REERTEUR ;

[0043] M BLHR IR AT HBIE 0., | JJEdEC, | A ARBEHE C,  JHE.C, | BRI,
Cy BRINIE \3- 14TC AR IR EE \C,_ |, 77 B N5 - 147044 75 6 , B3 P AR BE A — AT TR A3 - 1470 4%
INFEEE- 1470 A J7 ZE 30, orp B AN e i O B RE VBRIA L ORI L 57 FE AN A 57 AR ST
#0123 45 RSB HUR ;

[0044] % AN L BRSO % 1 57 2K L -CNL -NO,« -, ~S0,H. ~SO0,H. ~OH. ~OR**, ~ON
R™) ;N R™) ;o -NR™) X+ -N (OR*) R™\-SH, -SR™ -SSR** . -C (=0) R*", -CO,H. -CO,R**-0C
(=0)R*,-0CO,R™\-C(=0)NR") ,.-0C (=0)NR"") ,-NR"'C (=0) R**,-NR""CO,R*", -NR""C
(=0)NR'") ,+-C(=NR") OR™,-0C (=NR") R".-0C (=NR"") OR™.-C (=NR") N R"") ,.-0C (=
NR)NR™) , -NR"C (=NR")N R"™) ,-NR"'SO,R™,-SON R") ,-SO,R*\~S0,0R°* -0SO,R™ . -S
(=0)R**\-S1 R™) ;»-0S1 R™) ;»-C(=S)NR™) ,+~C (=0) SR, ~C (=$) SR**\-SC (=) SR -
P (=0) R\ -P(=0) R%),.-0P (=0) R),.-OP (=0) (0R™) ,.C, i} .C,  ApifChis.C,
WRHEC, JRIEC, | BRFFHE.3-10TCAFRIEC, | F5HE 5100 2F5 55, o & Mgt B
B BRIAIE  JHIRIE S5 BRI 55 ST HL501.2.3 485 M Rgg KL I B , B AR
PRE o] — I =08 =S;

(00451 AN LA IR SMALHE F1C, BRdE.C, A AREEHE .C, B 3E.C, Bt C,
I Cy 07725 3-10TC AR RIS - 1070 2% 07 2k , FL b 25 e ik VU 2 R R IA 2 L 30
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e 5 HERIG 5 ST 0L 12,3 4B5 AR B [ AR,

[0046] % AMEBLHR IR AT 0. C, (JEdE .C, A ARBEEE LC, JAEC, JJRIEC,
BRIAIE 3-10 0 AR EE (C, | JFHERIS- 1004475 56, 5 B AR 6 R — IR R 13 - 1470 e R 2
B5- 14707877 IR, JLrp &AM GE L A VBRI (ORI IE IR BRIE 5T R IR 5T ST A0
12,3485 R FH B ; HL

[0047] &AMt A AR AT R G 25 L -CNL -NO,,+ -N; - SO,H. -S0,H. -OH, -0C,_ KEd& , -ON
(C,_KEHE) ;o "N (C, (FEHE) o -N(C, bt HE) ,'X +-NH(C,_ KedE) , X < -NH, (C,_FEdE) X' -NH,"
X'\ -N(OC, k) (C, ¢kidk) .-N(OH) (C, keHk) +-NH (OH) +-SH.-SC, Kidk-SS (C, (ki) .-
C(=0) (C, (KtFk) .-COH.-CO, (C, Jidk) .-0C(=0) (C, HidE) .-0C0, (C, Hidk) .-C(=0)
NH,-C (=0)N (C, k%) ,.-0C (=0) NH (C, k%) -NHC (=0) (C, (hidk) -N(C, ki) C (=
0) (C,_ be4E) -NHCO, (C, KEdE) -NHC (=0) N (C, Jt &), -NHC (=0) NH (C, HEHE) -NHC (=
0) NH,~-C (=NH) 0 (C,_ % 4E) .-0C (=NH) (C,_¢ktH) -0C (=NH) OC, Kidk.-C (=NH)N(C _ K
3£) ,+-C (=NH) NH (C,_ ¢ 4E) «-C (=NH) NH,~-0C (=NH) N (C,_ %t %) ,--0C (NH) NH (C,_ S ) « -
0C (NH) NH, » -NHC (NH) N (C, 4 %%) ,~ -NHC (=NH) NH,  -NHS0, (C, 4t F) +-SO,N (C, it Hs) ,+-
SONH (C, _(KE4E) «-SO,NH,-S0,C, ik -S0,0C, Hidk.-0S0,C, Jidk.-S0C, Jikk.-Si(C,
FedE) . -0Si (C, Ktk ,-C(=S)N(C, Kidk) ,.C(=S)NH (C,_ Hidk) .C (=S)NH,.-C(=0)S
(C, ktdE) \-C(=9) SC,_Jitdk . -SC(=85) SC, Kidk.-P(=0),(C, Hidk) .-P(=0) (C,_beFE
) ,~-OP (=0) (C,_Jdk) ,.-0P (=0) (0C, (Jidk) ,.C, Jedk.C, Apa ikt .C, Jhtk.C, Hh
B C,  JBRIRELC, | J5 353 10TC AR HE 510704455 3 s ol PR U UK ] — 2 TE il
=08 =S; X NH#rE 1.

[0048] 7 HIi% T FHAOARTE “G " Fa 2 30 (CNH,) 2R 1. “BUR AL 18 1 2 S U
B (-NHR") 5 ZHUAR B (-NR",) , 3L R JE Ay A o 175 BT ) 5 BU R s 304 10 AT 2
HUOAREE (Bl 3 B BE OR3P 3 5 JT T IR ] ot 3 M 2k R IR T R SR 1A < A3 2 L5
Hh R TO7 BE IR VL R R BRI g R IR ESE IR IR AL e I L A
SRR K 7 R AR 07 R e 5T i | 55 BRI I IR T TR AR 2 MR TR AR L e Bk A
He BRI | 9T B I AR T IR IR R B | 2R P R 2 e A A L AR e B
e 95 HET AL AR5 S A A (W AR SRR AR DA b AR RT R T RN BE— P IR (AR
— BT Zerh TR RS EE ] (NR") FIR BRI IS - 26 - TU AR,

(00491 RIE “BeA 2L FRA0Z 2 (-OR) {9 “HURIFR AL , Horp R AR HURIR AS H i B 5
SRR, HAA > B SRR TR

[0050]  Aif “We RE AR AE” #0230 (-SR) (K “HUARIIBRAE™ , Fo PR D9 A8 HUAG) A H 375 e
S XS] FLAREE 7 B 5 B ) T g%

(00511 ARif “Be S G IE" FE 10 R (NR") 1 BRI ZIE” , FErp RO Ay S s T3 AR
) A BT P e SCR Bt ], HRR 2 B S Ry TR

[0052]  ZACHIIE BT R AR “957 557 4R 02 B A 3 - 203 I A R 5E [0 97 Ik L - B 22 34 34
B Hoh A BRI 20 9K , HLITIR 57 5 mT DA B SR B AR o 72 A 4 B A — 5 S it
JrEEH, “TFHET R AR B 1. 280357 PR A L IR =IAC, -C 0T IR B TR O IR
IEFREANR T, IR EE ORI BRSSO — A e AN D7 U B E A
BR T+, A 3 BT ) S B0 R 7 #8 23 B AR RIS, (94, AR 7 IR JE 141 ek O 66 ik
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AR IR ] L A AL 57 ik O 07 i (R LSRR I L ARAR L U L R
BN S N iR N TR NIl N )i e N ) AR N SR TR N i
277 B Kk ek T7 B 97 B e A I I I AR A L 2 AR T R AR e A R L )
EER N AR N i) AR TR N i DR TR i RN e e N R
3B AESE, UL B R AN BT AT REEUR] REANEE 2B D)

[0053] 7 HR i BT FH IR R AR “57 Bk be BE™ 5 1 A2 57 2 BUAQRA e ik 2k ], L mp R 55 387 A
P A B P E SC, B nid 57 B AL A1 5 i e i A B A L i be ik Ak [ 4k T 5
BRI T34 o B 55 B e B B ik

[0054] AR “F5 I FR IR (CORD 19 “HURIMFREE” , LR AR HUAR K A 1 15 BT
SE I 95 HEHE ], HARER O B 5 BRI TIER

[0055] R iE “F5 A" HaA 2 R (CNR") () “BUARI) AL , 3L rh RV ST i A S AT 5 BUAR
A FR IS BT 8 SR 77 5L 1], BRGS0 B3R B 1% .

[0056]  ARE “I7 B L™ Fig 2 20 (-SRY) B “BURISAE" , Fe A ROAE BRI A B B
SE I 95 HHE ], HAER 0 B 5 B> TIER

[0057]  ZRHITEFT ARTE “B 28" /20 CN,) FI%ER] .

[0058] 7 HATE BT AR TR “HAE” $R 2 30 (-CON) Hy3E [ .

(00591 A< HH 7 fir HIIK A T8 “pa A7 AN “pa 37 4RI 2 1 B BUR 19507 3 GRAR, -F) 3 (R
AR5 -F) I8 (IRAR. -Br) IR (AR -T) .

