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oz S HIE R 2R TR 45 3 (0 23 70 00 3 A R AL R Ui 78 73 BRI SEEm 3T 5
PRI o G, ZEAE A TR iR A S A SRR IO AL S B IE I AHRS T 60k 1 A
AT AR bk e P B3R 5 I FH50~600MBa 22 47« 45 24 1 24 31X A il BAESE 28 M D iR 34T
AL, B, ZEA8 F 2 TRR T A A I A5 50 R AT LA FESPECT: B AT LB AL, 7E 8 AR
PGSR OUT , AT BLAE RIPETE B AT R L o

[0083] "I i, ffiadk SEHt A5 LB A5 K 228 9] S TR A U ) A O B (EAC R BT OF AN R E T3
BE PN R F LU, £ IR SERE ], St TSI A S S ARk ank L Birsg S

[0084] =1 skt i) ik I VE A AL B 0RO AL S 4 A4 7

[0085]
woasy1 | L U6 -2-[2-(18-1,2,5- 2 sk -1- ) R 5= K 1ok 5f
[1,2-a] oo
o 2 [ 1]1-6— 8k -2-[2-(2H-1,2,3- = vk -2- R ) o —5- K T ok o 5
[1, 2—-al g

WA 3 | [PI1-6-m-2-[2- (1H-ske~1-£) shog -5- A T ok 5 [1, 2-a] stbor
i 4 [‘”I]'—é—ﬁ%—Z—[Z—(lﬂ—l,2,4—5@—1—3&) oo -5— K ] okl 5f
[1,2-a]wbez
tebdhn 5 | [P1]1-6-sk-2-[2- (e —1-R) abog -5- K T eked 5 [1, 2-a] ko
[0086]  (SLfiEf 1) 2—-[2— (1H-1,2,3-=M—1-J&) nkug-5-Jk] —6-="7 J& 5 45 J5e JL ok e -
[1,2-al ki i & Rk
[0087]  #4207mg (R4 T3.00mmo 1) ¥ 1H-1, 2, 3- =My % T-5mL — B L H Bk fie b, SR 5,
A200mg GFH>4 T~ 1. 00mmo 1) 15—, It -2 IR ML IE 14 14mg GFH >4 T3 . 00mmo 1) [ B EZ# , £E
100°C R INFA3 /NI o [ RS RS , 1 ORIV 20 28 2, NN M A Gk B K i R K, =
SRR EIR A IR S b 2 A A R A Eh K e i, TS /K R R B 08 I R s
WAR , W A3 B R M A B A € v Qe il : — P e/ LR G BR =4/ D ¥l , 13 2
57.2mg CGFH4T0.304mmo ) [{)5- 2, Bk 3L —2—- (1H-1,2, 3-=M—1-3) g (&1, B D .
[0088]  {i FHI{INMRZE B : INM-ECP-500 (H ASHE FRE 24t D
[0089]  'H-NMR G 57 : i ARE A , L RA 2R . 500MHz) : 69.05 (d, J=2.3Hz, 1H) ,8.65(d, J=
1.1Hz,1H) ,8.46 (dd,J=8.7,2.3Hz,1H) ,8.34(d,J=8.7Hz,1H) ,7.86 (d,J=1.1Hz, 1H) ,2.68
(s,3H)
[0090]  #57.2mg (FH24F0.304mmo 1) {52 B 3E—2- (1H-1, 2, 3— =M —1 —3&) g 5 e T
2.0mL —E R BEF 2TuL = 2%, SR 05 , ZEOKYS S IN78 . 9ul G410 608mmo 1) [ = HF i
IR AT AP AEZE R IR, 285 1RO N K, &R B AR B3R
A SR TR BRI K B, IR IR BE 05  Z8 1RGSR 24 71 B AR BIRI AR B8
VAR T2 OmL A DU SR b, ZE 0KV T INNG4 . Img 24 F0 . 304mmo 1) fN—VR B8 FHEE W iz,
FEZIR T HHE30 738 o SN ZS R T , AE98 T 28 ARBR 0850, 15 Bk B A FH PR ke JBe b £ 1 02
(BEBR : Pt/ LR BR=4/D K, 1332166 . 4mg (FH>4T°0. 249mmo 1 [¥]5- (2—1R Z Bk
) —2- (1H-1,2, 3- =M~ 1-3%) ke (&1, PIRD o
[0091] {3 FI¥INMRZEE B : INVM-ECP-500 (H A< H F PR 24 1D