(00601 A HH AT T FH A AR T “ 2 R i IR 16 ) S A B 37 i s SR g I 2 » L B AL A
AR ARG RN B (R, AESC8E) SCBEARPRR AR (BI 2838) B ke, AR R B — A
HENEREBR, BEF A2 AN B R B T, B, AR IR o AR ek
Tt S AR AR 23— 2 AN RS B A — AN B AR T4
AR o AR A QT3S 38 152 AR N G BT B AR ) A PR ) SO IR ™ AR AR AE AN BR T, e 2k
ARG I AR  ZRIRIGEIE L A IR T NI BR AL F 73 o DR M, R O R T LR AR
BEAE™ L CAIEE” L CABRIE 55 o AN, A B i R R “ AR E AT L AL L AR ST
i UK AR BRI 2 ] o E — S8 St 5 SR rh, AR AR i I “ 2 IR ™ - 1 AU L
A 1-20/M S5 519 2 g W IR 3 ] GAVIR SARACIR S BRI R BB  SCHEBAR SZB%) « A% g iy
JERI AT B AEANER 1, A FH A P ik ) 3 BUE A 58 38 70 A R HBURQE (451, s i
FED et i Bk LRI SRR Ok (A IRk T Ak OO Ak VIR L AR I L R AL AR
PRI VB U U U B U AN R (B L R IR R A L R
JRE I B T A A e A R DT AR A 07 Bk e A T 2k O Bk ek | i R AR

i
)

bt BE b
w
s

S pcI N
3 7

B o

S

a5
% P

A R T TR AR 2 e 2 2 e S 5 B S 2% 07 B AR IR IR L 2 24 I M IR 2
BEFE B I | A be R B A | 7 FEOR A L 28 07 SR AL (R AR AR, DA b [ AT e AT RE A

HE— 35 R .

(00611 75 H i T PO A “Zi e ™ 6 0 2 A5 o T 52 SLE B 0043, LA — Al A
BB BT B A B BRI

(00621 75 H it T PO A “ 2 ™ 6 10 2 A o T 2 SUE R 69043, L0 — Al A
BB BT B A B BRI

(00631 75 H i T PO A “ 2 BKE™ 6 0 2 5 o T 2 SUE M BE R 43, LB — Al A
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AR B SR, i, ARE R R T

[0064]  RIE “Zubi L2 A" 481 2 20 (—Nha) (7 “HUAR IR 5L, bR S Ry S BT 1 HY
AP A G BT e U Fe e B2 4], HLRGER r BH4 SRRy il .

[0065]  ARiE “Hehr i EIE" F 102 (-ORY) (1 “HURIIIRIE , FLrh R AR BUAR K A H i
s ) 2 e R 5L T, HAGH 7 B 5 B R 1% 8

[0066]  ARE “Fer i dE” Fr 12 2 (-SR) [ “HURHIF 2L , HRNAT I U I AR H i By
B SR A b B A, B S o B 5 B 1% 8.

[0067]  ACHRE it B RTE “ZR IR L “HRPR” BTN FR (1) R MR I G D7 R B (4]« 2 30
L ¥R A2 FE 5 R 5B 43 AN AN B 5E A W3- 127638 &, AL FES B8N R 1 K/ H
PRFAT L FE AR & 22 JE 75 R 5 15 - 86 - 7005 R Bl gk O5 FE R A 1) IR = 3R 3E R IX e R
AL FE R L B A 1 2 3/ S i ik [ AR TR R U 2% B0 2 38, oo Bk ORI 2% S - ]
AT E A H TR B R T ATk gl e fb o 78— S SLfE 7 B, RIE JR A48 11 2 3R 5 ik
5-.6-87- T Z AL A, Horp 20— AN R 7 Rk 3 0 SHINE 2% i (HLHb B ik A
WRIFF AR A A, HHRIFE TN Z RSt R 50 7 e o %
B MR B AT EAR T, B & B A 123k B & B A& 26 2 7B 4115
6EL7 - TLIAPPW IR B = IR L[], Ko (1) AN - e R F 022 X, A6 - o R H 052
AU, HRAT- U B0 3R, (11) Brid B A 26 i 1 ] AR g A fh, (111) Frid
R T AR R Z A, A (Dv) A — IR Z8 AT A 22 05 R Bl 4 05 30 o on 9 ME 2 PR 0 4
BT A T 301, 3- R IR T 2 IR IE AL DR R 2 L R A S 2 (azocany 1) R
ZRIM AL (thiaranyl) AR Z3A T A (thietanyl) (DYEMENY 3L TR 2830 0 IR 4030 O 2L
SAURIA TR VEURBA T A | DY Sk g B L DU SN IR 2 (tetrahydropuranyl)  RELEHE B
JRIR TR IE I bR AR A 2R L2 (thioxanyl) WWUAZERLEE, Honl g — a2 VUL .
BRI FEAE AR T+, 48 W i Birid 19 5 BOUY ek 8 56 70 AT = ORG3E (9, T o ik 2 141
S iR o S/ N N7 S AN/ AN L~ S R i S 7778~ = I e v 2 =
B AR BUE R VE I S R IR R SR xR IR T R | A I e A
Fe R g A A S T R I L e U SR e A O A U A e B L M I AR A | AR I ik
S e R AR | e B AR L O R AR | 0 R AR (IR T R A R L 2 IR T R A | S R
HE PR L L O SRR | Oy R O R LA, DL Bl N R TR R AT e AN — 2P
AR -

[0068] A% HR I B B ARLE “44 05 87 2 48 B A 322038 I 1 (1) A2 8 75 TR B30 B 22 A 2R
2, Hh— AR 7k 3 SVOHIN; 0L 1BE2 AN A R 7 STk 3 S ORINFI B A 2 B 7 s HH AR
R R, iR B2 AT — 3 R 550 7 B 0 4 s M 2% 05 B A FEE AR
S SN L SN 9 1 N ncie AN 17 el AN 7 A 171 S~ A V7~ S 18 S
(pyyrolizinyl) M|k dd bR 2 | S5 i bk 5t | 2 SH R e | T e Gt vl | S I R 2 | IR
FLE AR IR IBR 3 (quinazolynyl) JEKME3E  ZE0EFL (naphthridinyl) . MW BRI | ey
F i efi2E (thianaphthenyl) WRIE I K R IR JE L 2R JF g e L E MR IBR I (thiazolynyl)
SrhgEme L ngE kAL (thiadiazolynyl) (ML | St mE — L (oxadiaziolyl) JH&
ML (oxadiaziolyl) &, Al — AN el 2 ANEUREE 28 05 ZEBU IR B FE(HANPR T, A
T AT IR 1 2 BUY B 8 5870 FAE = BOIE (540, I8 7 e 5L (4] L e 6 s 3k L Je it L 28 IR iy e
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l

FEPA AR O B e g A R DR A R A L AR I AR R R R R

B DR IR R B R VIR IR R I T R R e AR A e b A T

FERHE R O7 R e T B DT He e I U R L A IR D R R | e i AR L R e AR

He 7RI R 7 R R T R | 2 T D R AR L b R | R b R L T B AR A

AR YT N LB ) W b g N 3 W =1 AT R S =i 72 2 Y AW

[0069]  AHIIE Bt FHIR AR 1“7 % 5 57 2 45 ik £ BR AN SR T B A R T g S AR 55

FERTAER AN FE A o % 57 R AT DL B SSOR BUARE « e Ab S S 2% 77 5 AT A i e 3 141

AR BT 8 SCH e 266 S0 A7 56 M o 66 7 0 Jo 25 IV s BT 2y e 5t o T 23 75 6 B

AEEBFTEAR T, A H 5 BTk 1) 3 BUY slide g #7310 = BUREE (il , s 107 e 2 141 L e

B WL VBRI R R AR A L e AL OO R L A0 R LR AR IR AR U L R A

B VR DRI IR PR IR L IR R A A R MR TR A b R A L R R

B O7 HE G R T HE AR e B O ik T R e R MR TG L AR IR U I A R L b AR R R

fou A A O R AU L 0 BRI IR D IR AL | A IR T TR R L e A A | s b B AR A | O

B A 7 LB A R SR LR, DL B — AR AT RE BORT REANEE— B YD) .

[0070]  RiE “Z 75 HEA I A5 (-NR) (1 “BUR K L , For RV 7 b g 8 Bl A AR
[ 2 H 335 B s SR 205 26, LG 7 B4 SRR o 1% 4%

(00711 ARiE “F4 95 3437 A 20 (CORY) 9 “BARAI R L™, FLrh R AT 3 BUA ) A< Hi i i

E X285 5, AR BB S B> TiERE .

[0072]  ORif “Fe Ty HemnAE” 2420 (-SRY) ) “BURIBREE" , F PR 2 AR B ) A i B

E X285 5, BB BB S5 B> i RE .

[0073] A HI 1 ot FHIU AR T “F2 2 (hydroxy/hydroxyl) ” 24830 (-OH) H A o “HURHR 2

I A (FOR') AL, Fo PR AT 97 A R 5 03 IR B A3 (9 , 388 B P 0 S AR 3

B TR TR L SIGe s M Ik BRI R IR T R S L AR PR VD5 Ak L A0 R LR LA O L e R g A

Ji bR AR DL B AR AT R BT REANEE— B YD) .

[0074]  AHRIE T HIARTE “T 2 " 24820 (=NRY) B 2EE], HA RO BT B3 BUE Bk

SE T3 IR AN H A T 3 () A i B (90, o L ) S OR A e 5 T D MR L o e s L R

VN2 78 e IS8 N L 8 I 1B 2 I B R e 9 ) Wl D B

] BE B AT REANE— B A AR o AERELE S 77 S, W A 2 45 =NH, F RN A

[0075]  AHIERT FHRRTE “REAE" 2 a 10 (-NC) By %A

[0076]  AHRIERT FIARLE “fiEEL” 248 =X (-NO) (5[4

[0077]  AHiE T FIARTE “A A7 2 H8 =X (=0) 1 EEH

[0078] A< H 43 it FH I RS “F8 € #8707 i 48 1 & B 2 A S VR il & 1 A2 e M HAE 7o

SR ST PN R A5 L e B DL R T A B P VR R 1 H BRI 20

[0079] 13 Bt Y “OR7 28" B AR WU A 1) I H A5 fEGreene’ s Protective

Groups in Organic Synthesis,P.G.M.Wuts and T.W.Greene,4th edition,Wiley-

Interscience, 20061 VEIR ()R LY , 4 HAEAK 5] NAHIEVE NS 18 B 1) 2 AL R 2R A4

IR IR TR O BT IR - 27 2 R (Fmoce) VZZEHI RO - (2-fi k) 77 F:
BB IRO- (2,7- ) Zj G R A IR2, 7- T %-[9- (10,10- —%(4K-10, 10,

10,10-PYE e L) ] H s (DBD-Tmoc) 28 45 H1 R4 - FH A 28 FE L FR S (Phenoc) 2 EHT IR
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2,2,2- =& LB (Troc) & IEFIR2 - — H & FRE KT 3L 2B (Teoc) &L H iR 2 - K 3 £ IR
(hZ) VR RL- (1-&NIkek) -1- A 408 (Adpoc) VEIEHRL, 1- —H A -2- KL BE.
RAEFEL,1- —H3E-2,2- R ZE (DB-t-BOC) A FEFESL,1- —H3E-2,2,2- =5 215
(TCBOC) = FH R - H 2L - 1- (4-EOR L) 4T (Bpoc) R EHERL- (3,5- U T HREL) -1-
H 3L 2,86 (t-Bumeoc) & FEFHER2- (27 -4/ -nikng £5) 2B (Pyoc) VEIEH ER2- (N,N- 3
FEHBRE R Al R T e BOC) VR F IR - &N b2 lE (Adoc) &3 H R £ ) %
fig (Voc) <& 2 R I 2518 (Al loc) VEZEH R - SN B A 2418 (Tpaoc) & 24 H R A A
FEiE (Coc) & 24 H R4 - i 2L PO A 1 (Noc) 22 Y RS - R IPR AL TG | 2 22k FH RN - 2 L iR e 2k
B | B i F R ek BRI IE L U R PR TR R (Chz) & F R o R AR 5 TR (Moz) & R
XA FE RS A R IR R 2R R SR VR AR g2, 4- AR E R IR -
FH 5 I s Tt 2 T (Msz) (28 PR O - R PPV S L 26 PP R — R L R G L A R R 2 - Y R A
B Tg A IR2 - FY LR 5L 4L T VR AR IR 2 - O BRI e L) 4l VAR [2- (1,3
TR AR CAL) TS (Dmoc) & FH R4 - B JEME ) IS (Mtpe) “EZEH R2, 4 - — H 2 mEmy
F:E (Bmpe) 22 FR2 - W85 . T (Peoc) 25 H IR 2 - — IR B84 7 AT (Ppoc) &2 H IR
1,1~ H -2 - A 20T 2 B I ) - 6 Tt 2 A 2 i U R XS - (R RS %
Hi L 52 ik P R 5 - 2 I S e I R i L S L iR 2 - (= ) -6- (ol JE FH S (Teroc) 28 0
PR 1) il S A i 22 2 R 3, 5~ — FR AR IR L &2 FH IR AT A i U JE F R 3, 4- —HI %A,
F-6-MHEE RN UL R RIS (SRR AR R L) H G R FEMEIR 2L - (10) - FRIERTAEY) N - X H
RT3 G B R EEAT AR N - R SR BB R SE AT AR ) L B A R USGHE E AR  2E H R
S-RME &2 H R FAE e R A R PR Tl = H R IA Ol U BRI IR e L AR
PR A R 22 R G 2 R X B B A R VR R R 2, 2- AR IR O 4 A B i R P R
A~ (N, N- - FF 5 ) i R 1, 1- 28 -3- (N, N- I LA R 000 TS &
FERERL, 1 - R PRkl R R L (2- M L) FE G LA R 2 - I e 5 G L A
PR 2 - Tl 2, T 2 225 FF I S K T 0 P IR e T TG 2 P R S R T R T 28 PR IR Y -
i - AR R R0 FEE E AT IR - AR TR A F IR - B Ol A IR -
FEL -1 - PR L S B PR L - PP AL - 1- (3,5- —HIARERHE) e R LR -FP &L 1-
G R BB AR L) AR E IR -H - 1- RO R IR - F - 1- (@-nkne ) &

B RO E R IR CRIEME D FEE R L2, 4,6- —BU T ZORNE R IR
4- (ZH ) Rl H AT IR ,4,6- I ENE B . OBk R S B . — S OB
IR TR AR M 3 - PRI AT e I P FE T G 3 - PO e 2 P OB fie N - R R g 2 IR L T
AT LW 2 I i 0 2 5 O R T i AR 2 R 2 LT i AR AIH 2 R S 2 e G s 4Tt 2
Bt . (N - AR SRR R R ) Bk .3 - CR ¥R FE 28 3E) P BE G . 3- (AR RN JE 2K L) TH Bk
g 2-H 3 -2 - (R AH AR R AA 2E) e G 2 - H O - 2- (AR RSB EUOR A L) T E TG W4 - &0 T Ik
iz« 3- PR 3 - 3- A T TR i o A5 I PR R IR N - 20 T i PR SR AT A A A R R R e
A1 (5 FF P Ik S 5 PR OEE) 2R R IR L4, 5 - R 3 - 3 - IRk Ipf - 2 - ) N - B8 — FF G WP e N - A%
ARIZFAMWEN e (Dts) N-2,3- Z 2R BT I k0 i N-2,5- I B&k g \N-1,1,4,4- P4 H
e T R RE L R AR I B iAW) (STABASE) 5- UK 1,3- —HI%E-1,3,5- =& M -2-
Fi 5 - BRI, 3- =A% 3E-1,3,5- = A -2- . 1 -BUARAI 3, 5- A 3E - 4 - ML g i LN -
[ N- I 9 3E e WN- [2- (B F e dt) & %008 ] H i (SEM) WN-3- 2B AU R A i WN- (1- ¢
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P -4~ fi - 2- S - 3- ML bk - 3-3%) i 2 3 N- 2R IZ ON- - (4- HA R 2R 3E) HH B DN -
5- ORI BEIE L N- =R IZ (Tr) WN- [ (4- AR OR L) R FEH 2L ] )% (MMTr) WN-9-28
Fe N (PhF) WN-2,7- Z50-9- 27 2 WP H B i N- Rk B L (0 (Fem) WN-2- ML A
FIEN -EAH) N-1, 1~ FF FE A IV PP 38 fidg N - 25 10 R 9 e DN - o P 40 05 2 I P i e N- 8
FEV A N- [ (2- M 2) 1 = HR R ] 7 HF 2 e JN- (N7 N - RS0 7 HH 3 N
N/ =30 S5 P 3 i NS R 3R R T R L i NS 7K 3 % N-5 - WK A 3% N- B-&-2- %
FEOREL) SRR e N- TR N- (5,5- I 2E-3- 4R 1- B O 3E) i N- BT
AW N- IR (borinic acid) ATAENNN- [ZRIE (FLHRFEAS - B0 AY) Pt ] fe N- 25
V) N-BEEE G W) WN- B2 G N- RS JE % BN - A0 — 2R SR e % (Dpp) ~ — FF 2B AR Bt
i (Mpt) « R FEBARBE L (Ppt) 2 FEBEIR — bilin 2 R0 IR — R IR 2 AR B IR — KR R
STV B T e 200 i 26 2R A I i (Nps) 2, 4 - i 22 K NP e Tk e « o SR I At I fr . 2 - i 2 - 4 -
FH 420 258 % 0 T o e« — 2 i R 358 S T T o 3 - it MLt e IO A 7k e (Npy's) o B 25 Fik i iz
(Ts) RMEMENE . 2,3,6, - —HIJE-4- FHAFR R IE i (Mtr) <2, 4, 6- = H 500k 2R il It i
(Mtb) .2, 6- — FF Jk-4- A LAk i (Pme) 2,3, 5, 6- DU 35k - 4 - FR AR L R R TR e (Mte)
4- AR G (Mbs) 2,4, 6- = FERRORBEIEZ (Mts) \2,6- = FF A0k - 4 - HH R it i fi
(iMds) \2,2,5,7,8- Fo. H L 23 - 6 - Tt i (Pme) < FRRSEAZ (Ms) B- = HF 35t R Ao 3ok 2 sk ik
fi (SES) \9- BB e 4- (47,87 - —H AR L 28 B F L) DR Tt e (DNMBS) BB Bt e - — 3
FH o Pt f AR s P P P R B e