11
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[0092]  'H-NMR G5 : ARG AT SLIRHTZE . 500MHz) : 89.12(d, ] =2.1Hz,1H) ,8.67 W, J=

1.1Hz,1H) ,8.51 (dd,J=8.7,2.3Hz,1H) ,8.38 (d,J=8.7Hz,1H) ,7.87 (d,J=1.1Hz,1H) ,4.44
(s,2H) »

[0093]  }466.4mg CHH24T-0.249mmo 1) 15— (2—JR Z, Bk L) —2— (1H-1, 2, 3— = M—1 L) np g

F154 . 8mg HH4T-0. 249mmo 1D [ 2% 3 —5- LML e V5 fF T-2. OmL ZJFE v, 75100 °C [ ik v

IREIRL L 5N o SN 45 SR ST, 1 O N VA B0 2 == i i R DT W )n , F 2 ek R UE

A B R 4 i VR B T 2mL /K —2mL R B VR A, AR S S 1Al H RN 29 Tm L A AT

BRIR S ANTE WL, FEAERE 5 B ik 2 T IR3% 5 43 o NS BIIVR & 4 R i 6 B Utie ¥, FIK 78

U FETENE S T, 15344 . Omg GRH2SF0. 113mmo 1) HJ6—-ft—2-[2—- (1H-1,2,3- ="~ -

) Wb -5 R I [1, 2-a] mikng (&1, 2P ERD .

[0094] {5 FHI{INMRZE B : INM-ECP-500 (H ASH FRE 24t D

[0095]  'H-NMR (3% 7] : 5% = FF AR, AL 4RAZE : 500MH2) :69.11 (d, J=2.3Hz, 1H) ,8.91
(brs,1H) ,8.82(d,J=0.9Hz,1H) ,8.57 (dd,J=8.5,2.3Hz,1H) ,8.47 (s,1H) ,8.16 (d, J=

8.5Hz,1H) ,7.94(d,J=0.9Hz,1H) ,7.45 (brs,2H) .

[0096]  #420mg (FH4T-0.0515mmo 1) [F)6-fll—2—[2— (1H-1,2, 3— = —1-JL) Mk mg -5 Ik

e (1, 2—a ] iEnE 7 /i T-0. SmL o b, IO . 2mL = Z, % 5, IAN5 1. 5ul (R4 T

0.130mmo 1) { XX =T FE£45 16 . Omg (AL 7 &) VU (=2 3L /1) 41 o 5 S B2 VR A /E100°C T 4i

FE16 /NI 5, 7RI T Z8 TR 2538 00, 1 5 B8 0 P MRS ek A 21 GRe IR : Chbe/ 2R &
§=2/1) Kl 1S B AR L5 i F O e - 2R LR L 45 0 , 15 3118 . Tmg (R4 F-0. 0 16mmo 1) )

2-[2- (1H-1,2, 3- =M —1-J&) M ng —5-3] -6 - =T JEF B ke I [1, 2-almtme (&1, 20

B,

[0097] g FHf¥INMR2ES & - TNM-ECP-500 (H AHL F#k b 24 6D

[0098]  'H-NMR & 7 : ARG AT , SLHR M2 : 500MH2) : 69.05 (d, J=1.4Hz, 1H) ,8.63 (brs,

1H) ,8.48 (dd,J=8.4,2.1Hz, 1H) ,8.28(d, J=8.4Hz,1H) ,8.03 (t,J=14.7Hz,1H) ,7.94 (s,

1H) ,7.85(d,J=1.4Hz,1H) ,7.63(d,J=8.7Hz,1H) ,7.23(d,J=8.7Hz,1H) ,1.64-1.49 (m,6H) ,

1.36(tt,J=7.3,7.3Hz,6H) ,1.21-1.07 (m,6H) ,0.91 (t,]=7.3Hz,9H) .