[0080] 7 Hj1 37 H A FH I i & ) 2 B R 9 7 2 A A3k A Ak B Ji ) H B FfGreene
(1999) HH VIR 19 B L o 3 A 1 52 S5 OR 7 226 60 355 FR 26 | FR S0 FR 2 (MOM) R a6 g 26t T 26
(MTM) BT JEAt A 3 | O3 — H JE A A e ) 40 (SMOM) =% ik 48 22 FHY 2 (BOMD)
X F A e R AU Y (PMBMD) (4 - HH AU R AL E) HH 2 (T AOM) S B A Py FH 5 (GUMD L T
SR I 4 - A SR A L I (POM)  HE Rk e A 2 O L 2 - HR AR 2 S B R 2 (MEMD) L 2,2, 2
SROEEFRE. Q- OEE PR (SR E L) 253 H 3 (SEMOR) | PO &
MR 2 (THP) 3~ Y5 U ZntE e 25 | DU SR ME M 226 L 1 - FR AR PR O 4 4 - AU DY &M i 226 (MTHP)
S,S- AR A4 - FE AR DU SUME MR L 4 - FE A R DY S 2 L 1- [ (2-&-4- H ) KAL) -4-FI A
FENRIE -4-FE (CTMP) (1,4~ Mg -2 -3  PUS R 36 | U & weny #£.2,3,3a,4,5,6,7,7a- )\
H-7,8,8- —FFE-4,7- W HFERIFRIR-2-FE . 1- 287 1- Q- AOER) oF . 1-F
Fe-1-HEFEIH -FFR-1-FREE O - - - REAR-2-F o .2,2,2- =82
R 2- R ARSI 4B 2- CREEEMIAL) 428 RUT 28 VI A 28 0 &R IE O F AR R
BE2,4- TRYERERE R NP AR AL (3 4- R AR RE ARAY NI 6 A A R
AR 2,6 SRR AR X FIE AL N R IR A L2 - b R 4 - e FR O N -S43 - FE
HE-2-mpnE B ORISR I (p, p’ - AR ORI AL 5- TORFRIABEAL SOR SR R La- 250
TR N R AR A RO ORI | T OO AR R OR SR DR L = (W R OR)
B 4- (4RI ISR SL) ORI I 4,47 ,47 - = (4,5 EARR I BEP % 3
REL) HIE 4,47 47 - = (CBE BRI ORIR) 3k 4,47 ,47 - = ORI L R ok L)
B3 (WRME-1-28) (47,47 - R EAERHL) AR 1,1 - (4-HAEERED) -1 - IR A
9- KL 9- (9- R EL) M AL (9~ (9- KA -10-54%) B 1, 3-FIFF IR K -2-%5.S,5- =
AL AT e R | = B R e 3L (TMS) = 2 R H RE B 3 (TES) = 57t 74 25 H pek e 3
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(TIPS) « —H B 5 PN B FE Ak e 2 (TPDMS) \ — 2 B e N B R A Je 2 (DETPS)  — FF L 2L H
f e 2 L BUT R R B A b 2 (TBDMS) AU Tk R F A e 5 (TBDPS) =R R H Rk doe
B = ORI R R e 2 ORISR R RS  ORSE R RS AL (DPMS) VBT R A 2
AR FRELGE S (TBMPS)  H R IR R H B L H R B O TR IR W A ORI . — R O TRIEE . =R LR
Bis « =3 L BRI 4802 L BRTE  — K2 FV A 28 LR R A28 TR I W W SR 8 2 L R TR
3- KRR IRES 4- BRI (WA BRES) 4,4~ (V.2 6 5L [RERTE (Z Mk P e 2 — %
B O YERE) TR R 4 MBS B2 SRS 4 - F AR L B2 GRS L 5 PP R I \ o 2 35 O H R
fig.2,4,6- = H KX HFERES (X =K ERER) BRER e L g « FY LG IRR O - 2 A% Y AL i
(Fmoc) BRERKEIEAE « 2 FEME IREREFERE » 2,2,2- =5 L340 (Troc) JHRER2- (= HI JEH
fEbE L) £ £ (TMSEC) VHRER2 - CREETEIESRL) L RS (Psec) JIRIR2 - (= R BESH L) £ 3
g (Peoc) IR IEHENE « 5 T JEME BRIR e e » M2 IE IR IR e JE 18 » M4 TH 2L I Ik TR
FESETE o X AE AR AR SE TG VIR IR e S I « "R AETE ORI be 2L G o X HH A 2 TR 2L T B R e 2
Big o 3,4~ " HUE SRR EERNG IRER e 3L T » SRR ST LN IRER e I T « XS AL TR IS AR
BRERBE TG o S- R HEME IRIRA - L5 25 - 1- 2R 2L TG B AR IR R 24 1 . 2 - IR FR R TG 4 - &
BIE T ERIE A- T -4 - H IR IR 200 - (R 3 R RIS L 2- HH IR S R hee R i 2 - (FR 2%
IR L) O BE 4- (AR L H A 0E) T IRRIE 2 (2L B FR AU B ) R IR IR . 2,6 -
TE AP EREIE LG 2,6- 5 -4- (1,1,3,3- DY IR T L) RAE R AR 2,4- — (1,
1- ZHBE L) REREOREE R R AR 7 T TRIE IR R NG (B) -2-H3E-2-7T
TR A0 - (F AR S 2R H R TG o - Z5 H IR I AR I N, NN N - DI R R — S B R o
FEME N- IR IR I H R e B 15 BRI - — HH AR 2 L 2, 4 - A DR L R IR Jot L I L
PRI « FF R IR 15 (FR R ) ' R 52 15 A Y R BRI (Ts) o PRI L, 2851, 3- 1, fR 97
TR A5 R U R 1B W L BRI 1 - R 2 B A T L (4- B R R
1) WO R A0 2,2, 2- =G CR AR INEIALY) (acetonide) PRI IE 4 R | 7 BA L 2%
A 7.2 5 2 4 ] A 7 R R AR T ) R AR R R R AR L 2, 4 - AR R T R R A R
3,4- H A ORI F R AT L 2 - A B ORI FR A I P SRR R SR I L £ SR T R R
Mg FH AR R R IS L 1 - AR L B R RIS 1 - LA 4 2 R IR IR 1, 2- —H 4
B 2 FE JR R o - F AR JE DR Y Y R BRTE  1- (N, N- R 3) W 4 AT A a- (NN -
TR R L) ORI AT AR 2 - A AR IR R R R T BT R R A A (DTBS) L1, 3+
(1,1,3,3-VY S dE 3 Rk ARU5E %) ATAEM (TIPDS) DU AU T A28 ks ke-1,3-
fTLEY) (TBDS)  FRR AR BRI AR IR T W ER £, T AN AR R s

[0081]  AHIiEH f8 HAARIE “25 %% ol 2 i 87 S e G H R = A I a N, 1E T 5
N R Z5 sh W 2 23 b fub A PR T TEAS 24 25 1 3R o s v 25 L 5 A B AR Rt/ XU e A
FRACG b o A AT A Ax BT F 0 24 2 B rl B2 52 1 26 . 284915k 3t , BergeZE N T J .Pharmaceutical
Sciences, 1977,66,1- 199 IR IR | 2557 b Al $252 ) 26 5 Birid STk 2 PL 51 IO 7 A
A AR SN 255 LT B2 F S B R AT AR B & A I EHLATE MLER DA & TC AL
AU £ o 2527 0T 3252 B o B I N s R 1 S 9 D = 0k S5 40 an R R L SRR VTR IR L IR TR
A= SR S TR T 1) SR B I 501 0 R  F R I T R I A R TR IR S R AR
A ZRR S LR T B &, Bla Ik A 451 40 2 1 58 4k S AR A 4 B H B TR TR K
ffEh . e 25 bl 2 i B A HE O IR ER VIR R 3L IR R £ LR AR 2 L R R

19



CN 104114170 B W OB P 16/32 71

B AP Rk R ER S AR IR £k TR B AR £ AR N R R i AT R IR A A I T IR A
TRHEIPEIREL T T AR L L B IR EL IR IR L I DERE R L L H I R ER A
PR Eh EORIR 2L BRI L R L AR £h (2 F ik - Z SR £ AUREIR B (FLIR AR L AR
MR h  AARESEERER £h R IR Eh Dok IR 2h T R 2h Y e IR £ 2- ZR R IR 2h L MR 2k A
B L IR B IR B AR Hh RO ZR IR L R IR B I BRIR B L 3 - Rk P R L L IR AL
ORER & B IR EE L IR AR IR AR L BR PR #h  RR TR I A R A  BRUSUR B X Y A T
BRER R AR IR £R 55 o AT AR I B #h B AR el e i Wl b e e LB ER AN (C
edk) o AR B0l 6 Jo8 e - <5 J Fh AL AR AN AR VBLER VPR PG AR VBRER AR Ll I, LB Y
7 bR ) s AR A8 P e B 1 SRR R IR AR B ER AR  BEERAR AR AR K ek
R IR AR AN 7 Rt MR AR S5 701 B T ) T 3 F= R IS B 88 7

[0082]  ZHIE i I ARE “2 X E” T —RAE R B A — 2S5 S, ik 2l
R FLBNA o AE — LS J5 S8, A HIE BT I RTE “S20E ™ fa 2 N (Bildn, 5N NEUL
) o FIrIR N AT PR S5 R AR — e L RS AR T A B B B A B S g S, iR 32k
BWCWIA R TT B PRE B (B4, SEPEARE (A5 L TBD F & P Sk 40 9) o fEFL B sk
Tt 7 G ik 52 AR A R TR JoE B R [ S o £ — S ST SR i 32 il Dy sk
R sy (Ban, /NG R B RARSREN) o Firid sk B sh ] A2 38 A% TARESh ) o £ — He sk
Tt 7 S, i 32 W AR SR a0 (B0, 0 3 L 5 5 VARl R AR )

[0083] A HHF it FIMIARTE “45 77 “40 2457 m it 1™ g A0 R AN S IRHAT B A BN
(D WS YAEY).

[0084] A HH it FIINI AR TE “YA 77 8 A A 00 e L M L SE SR A B 47 I (180 5 B i B L
e FIIE S BRE TR IR A A » B AS FH A B 38 1R 5 B B EL — bl 22 R ik R e
IR o £ — 2L ST SR, W] AR Ot JE B SR 1) Rl 22 ARk R B R 45 T 1877
FE G S T G, AT AL TC BT 5 I SO AE ) AR G BURE IR AR 15 B0 T 48 T IR T o Bl , T AEAE
WRARAERT (B, S FREIR S AN/ B 8 A% B 8 5 IR 30 KB TT 45 T 2 5 AR thr]
FERERMERR J5 AR 8245 T 077, B A DLAE IR BB R K

[0085] A HIH T FH AU ARTE “A3 28" A1 V67 A RCE Fa (02 17 3218 E 45 T I, A 2ot
(F ARy ) 167 526l B BORE (B4, 18V RAVEZR - B B S R PR « THRE L 21 4
BRI 1 U R AR TR RS IR BRI A4 B MR RS R e L AP AR M 5 B R 2
IENIAE) AR AL S P B K .

[0086]  ATH “Jmy B EkEE A 13 B A2 ¥ A A 43 Bt B o oR A FE A K 1 B AR A A 0 B
TRIE o Ja3 PR A 30 AN R S 1) 4 B E AT AN IE— 45 B AL 2 AR 41 21 B
B R AL B R R A A B, T AR AR G T B R R BT R VB YT T A
olas B R AT RE 2 A3 B AT OG0 KBk 2 BBk 5 R ARk S AR 5% 1 B AR
E ) S A FEEANR T, SEBEARYE L TBD FRREE S0 L A oy (CRLAE Lk A ) AP 5 Sk
477 5 SR T AT AR JR) R 07y ) 5 T B RE T N AS FR A IR VR T o AR B S T S R
B R AR S AN S A B R S er (9, R L v 3 A L €0 S5 A DR
G B PR AAT) AR IR BUAE o SR AR T AT IR VR T R] DA 4 S PR BRI 45 T A AL
21O Kt EY.

[0087]  Rif “VE PR B ROS™ i 1 e il i A0 A AN 56 4234 R B B 70 7 B 1 o T PR AR
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FAFEEET 0, ) A g S 1,0,) R B HO) AIRERR (HC10) oiX
67338 e A RN MR I o 3 1 AU T I AT B E AL ) (540, e I F R AR
AR 5 4 R RS TR . £E RS S 7 ZE A, R P AR A Bk T IR e A SR AU
[0088]  AR¥E “HH G M Sk E 057 48 1 72 A 2 33 Pl i AR ART Sk 452403 o P15 1 Sk B0 492 405 T A
AN TN = W N A @ QSR R G A O 1= T ol o i R e 20 S 7 I s o s LA i
AT SN T 5 32 TR T UK A I P B R AT & AR AL P A 1 Sk 4R
A L F5 0 2 5 A% R0 12 et 2R 403497 AR I e

[0089]  R1E “HAZ A" 48 21 &I Rr 8 S dd i, Forh SRSV XS T1% 0 11 H
EIR T UL T ALE S TR — R B AR AR, — 8 AR AE BN o B AR S ) AR 1 S 45
i ] - e B T X 0 Jh - A B 3K I i - U i B 3K Bk (amidine) -JBK (aminidine) T3S
VA 2 - i T 2 B B - S B B 20 N - I S - R AR O 3K i 3 - R o - il AR 2L I Bk
¥ - VA B SV e T2 X s B - SR T 2 A M - s Jee 2 =X Rk g B - S Rt e 2 =X

B 5 BA

[0090]  [&]1 & s & 28k (DFO) (20mg/kg) TVAITG B 7K Chf &) Ab B304 B4R F 424 % £
PR AL BRI R SR A9 B AR 45 W o 45 45 B gl [ 5 AN T A4 5 P £ 4 N v L 1 £ 2
[0091] P22 BoR KR A I AR (po) 4525300umol /ke &4k & ¥ Ja » 1€ &I 18] A 1L 3%
Deferitrin. (S) -4’ - (HO) -DADFT-PE (IV-A) #1(S) -4” - (H0) -DADFT-norPE (IT1-A) F1¥K FE )
ESIASP

[0092] W3R EIR KR HF T (sc) 525300umol /keg 54 AW Ja » 16 5 I 18] £ 1L 3 A
Deferitrin. (S) -4’ - (HO) -DADFT-PE (IV-A) #1(S) -4” - (H0) -DADFT-norPE (IT1-A) F1¥K FE )
ESIASP

[0093] K| 4 SR R AR HEVE KRR B B2 R (SC) 45 F300umol /kg (S) -4 - (HO) -DADFT-norPE
(TTT-A) P I P S5 MR A 3 BB 1) R DG A

[0094] &5 R /R FEAEFEE KR H B2 T (SC) 45 F300umol /kg (S) -4 - (HO) -DADFT-norPE
(TTT-A) P A P 5 MR A 3 B2 1) R DG A

= JENSL) S

[0095]  CLZedifiid 1 2 MR B E I A TR T B AT far Ly vk s BRI R B RSN
BB SAS R 3 B 4 B R D AT - BILAE 2 R LI SR T F 367 BT 15 =) & 2k et
DA AR SRR P8 AT E » A R 5 2 2R B B v Bk 1 = BV BT B T BRI R il 2L 20
ok B PR AL B Fe P8 T T P HUR B HH Lok L e P SO US4 17 0 3 T AR A
LBk, WU (D) 10 E 8RR SR, JUH R RS IR 147 - 50 B A TR KB 20 1) S AU
Yo, Al 6 7 s B AR P P Sk R | AR RETE B 0 AN A o AN A B2 IR AR RS RE 1
B, IO (D A& WE &SI IE R 2 5 AR A . X (D it &Yt ml AR
H FH A R 7 DA T PR A3 1 SRR B B B S 3 0 » R, A R IR R AN TR S R
PR AT AR SR IR AAE IR 7592 » BA SR T A W 5 2 i 2 W AL 5 P Ak )

[0096] A KL &Y

(00971 FUZK (1) (5 Bl 3 SR m] HI 1000 VR 9T -5 Pl Ty JC 2 R ol iy
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FH R 2 903 FRAE o IX RS ML AT A2 LA T B BRPCT H i A BT il - 77200643 H22H
AT HIPCT/US2006,/010945,W02006,/017626 F11-F-201 048 H 25 H #2£35 fPCT/US2010/002336
(BAW02011/028255 A FF) ; F1F20074-10 H4 H 22 #132 EH & R 1EU.S.S.N. 11/973,001
(LAUS2008/0214630AFF) s LL_EHIE R &F— DI GI AR RGN RS FUE RN -47
A RBEES 0 RIS e A R BRI 7B & b G HA H

[0098]  7E—uEsiji 5, v] T ARG A (D M &L 2% ] #57
() 26 B AR R A RIS K E Y Z i ALY -