[0099]  (sjtfsl2) [121]-6-f-2-[2- (1H-1,2, 3— = Rk—1—JE) mE g -5-JL 1Bk 3 (1, 2-a]

e GhEMD BE

[0100] [ 9OLLSE A1 & R 2-[2— (1H-1,2, 3- =M —1-52) nt g -5-FE]-6-="T HF 4

BRI (1, 2-a] MEWE 19 25 7 G B « Tmg/mL) HH N 2mo 1 /LI¥) #5 BR85uL . 64 1MBqff

[T EN60uL .30 % W/ V) [T EAL S 100l AT % TR SV AE40°C R E B 10 G , 78 N ik

ZF R HHTHPLC, 4 2 [ 1] -6-M—2-[2- (1H-1,2, 3-=M—1-3%) ntme-5-FL Tk 5t [ 1,

2-a] WEWE 27 -

[0101]  HPLCZ& A4

[0102]  }F:YMC PackPro C8 (7§t 4 , YMCA w) il , )R~) 2 4.6 X 150mm)

[0103]  JRBHAH: 50.1% =RLEEM K/ 50.1% =R LI 2.5 =80/20—0/100 (204

i)

[0104] 3l : 1.0mL/43-%F

[0105] A W25 < 58 A0 AT WK ' X6 B v ORI 38 £ = 260nm) FHHCH B A 2% (Ray test A #],

12
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STEFFI%Y)

[0106] Al iZ 2% 43 & NBmL 7K , 1 BT 49 3 A4 38 N 2| Sep—Pak G Ax) CL8FE (7 i 4
Sep—Pak GE M #r) Light Cl8Cartridges,Waters/A @], HEFIFIEIE & : 130mg) P, ff
AR R (2 1] -6—H—2-[2— (1H-1,2,3— = M- 1 —J&) nk g -5 J ] mk e I (1, 2-a] HENE .
FImLAK Wi AT, 2R BN ImL 2Tk, B i [0 1] 62— [2— (1H-1, 2, 3-=k—1-3) it
g —H—JE TR IR I (1, 2—a] MLIE o 75 21 (0 J550 S PR it 52 A0 5 1 D91 X 1) 65 SRR A 239MBg o 3 41 5 7
IR T RATTLCA#T, &5 3, HoU A 2 41 5 99 .1 %

[0107]  TLCH#fr sk

[0108]  TLCHR : ek e 60F 254 (T 1 44 » BR 7324 7 1D

[0109]  J@HAHH: Z.BR 4. HG/ B/ — 2. % =100/4/1

[0110]  F&JU#%:Rita Star (7t 4, Raytest A alHD

[0111]  (S2jEfi3) 2-[2— (2H-1,2, 3—=ME—2-3L) Nk g -5k ] —6—= "] Jik FF 455 e JL ke e 3
[1,2-al ki i & Ak

[0112]  4207mg FH24F3.00mmo D) [ 1H-1, 2, 3— =M IAfE-T-5mL — FR L FE @k fiieh , SR o,
A200mg GGH*4T1.00mmo 1) [5— 2, B H: —2— VR MERE A4 14mg B4 T-3. 00mmo 1) (¥ i R , 7
100°C R INFA3/INGT o [ RLES R i, 1 ORIV 2128 20, N A S AL B K i K, B =
AP BEAERSIR A IR & B2 K R ShK Bk Ja , e K AR BRBE T4 J5 o I
WA, W4T B AL 4 A A A i QO i : R e/ LR O Be =4/ D K5l , 13 2
31.9mg GFH4TF0. 170mmo D) )5-Z. Bk 3L —2—- (2H-1,2, 3-=ME—2-3%) kg (&2, B D .

[0113] /i HIf{INMR: B« INM-ECP-500 ([ A< Ht Tkl 2k i)

[0114]  'H-NMR Q&7 : ARE M » SLHR 522 . 500MH2) : 69.13 (d, J=2.3Hz, 1H) ,8.45(dd, J=
8.6,2.3Hz,1H) ,8.21 (d,J=8.6Hz,1H) ,7.97 (s,2H) ,2.69 (s,3H) .