R4
o) o)
R SR,
N
R = Re
[0099] 3 Ro
Rs S
Ry 7 °

@D
[0100] Hr.
[0101] R W& e mli it 5
[0102] R A& Kedsk-[ (CH,) -0] ~[ (CH,) -0] -R’:
[0103]  R,.R,FAR. 7% H LIS FedE  T7 R fe R Bl -OR, 1
[0104] Ry \R ARG H S A A BT 2 e HE - OR 5
[0105]  R,J9-OR, EG-SR,
[0106] R Jy&l bedkal it
[0107] R A B
[0108] R N Bkt
[0109] R’ Mkidk;
[0110] AN 1o A (i ~7 i A 035 1 25 878 P 1 3L
[0111] xR 1 Z87E N 8% HL
[0112]  y B FEOESTE N 1 BE4L
(01131 7ER (D) ML & W RUAS e SE AL 78— 252 )7 S, RN AL — LE ST it
J5 e, R0, -C ek 75— e S Ty et RV A AE e Sty ek RV 2 B 7R
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it 2.8 WBergeron et al., “Prevention of Acetic Acid-Induced Colitis by
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B B I6 97 A6 A5 P RE VE 35403 B /MK o FE VR Y7 BT FRE VR 45 0 v, ] ) R SR 2H 2 B8 1 R UL
()52 183 45 7 (D B & A -G . (D KIE 3 N E I 2 S 5 205 AR R
PSRN/ B 23X S ) HR ) H S B AR SRR T v P SRR ) A

[0185] AW RT T 7E 52 i w12 W (U s 2 4 B BRA BBk L 5 VR 9T ik 32 il wT 1A
ZRE G TRIT A MER R (D KIS e LA S Y DL TR B ME B A AL
ST S, AR R A2 W O BRI S R AT RE PRI 4 T Tk A S ) o A2 — LSt T S
] A SR L S (1) 52 A 45 T B iR AL G4 o AE — S8 STt 7 B, AR B2 AT Rl e 5 8048 B Bk
M AR ERAE (B, O IETAR) 1) 321K E 45 T ki & ekl &) AE — Lot 7 =
BT i A & W sl 2 & W mT T T390 R A e B b B PR VR A o A — S T S, ik Ak
GV EILE G ) TR A T AERR ) 2 B I A8 o AE PR E SR R IR T R, AT ) 520
H IR E KRG T Tk S S AEY)

[0186] £ FRJEE A 45403 I TR B 7 v, w4 S Vet (B4, i 1B AR el iR) 25 72X (D 11k
GGG AR LS T R, DRSS T ik & V) sl &) o 76 H B St )7 5
W, B A (B, 55K N) 45 T iR G e &4 . AE — Le STt 7 S, n) e AR R L) 2%
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B R RS T iRt GV &Y.

[0187]  Fril Rpi6 7 I EVE #4051 52 1K 2 mT LA AE A SR A B o A — SE St 7 S0, B
BN N LB o A — Le SRt T SR, TR BN NN AR — St T R, Bk sh A
FEENY (a0, A0 R ) o AR BE STt T SR BT iR s i A ah A (1, 2B R BR,
My REEENYD) o

[0188] i)y B IG T F E v 40 BT ZE Sk 1 =0 (D) AL & 011 S b 2 A (7] 52 40 35 T e g
LT 5203 A AE e N — RROIR L BT 25 7 IR 08 250 < 25 245 77 U5 ik (L & AR
37 T 1) Fs BN R Y DA B T4 24 RN 2 ) — BUE o SR T, B B AR , e SR B 2 2= g
A BRI 7 I 8 o TARI R E B 323, BAR G T A BB T 2 PR 2, B 45
FEVE B B s T I BARAL G5 520 B0 R0 AR L — e R MR RO B s B
TR A W25 2T 1] 25 29 I8 AR AN HEMEE R YR YT RE SR 18] s S TS T IR e &
A A FH B[R] B {5 ) 245 ) S5 I 2 AU B R ) R 3R o A — S St 7 S8 vh , T 1B Bl 7
SARE FEEE 0 =X (D 4 &80 H 77 &6 B A B 547 71 80 . 01mg /kg 22 200mg /kg - £
— sy R, TR H & VG N0 . Img/kg 22 100mg /kg o £E— 852 5 R v, fridk H 77 &
JulE A0, Img/kg 250mg/ kg . 7E—LE5L i 7 R, Frid H 77 & Ve N0 . Img/kg % 20mg/kg - £
—des Ty =, Frid H &= V5 E N0 . Ing/kg % 10mg/kg . 7E— Y52 7 R, BTk H 7 &=
JE 0. Img/kg % Img/kg o £ —LESLTl )7 S, W — R — IR BER Z IR T ik & )8k
HH B AE— LS B, TR — IR IR IR EY IR % T H R E 585 o 7E B S
T EH BERR R VR EOR VB VRERE — A B A4 T iR SR AH S AN A
A 28I 8 A S T TR SV I AW, 5] 404 PR 4040 fa e 45 R .

[0189]  Z4MZHEM

[0190] Ak BHILIR AL (D W25 & Y0 1697 S A L P & P Sk 452 4% « 26 L IBD
A REE T o 75 5 P R A BRI U 25 % BT 2 IR RIBC S G, mT&a &2 B g &
B ANt N AR VA R ER A T VA IR A NBUL B EE T AR K B 254 &
W, HER TR 1097 1R 5 8 BIE o 72— LSt 5 ZH, AT LA — R — kB 2 R LA 2 LLig ik an
N ERIEKCE D IREUS B SMA T AR B 25 DLRAR BT R VR IT R - B R £90.001mg/
kg £ #7200mg/kg#£)0.001mg/ kg £ 21100mg/kg£J0.01mg/kg £ #)100mg/ kg £]0.01mg/kg &
£150mg/ ke, LILLI0. 1mg/kg E £)40mg/ ke , PLILLI0. 5mg/kg 2 £130mg kg £]0. 01mg/kg = £
10mg/kg+210. 1mg/kg £ Z]10mg/kg , H B EZ) Img/kg & 2125mg/ kg 2 A FH AR T . 7] — R =
W= R — R —IR BB — R — IR =R — IR — IR B — IR = JH— ke,
B VY JA — IR IBIE T 75 1 & o A — LE S 7 b, v FH 2 k4 2 (10, 2.3.4.5.6.7.8.9,
10111213 14885 22 IR 45 24) SRIEBIE P R 1 & o AE — 2L SLhti 7 b, AR T Bk 25 51
AEHr e EAE R A E R ES T2 (D G A — LSy 29, LA IR Z i E 2 5
IR RS T2 (D &Y.

(01911 HT N RE S B Fhh 245 AR R B A dE  (E AN PR T 2527 B mT 43252 (1) 2077 S Ak 2L 7D
VS VR VR A TR R SRR Bt 751 o B v PR R A o 3R VA 751 28 T 5 A A A 0 o s FH 1 s 1 A
FEFEI an /K B S 77, 38 v A LA 0 4 BE L R BE VIRER £l LR £l S PR I LR
FRPR I TN 1, 3- 71 Sl S A I Jle v I L2, AT Vi A8 A s ORI 2
TH BN R AR Y RRRR ) Y DY Sk R I L 2R 4 AN K L AR TR DT R I A AT
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[PIVRE W) - R e PERRE N AN, 1R A 43d vl A 2 ARk iR 771 < LA 7 A B A 771 R 741
PR AN G HA MBI AL — LT RZP , KARKAKAY '5iE?§?“UﬁD
CREMOPHOR EL® (3 2 S =0 8RR 2 2 ok B a2 . 2 38 L s
WWIRER R EVRAMHA GRS

[0192] A4 2 o0 A A P 3 B 040 4o 307 Bl e 38 7] AR By 2 7w T 5 w9 i skl ), 48] dan ] v
SR PR R T 7K A ESG V R o P VAR S PR K B o R T R AR AR R B A PTEZ 1 AR R 7
VA 70 PR AT AR SR ) R BRI TR R L WJﬁﬂl 3-TT R VAR o Ho RIS R AT
VN PIRE TN IK RIS UL S PGS AN - LE AN, KB I AN T R
FAAE ¥ 77 B Bl A - & 0Z H 1 Tﬁ)ﬂﬁﬁ/mﬂmxﬁﬁ/ﬂﬂ B4 G B H v - B
Wi o A IR Jl7 TR A yeh I FH T T 3 S ) 570 ) o % o

(01931 w] v 5 il 71 m] 437 4l ik 28 E 41 T 8 BE JIE 2% (bacterial -retaining filter) iy
B I 5 N AR AT AT DAY i 023 BO7E TG B 7K B B AT VAR S8 T A o R 1 G B [ AR 2
W K B AR K T

[0194]  FHT EW7uk B iE 25 25 40 -G WAk ke ), el d i’ Ak B AL &4 50 B )
A A B TR TR 77 BB AR 4o v w] IS 58 40 R Ok S VR A %, BT IR T 7R B A AR B
B A [ AR A AR I D v A L DR A B i B 9 T8 s PN R e S R TS 1 25 40

(01951 FHT~ 1 s 7 1 [ 4 7] 2 A 955 S 9 v 711) < SR 7] < SR AR OGE 751 7 X 2R i) A 7] Y
W, RIS R 25 0 5 2/ — P 1 L 24 5 b T4 52 1 TR 771 B A n MO M R N B T TR — 45
/8 CL R Y BEAT IR G a) S A BUZIK I anvE Ky  FLAE  RERE | R 20 08 T EE B AR b)
KA TR, 1 T8 B R 4T 2 35 R IR B PR R S 5% 5 M s e B R R AN BRT Fr AFT AR 5 o) AR 7]
W, d) R BTG VRIS « R E UK VE R IR L — SRR S AR ER AN , ) ¥
TOBEL i 75 G A e S €) MRS i SR N 2= e Ak G ) @) TR ) 5 A7) Tar o T R RS T PR H b s
h) W W51 G vy AR b, AR 1) 3 7R A B T R R A R\ A SR £ L A
FEORER AN, AR G o 7RI EE v ARV RU AR A 00 mh ol ] 4 7] 28, W] 6,5 G2 o
[0196] -t m] >R AL RY 1) [E] 44 2H & P F A IR S50 A% (lactoseBimilk sugar)
PA S e 0 - B 3R 4 T S5 1A ORI - S 70 Jl B PR AR 70 70 o v 7] S B 91 T 3 AL AR R 75 )
] 44 751 2R mT A P A, A A A 76 A i s A0 A RN L e 24 ) o % MU A R ) AR R i 4% o AT T T AR
1% B A A, FF B AT DA 7E 18 1 — L35 7 A Ak DA RE 7 A BRI e el — Pk 2
Ty 14 S 20 ) 25 0 o T A5 ) RN 25 0 1190 SI2 491 6, 3 55 0 Jota R o R SR F SR AL Y
(1) 2 2H & P DRy Al PR 750 G L0 DA S v 0 B8 5 & I S R SICORN R - S 7 IR S (1) T 7
o

[0197]  FrifyE Mt e DL 5 —Fpel 2 Bl EIR BRI A8 20 7 7ml Be 7 I 5%
SRR AR 51 P (3] 4 751) 28 A gt FH B A RN A0 58 W i A A s e B AR R L 8 24 0 o 5 Ak A
I B AR SR 1) 2% o FEIX S AT Y Hh , B v MR 7R AT 5 2 2 — ol P A 8 1) e e LB B
VERTTR G o 4% HEBR AR 5451, 3 A8 551 2 W 55 o P A R R A ) L B 5, 49 e R 3 )
A e R 750 B 0 s T PR A ATl 41 AR 2R o AE SR B AR AL AR ) A7 Dl il 7] 28 ]
gz R BT AR B A TR, I H AT DL 7R g i ) — L5 2 o A 3k DA ZERE T AN
BT S R T — Al 22 A T B2 R AL S T A AN ZHL S ) S 49 SR S W o RN
g o
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[0198]  I& T Jm) 0 4 24 %) i) 75106 7% 00 4k B~ 00 A 6] 5510 a4 7] S R0 S & A L B R
(applicants) /KA EGIHAL K FLIR Q0 FLE 7 BB B0 71 5 BIA R BB 77 40 751
T 1) R Bk 2 1T J= 515 4 245 1A o) 7 e ok P R TR e 2 AT 4 52 1 AR i R LB R OB SR ER
HE 5243 i IR 25 W)k 1) £ o o] FH A B8 0 7E B2 Bk B 1l v T 2 DA JR) 38 it FH 5+ 4100 ok o
Z 0T 1A N A AR T 1 R 4R 24, B 245 m 3 BT A 2H 2R B A 7 Bl 2 R ) G
5 ZH AR TR ST R 0 I3 o 187 2, T A ) it P e TR R A 4 3R BT 48 B 1 DL/ I TV A
B, TS A A 2RI, Gn S SR ) 7)o IR P )51 v 1) i R 75 988 5 7E A K B
(AT L N o SEE A1, A D BF ek 2 525 g D 7)) 458 P 5 P 35 B2 IO 751 B A Tl LA B Ak 4 356 3 2454
) BRE IR 348 o T S 70 8 T e 3 g i o 245 A e 3 2 5T 3 224 1 6 Joi v o4 o R R A IR
e BE 7R LA MG I 25 28 1 B It i (F Tux) o o 28 W 3 ik i ks ol 2 el o g i 3k 2454793 ik
TIRE YA P R kA i) o

[0199]  tbak, FH T B Hl A 2R AT DL 2 & KR RS2 (5 an, i 4o fn B i) ek
TR RAE I RS, AR E AR T, 7K AL I 7K 7K A A 7K R B £ 7K
LI o B 2L AT 78 5 0 YO ) AR B, A AR e 5T (LA A& T el R FZix) 3
RGN RITAE ERILE S iR A A T R A RS H e E B 558Uk hE
TEK ] AR [ A4 (n B R ) 5 7K R BE 22 (mousse) RS-

[0200] R M43fE, =0 (D) I AR 2 G nT T &977, AT iRtk & g
MGV S—Fhal 2 Mo B F5 V697 7R Bl A R AR R 25 7, B 7 — Pl 2 M e
TV IT AR A W B R 45 T - 46 07 R 8 T QRYT B F) KR EH &
V475 & BT R VR TT RN/ B E B A AR AR IA B 0 B R VR TT RUR RS B AR, BT R BT
AT S AR B 93 i S 3BT 7 RO B AT TR SEERAN R IR R (1, AT AN R O BE) o
[0201]  H—7J5 T, A K MR R At 25 W A slalsf &, A & — a2 M — FhEl 2 FhA ik
B 2502405 W B S e 1 25 4, HAE — S8 R, B8 S e HEHER VR 7 A R4
BITE AT IR, P BE IR EE 25 25 1 AT DU 5 28 24 i 2B 7 A0 FH B B I U LA - B 2 2K
R IEE RI 2088 0 S B 1 I 24 W R St A 7 A e A LA L B T N RG24
[0202] syt fa

[0203] 1 W DA BE 58 4 Hi B AN R U BTl () A R BH , F508 1 DL St o B 4 3L, ax 4
S AE RN H (1), BASBEIRRE N LA AT 77 PR il 4% B

[0204] St fdi] 1 . A% S VALTRR ) o) 4%

[0205]  EEkHiER OFT) RAUMIHI G Rk

[0206] 7<% BAE AN 28kt 3 (DFT) AR A0 3k ] {8 F A8 L RN i) 77 vE N2 &2 3k A5
) 2 4 JE R 1) % o 5y, B g R R [ BRPCT HR 375 B 3R 1) 7 & B (S) -4/ - (HO) -DADFT -
norPE (ITT-A) #1(S) -4’ - (HO) -DADFT-PE (IV-A) : T-20064E3 H22H #2381 LAWO 2006/
107626 4 FHIPCT/US2006/010945 , F-20104E8 A 25 H #£32 H . LAW02011/028255 8 FF-HIPCT/
US2010/002336, F1 52007410 H4 H $EAZ /) 3£ E LR H15U.S.S.N.11/973,001 , K ix te £
PG R R — N I RAR I AR HREE RS,

[0207]  ZDFTZRALY ) BN R B A ot VA T ) 1) £

[0208] A< BH (1) J7 v H 45 FHICIDE T 2RACM Y Vi 15 R T sUBR A e SR B T 20 K V14 &
(R SE AN S f5 I DFTZRALL A I Vi 25 TR« 0 e B8R 75 P45 21 1 S VR L 22 DE TSR AU A8 it
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VSR o I B Z2 B 7K, FF 0 JE BRGRE 75 BT 3R 13 o K5 B TR 1 ) 3 € VR (A pHZ T) 7E LA
T SE A R AR AT DI, £ I S S R I A VAR AT AN A1) 28 DE TS AR I 3 i 11
FE b Lo

[0209]  sjitifs)2 . kMR 2 R TR KBRS AL v LR S 1 45 i %

[0210] &5 21155 T o IR B fd FH55mg / kg I B2 LE Z A4 1 VESprague -Dawley KR (250~
350g) JBRIFE o 5l 45 IS0 FF HE £ AT FR AE IR & VI U1 K 15 W Al 25 i 71 B o 0T
MRS E T E AT LS E AL . FH K (10ml) R4 W . B AR A0 i N 540 i 4%
R H B o B NSRS 2 0 B W 2 o 1 A 5 L Y0 3 v 45 i P 3 S BT AE A IR AL S ) B R TR K
(FEXT RS (2ml) o4 Bk B g A 25 1 52 5 2R I b s fo i Bk A& 0 0 B8 7E TH AL
THWN 3070 Bl S8 5 , FRUCR B B i Al 25 i b B 8 B 28 22 B, FEMG Frid 252 42
H &5 DI 1522 2000 I [APKE 2418 (4%, 2m1) VRS 2RI M 4E 7 SUVFRRAETHALE N R B L 2
Lo Ja (BY, BRZG T 45 R J540-45%0) o o AT K FR 8252 28 1/K (2m1) , H LA 5 Z R AR RN 1
773G T AR a2 R (10m]) 33 53 280 I 45 i UL HE BT IR R 5K - B 25 5 W /3 i 46 i 1) 245
L& WA B R I I, FEOR T 0 o R SIS KR, FFAE 24/ R AR B o Bk 25 430
K B 45 W 9 70 % BE AN AR Wk == EyPAR Bt