[0115]  #31.9mg FH24T0. 170mmo 1) (15— Z Bt HE—2- (2H-1,2, 3-=M—2-3%) b g A i T
L.OmL =& R G M7 IuL =2 e, S5 , 7E0KVS T 44 . 1ul G470 5 1mmo 1D ) = LR
FERE AL R AP EE R T FE 4, 585 S I SOBLR INANIK , F & R e BBIR A
I &R e 2 F K RN Eh K ek, P B B T 28 TR 2V R 1 49 B i BE s
fift 1. omLPY S kI oF , ZEPKYA R N33 3mg GRS T-0. 17mmo 1) [{IN-JR 5% FITEE WV it , 76 = 75
303 SR R, AR IR T ZE TR VA R L K i BE W DR e e A R S GO
W SR/ R EE=2/D K], 85120 2mg GH4T-0.076mmo 1) 15— (2—1 7, B ) —2-
(2H-1,2,3-=M-2-J0) Itng (K2, DR .

[0116] i FHINVRZES B « INM-ECP-500 (H A< H F k24 thiD

[0117]  'H-NMR Q&7 : mACE A, SLIRITZE . 500MH2) : 89.18 (d, J=2. 1Hz, 1H) ,8.49 (dd, J=
8.5,2.1Hz,1H) ,8.24(d,J=8.5Hz,1H) ,7.98 (s,2H) ,4.45 (s,2H) .

[0118]  #420.4mg (]H4T-0.0764mmo 1) 15— iR L BEHE) —2- (2H-1, 2, 3-=ME-2-JL) [t
e FI16 . 8mg GFH4F-0. 0764mmo 1) ¥ 2— 2 F -5 -l ng y5 i T 2. OmL ZJIE H , 72100 C 1 1%
H IR RN L. 5/ o S BEZE RS B I B Ml B =00 W s E v e, F BBk, 178
RS T T 145 B R 45 5 VR 2 T 2mL 7K —2mL B B (KR 5 W, SRS 1) Herb i N2 LmL g
BRI S ANTE TR, I 768 75 P e 28 h R 9% 1040 b o 1S B IKTR S 38 BT iE . FHK
T8 AT FEAEIRE T T8, 132010 4mg G4 F0. 027mmo 1D {6 -ffl—2-[2— (2H-1,2,3- =M~

13
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2—3) ML mE -5 JE IR IF: [1, 2-a ] mkne (B2, DRI .

[0119] {3 FHYINMRZEE B : INM-ECP-500 (H A HL FRE 24 D

[0120]  'H-NMR (7% 71« 5% = B AR, AL 4R 4012 : 500MH2) :69.13 (d, J=2.3Hz, 1H) ,8.96
(brs,1H) ,8.56 (dd,J=8.7,2.3Hz,1H) ,8.50 (s,1H) ,8.17 (s, 2H) ,8.10 (d, J=8.7Hz, 1H) ,
7.48 (brs,2H) »

[0121] ¥ 7mg GRH24TF0.018mmo 1) f]6—fi—2-[2- (2H-1, 2, 3—=M—2-3&) At iE —5—J5 ] Ibk e
H 11, 2-al MEEVAMET0. L e kEd, N0, InL=Z. & J& , i 18uL G 240 036mmo1)
(X =T F 8 F 2mg (AL 20 VY (Z 2865 48 1 OB VR A W07E 100 °C R S fE 16 /N
Ji » FEVRUE R 2SR5 22V ), A AR B W T B ek e (iR R C e/ SR 2 R =2/ 1D
K il K A2 BRSO - LR S BR E 45, 13212, 3mg (BH 24 F0.004mmo 1) [ 2-[ 2~
(2H-1,2,3-=Ms—2—3) nb g -5 ] -6 - =] FL B e JL ke I [1, 2-a] mikme (B2, DR .
[0122] i FHINVRES B « INM-ECP-500 (H A< H F ikt 24 D

[0123]  'H-NMR Q&7 : ARG A SLIRITZE . 500MH2) : 89.09 (d, J=2. 1Hz, 1H) ,8.52(dd, J=
8.6,2.1Hz,1H) ,8.16 (d,J =8.6Hz,1H) ,8.03(s,1H) ,7.97 (s,1H) ,7.91 (s,2H) ,7.632(d, J=
8.9Hz,1H) ,7.2(d,J=8.9Hz,1H) ,1.60-1.50 (m,6H) ,1.36 (tt,J=7.3,7.3Hz,6H) ,1.20-1.06
(m,6H) ,0.91 (t,J=7.1Hz,9H) .

[0124]  (szjtfele) [121]-6-f-2—-[2— (2H-1,2, 3— = mk—2—JE) ML iE -5 1K 3 (1, 2-a]
MEmE A2 1A R

[0125]  [A)45uLSE i3 & a2 [2— (2H-1, 2, 3—=Me—2—3L) nkig-5-JL ] -6-="T JL 4
P ke 35 (1, 2-a] ALIE ) 2B VR VR IR P« Tmg/mL) TR ¥R IN2mo 1 /LAY £ 242 . 5ul. 34 IMBg )
[T AL EA30uL30% OW/V) [ E AL 5L %R AR AE40 °C FE B 1098 5, 76 F b
ZAF N HHTHPLC, 4 2 (1P T] -6-fi-2-[2— (2H-1,2, 3- =M —2-3E) nb e 5L ke I [ 1,
2-a] MEIE 24y -

[0126]  HPLCZ:Af:

[0127]  #:YMC PackPro C8 (7 44, YMCA ) il , ]R5): 4. 6 X 150mm)

[0128]  JHBHAH: 50.1% =R LEEMK/50.1% =R LB 2. E =80/20—0/100 (204
D)

[0129] 4l : 1.0mL/43-%F

[0130] &yl . 240 AT ILORIE FE LT R K 260nm) AR LK W48 (Ray testA ),
STEFF1%Y)

[0131] Al iZ 2 43 i NBmL K , 45 BT A3 9 A4 B\ B Sep—Pak (7 M 7 br) C18AE (R & 44 -
Sep—Pak I FI#r) Light Cl8Cartridges,Waters2 mliil, H AR E 78 & 130mg) 1, ffi%
FEIR R RCEE (122 1] ~6 -2 [2- (201, 2, 3— =M —2-JL) mme—5-3L Tk 51 [1, 2-a] mLme .
ImL/K izt ARG BN ImL Z Ik, We i [T -6-ft—2-[2— (2H-1, 2, 3-=1—2—J) It i —
5 WK I [1, 2—-a ] MEWE o 753 B A U RIS FEAE & BRI NI 46 SR 2591 . 8MBg. 74, /£ ik
FAF R RATTLCA M, 45 2R, LB 5 41 N9T .6 % o

[0132]  TLCo#fr &t

[0133]  TLCHR : ek e 60F 254 (7T 1 44 » BR 7 2 7 1D

[0134]  JEFHFAHH: TR TG/ FEE/ — . =100/4/1

14
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[0135]  #il|#%:Rita Star (7t %4, Raytest/y @)D

[0136]  (SLJiEfs]5) 2—[2— (LH-IR -1 —J) b g -5-Jk ] -6-="T JL B & e dkmk ik 3¢ [1, 2-a]
ML E 1) A B

[0137]  #5204mg (AH>4T-3.00mmo 1) [ IK M 4 i T 5mlL — FF I R i e o, SR )5 5 NN 200mg
GFH24T1.00mmo 1) [15—Z, Bk JE—2— IR ML I F114 1 4mg (AH 4 T-3.00mmo 1) I FRER 4R, £E100°C T
TSI o S &5 RIS 0 S BRIV F1 8 S NN RS AL e AR TR VRRK, FH & P fe %
B3R NG5 FE I S e )2 K A #h /KR 5 » P TS KB IR B 10 i ek s iR 4, 1545
BRI IR A il R IR : R e/ SR G BR =4/ ¥l , 43 2187mg GFH4 T
0.462mmo D) [¥15— 7, B 3 —2— (1 H-Ikme—1 ) nb g (&3, 5D .

[0138] i FHI¥INVIRZES B « INM-ECP-500 (H A< HL F Akt 24 D

[0139]  'H-NMR G 7 : TARE AT , JEHRANZE : 500MH2) :69.03 (d, J=2.3Hz, 1H) ,8.43 (brs,
1H) ,8.38(dd,J=8.5,2.3Hz,1H) ,7.69 (brs,1H) ,7.44 (d, J=8.5Hz,1H) ,7.23 (brs,1H) ,2.66
(s,3H)