[0211] 2 MBFESHLEM AN EE . fEApple iMacH K b F%E T-Photoshop ) 14 43 ¥
(version 5.0,Adobe Systems,Mountain View,California,USA) 7€ & kL4515 . Photoshop
P I Magic Wand T.H H TR CHRCE T80 ARG 0 X I Magic Wand T HAZ
727K E 9300 a5 FH I B B A (1 AR RL i 4 B i B 40493 X 35 SR 5, Eyedropper T
BT 5 e e DX 3 A B () e ) o 25 45 Tl ] 21 2125 F Pho toshop T s Magic Wand T
H (FZREN100) AT EEE e R B &R R 5, GRS fh i B 7B TR
(HAE R — N EIME , Hop 8 R FRR 55 FE KPR IR R HD) R e e 40 (08 A 30
gy @A X380 s A B 7 B e i ik (IR XIBR s 7245 U AR e Kbl 8 T B 7
b IR AR BRI E B B L I E 3hE B a1 AR R E O

[0212] W5 SRS ES & TR 2 2R 50 A R i 1 R 4R

[0213]  DL300umol/ kg7 & ] M4 Sprague-Dawley K i (250-350g) I R4y T E# & 57 . 1F
K (n=3) 4525 J50.5.1.2. 4 M8h &N 8] 11, 4 B 5 g T-CO, AR LA 45 T 22 SR HE . T8
IO I 2 FERAS M, BT MR R A L5 8 O IR O, AR S 40 B ISR T 43 T
M B4 47 s e < 0o B  JR A AR A 94455

[0214]  Sjitifs)3 . PO (I k) AISC (K¢ ) 25 24 J K BRI H DF TSR ALU P I ok i

[0215]  BAVR F7 Ry SF B 0 IR A Bt Sprague -Dawley KR (250-350g) 45 24deferitin,
(S) -4’ - (HO) -DADFT-norPE (TTT-A) 8% (S) -4” - (HO) -DADFT-PE (IV-A) [y #4425 , 751 & y300u
mol/kg. 7E K (n=3) A% J50.5. 1.2 AFI8h I BN 8] 25, 4 3h 4 5 75 T CO, AR LA T
GIRAY o T O U 28 FIRAT I, BT MR R AN ) 8 B I O, SR 5 43 B L
T 5341 WL 203

[0216]  sZjitafsl4 . PO (I i) FNSC (K2 F) 5 24 fa R BRI 2% A 5 ¥ DE T ALUAA i A &2
[0217] i FH B AF HEPESprague -Dawley KB (450-500g) o 1% 28R FR FFARBE € o 1] 1X 28 KRR,
FUAREE R T 45 T 300umol /kg 7l & /) (S) -4” - (HO) -DADFT-norPE (IT1-A) 8% (S) -4” - (HO) -
DADFT-PE (TV-A) [ BAN ER HIFE S - FE45 255 0. 5h Th 2h «4h A0S hifill £ K B I ¢ A
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TR BIDF TR U4 o

[0218]  SEjitafdl5 . B2 T 45 24 Je K B I 3% AOHR S DFTZRAUA ) R J
(02191 KR AW HEE
[0220]  FEZ5 24 )5 295040 %, A8 F GG IR / 225 5 K BRI o 76 45 24 g /NI Sl O i 25

RIREE KB A MV, BT 5 2 MR B 028 o o R R B R o AR R TE SR A 21
NI FEBR ARG V& VR o SR 5 AL BREE A IR I I PR DETIAUD (R o R 2 I
IR ISR 73 B, ¥4 Uk B2 DI E DF TR IR R 2

[0221] KRR Eh /K EVE:
[0222]  FEZ5 2 )5 295045 %, A8 F SRR / B 5 B K BRI o 76 45 2 g /NI Sl O i 5

RIREE KB A MV, BT 5 S MO R B R 0238 T o R DR B PR IR B A 84T O B 2%
i/ 3 B3 R 19 - ROSF B BTl A KB 220 =, IR D)6 40 b5 - 249100m1 £ 7K 280 JIF
(transcardial) EFES I BF o 15 IEEVE , IR R BRUIR I BR 25 o AR AT o R K 4L A A2 B 57
B o R HR I ¥4 125 o SR ) b PR EE AR HF PR DTSRI IR B2 o A 4 L 5 0, JFoRF ML 20 1
R EL 2 I SEDF TR IR I

[0223]  ZR1. AR Z45300umol /kg DETRALIA AL PR 1) K B 1) I 25 R0 B 6308 DE TZRALL A1)
W
DFT : N o
% | LogP i 1) oo P o i o P 04 IR R
" P (h) (uM) (uM)
0.5 142 + 57 2.14 + 1.01
I 64 +7 RE
IV-A | -1.10 2 32+20 RE
4 2+40.5 RE
[0224] 8 s ¥
0.5 424 + 60 8.07 +3.09
I 219+ 19 5.70 +2.74
232N FHMERA IAR
I-A | -0.89 2 30+5 i)
4 2404 0+0
8 RE 0+0
[0225]  3R2.48SC4:%5300umol/kg DFTRALLA) AL P 1) K BR 1 I 2 FHE A DETSRALL ) )
J&E %
3k 0 1k ¢ 3 o
DFT *:& E B&EP - ;kjé—. m7]<:$§ E
| LogPey | b egsa | LT R eRA | B R
[0226] | % (uM) > ;’ g T M) (nmol/g BRuk 5% &)
II-A | -0.89 218+ 16 25.8+6.0 218 + 51 17.2+5.5
V-A |-0.89 701 +32 37.8+4.3 663 + 42 29.7+4.3
[0227]  *AEZ5 24 J5 295070 Fofg 3 28 K bR BRI o 7E 25 24 J5 1 /NI 3 5 2 22 7 CO, K A HEVE 1Y)

RERAEFE  FAR KB AL 24 )5 /N FH29100m 1 7K 28 0o JIE V5 73 B o

[0228]  F3A U B BN AL BLFE 0 (A5 A SR N SRR 8 S it A% WY o AR e WO F AN IR
TSI ot 451 e 2 ) e R DA B St A1 DA AR e B D5 T £ B R EL LA D REAR
PRSI it 5 58 A AR A A W ) Y BBl P o B S PR IS T s MBI (R IR L 4, i1 b R i B 5, A
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BRI 25 P SO T AR USR535 8 110 5 WL L ¥ AEBUR ZESR 1 DR 37 0 B N o« A% 1
R3PS T R AR A AP U 14 5% TS it 5 5 P ief ot

[0229] A HIF 4 KW T A A TF LR EIE AL A, T+ 5 AR IR RN B 2 F
WA BPRAR SIARHIEE NS, QIR 5% T 23 T L R 37 B L A ath L5

SINAEANZ 2 AL F A GINAEDN 225 1 SCHREL & AP JE B A IR DL R S A T
Fouik.
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1/4 0

DFO 20 mg/kg IV B (%)
3 WAk
~ 30.9
N 41.6
N e
e 4 36.1
fieercienSggR >
’-—‘ T
| F 31 =
25.7 £ 14%
Ak - B
P <0.02

50.1

64.5

30.3

38.8
3948 =
Hin B 440 £12%
P<0.02

K1
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2/4 71

OfRA PSR A
Ao AWK E (M)

B TFHBRA
oo SE AR E (M)

500~
400+
300+ Deferitrin
1a4h IV-A
601 = O 4 NI-A
100+
0 1 ﬁ— T "'"l_]_ll T !
1 2 4 8
Ba) ()t )
K2
500
i @ Deferitrin
400 @ st IV-A
£ I-A
300 O e
200
100
0 I "'rrl I | |
2 4 8
aiE) ()t )
K3
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3/4 71

BRI AL (nmol/g 2 )

y Kb i?fz’
N
(UM) ( KSBR4Y nmol/g :2F )
K& #9 195.75 13.78
A& #10 173.85 12.85
KA #11 186.90 20.80
AR #13 195.15 10.88
X2 #14 171.60 15.79
KR #21 288.45 23.04
KR #22 159.00 10.48
AR #23 240.15 17.93
KR #24 301.20 28.39
KR, #25 279.30 19.61
X8 #26 204.90 15.16
AVG 217.84 17.16
STD 50.87 5.48
1eodh  I-A
40— 300 pmol/kg SC
HEx
35
30
>
25
20
15+
10
y = 0.0887x - 2.1739
5 =
R2=0.6779
0 | | | 1
0 100 200 300 400
f KA (UM)

K4
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BRPRE (nmol/g 2 F )

Koo il
M ek et L
(UM) ( K SAR44 nmol/g 2 )
K& #15 23895 2232
X2 #16 19230 19.87
K& #17 21870 24.17
K2 #18 22290 21.99
XA#19 22680 31.35
X9#20 20895 35.05
AVG 218.10 25.79
STD 16.02 6.01
e NI-A
300 umol/kg SC
40+ E[3% 9 4
35 >
L 2
30-
254 =%
P 4
20- .
5
104 y=0.0193x + 21.573
5] R2 = 0.0027
0 T T I |
0 100 200 300 400
M RE (M)

K5
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