[0140]  F&87mg (FH4T-0.462mmo 1) 15— 2, Wk -2 (1H-IDR M — 1 —J25) ML e VA ff T3 . OmL &L
BB RN93uL =2 fierh , 2R, AE VKV R n120uL G4 F-0. 924mmo 1) Y = B B2 iR ik b A
SRR AR T 85, mUR BRI IK, I &R A IR A FFH =&
F e J2 K PRI 6 SR 7K ik, PR R BE 10 o 2K TR A 70, W3 19 B R B WA T3 . OmL
DU SR, 76 UKYA T IN82. 2mg R4 T-0.. 462mmo 1) FRIN-YR B8 FFE TV iz , 76 25368 S P k30
e IS RS, AE IR T ZRARBR VT, b B ) TR AT (i Gl —
Yt/ LR R =2/ 1) K5, 153124 . 3mg GH24-T-0. 09 1mmo 1) [ 5— (2—-¥R Z. kL) —2— (1H-IbK M-
1-28) mbme (R 25 i (B3, PR o

[0141]  #%24 . 3mg GBH4T°0. 0876mmo 1) [{]5— (2—¥R ZL It ) —2— (1H-IR Mk —1 —J5) npme (1) kH &5
m F119. 3mg (P4 -T°0. 0876mmo 1) 1] 228 J—5-HiL e ¥4 i T-2. OmL 2 JiE F , 7E 100 °C 1 3 ¥
HIER RN L . 57N o S RE 25 G, 8 I DA HI B =30, W sE e s, F 2 BEd ik, 18
R T T 1458 2R 45 5 VR 2 T 2mL 7K —2mL B B (VR A W, SR 1) FL R N 2 Il g
BRI S ANTE IR, I 7088 8 P eis 28 h R % 104 b o MAS B KTR S 3 BT vE s , FHK
T B I AEE N T, 49 B 6 -2 [2— (LH-IRME—1-35) mk g —5-3L 1wk e I [1, 2-a] ik
G DR 25 5 o 15 280 PR AL ot P R e e A R v QU : TR LB/ R BE =10/ 1) K il
8317 Tmg GFH24T°0. 046mmo 1) K 6-fi—2— [2— (LH-IK M —1—J5) nth g —5—FE Tk 3 (1, 2-a]
e (&3, 5183 .

[0142] {5 FH¥INMRZES 5B « TNM-ECP-500 ([ A< HE FRR 24 i)

[0143]  "H-NMR G 771 504 % B AN, JEARAIEE - 500MH2) £ 69.05 (d, J=2. 3Hz, 11) ,8.94 (s,
1H) ,8.55 (s, 1H) ,8.48(dd, J=8.5,2.3Hz,1H) ,8.46 (s, 1H) ,7.97 (s, 1H) ,7.89 (d, J=8.5Hz,
1H) ,7.47 (brs,2H) ,7.14 (s, 1H) .

[0144] % 10mg GFH24T0.029mmo 1) [¥]6—il—2— [ 2— (L H-MBK M —1 —3&) ntkmg -5 Tk e JF: [ 1
2-al MEWE AR T-0. omL — e, IONO. ImL = 2 15, I 261l G4 T-0.. 052mmo 1) [ XY
=T R R 3mg (AL & 1 DY (ZIR SR 40 4 R NVR A ITE 100 C R iR 16/ 5 , 78
B T Z& TR Z2 VA R R b B ) DR R B A i QeI : 5/ L BR R =2/ D) ¥l o
AR RIS H O bi- SR CER B 45 i, 13 313 Img GBH4T°0.006mmo 1) ) 2-[2— (1H-PK
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W —1 —JK) Nb g —5 -] -6 =" B R g e SRR I [1, 2—a] WiLme (3, 2P BRD .

[0145]  fgf FHf¥INMR2ES B - TNM-ECP-500 (H AHL FAk 0 24 6D

[0146]  'H-NMR Q&7 : ARE M » S PR #5122 : 500MH2) : 68.99 (d, J=2.3Hz,1H) ,8.44 (dd, J=
8.5,2.3Hz,1H) ,8.40 (brs,1H) ,8.02 (brs,1H) ,7.91 (s,1H) ,7.68 (brs,1H) ,7.62(d, J=
8.5Hz,1H) ,7.44 (d,J=7.8Hz,1H) ,7.23 (brs,1H) , 7.22(d,J=7.8Hz,1H) ,1.62-1.50 (m,
6H) ,1.36 (tt,J=7.3,7.3Hz,6H) ,1.20-1.08 (m,6H) ,0.91 (t,J=7.3Hz,9H) .

[0147]  (SEHEf16) [**°T]-6-Tli—2—[2— (LH-IBKIE—1-3E) it ugE-5-JE Tk I [1, 2-a ] HENE (fk
EW3) 1A Rk

[0148] [ 45uLSZ a5 24 B[ 2— [2— (LH-TBRRe—1 —3) Mp i -5 3 ] —6- =T 32 FF B e Sk
I (1, 2—a] MEIE K 2 BBVA TR R FEZ - Img/mL) 1, ¥R in2mo 1 /LA £ 242 . 5L . 485MBaf) [*°1]
BALE30uL 30 % OW/V) [l AL E50L % IR A TRAE40C R B 100 815, £ P4 F
BEATHPLC, 43 2%t (1% 1] -6 -li—2—[2— (1 H-PR -1 —35) npbise —5-J Tk I (1, 2-a] LIE 255

[0149]  HPLCZk A4

[0150]  }F:YMC PackPro C8 (7§ 4, YMCA w) il , )R <) : 4.6 X 150mm)

[0151]  JHBHHH: 50.1% =REEEM K/ 50.1% =R 2. E=90/10—0/100 (254
D)

[0152] i3 : 1. OmL/43-%F

[0158] il 28 : 2240 AT WO IE FETE RN K 260nm) AU LK M58 (Ray test A7,
STEFFI%Y)

[0154] [ iZ% 2K 43 P i INBmL 7K , 44 BT 15 A4 8\ Bl Sep—Pak G M i br) C184E (7 4 44 -
Sep-Pak GEMEIFR Light Cl8Cartridges,Waterss @l il , 1 78 7K 1EH 75 & 130mg) 1, {f11%
PR BRI A [ 1] 6~ —2— [2— (LH-IBK I~ 1 —35) Mg —5-FE ke 3 (1, 2-a] b mE o FH ImL7K 36
BAZAE SRF I ImL 2k, Wt (12 1] —6—fili—2-[2— (1 H-PR R — 1 ) nb i —5 -2 ] ik g -
[1,2-al bW o 453 2 (1) B0 135 FEAE A R NI 25 3 240 . IMBg o 73 4k, 75 T 3R 5644 T 34T
TLCA B, 25 5%, FLIsUH A 22 20 291 .3% .

[0185]  TLCHM#fr k-

[0156]  TLCHR : Tk e 60F 254 (T 1 44 » BR 73 24 7 1D

[0157]  J@HAHH: B 4. lG/ B/ — 2. % =100/4/1

[0158]  F&J#%:Rita Star (7t 4, Raytest A Al HD

[0159]  (S2jEfs|7) 2—[2— (1H-1,2,4—=M—1-3L) nthig -5k ] —6—= "7 J FF 455 be JL ke e 3
[1,2-al ki i & Ak

[0160]  ¥4622mg CGFH>4T°9.00mmo 1) (¥ 1H-1,2,4- =MeyA T 10mL — B L A BE o, SR 05
TMA600mg CGHH24T3. 00mmo 1) [ 5- 7, Bk 3 -2 ML g AT . 24g GFH24-T-9. 00mmo 1) F BB AR 4,
FE100°C N N3 /NI o S R 45 5K 5 5 B S N TRvA B0 2 =38, NNV AN &AL A /K s Ak,
TERBEAE RS A R A R K AT B R K B S, B TS KR R R T I ek
FRIRAR , R A5 B B4 R IR 8 (BRI : SRR S/ LR L BE =4/ D ¥l , 15 21
480mg G4 TF2. 55mmo 1) fl)5— 2, B 3 —2- (1H-1, 2, 4-=M—1—35) it g (&4, BB D .

[0161]  }4480mg (FH4T-2.55mmo 1) 5~ Z Bk A -2- (1H-1,2,4-= e —1—F%) ML e ¥ i T
10mL & AT L. 0TmL = 2 f%H , SR 5 , 7E 0KV R 6620l G4 -T-5. 10mmo 1) [ = Y S8
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FEBE AL A AEZE I TR, S8 )5, Wl S B N IK , F S8R R IR A
FE) G e 2 F K R Eh K e igk , P B B 1 - 28 TR 250 0] 45 2 () 7 BE s
fife T 10mLPY S PRI o, 7E0KA N I 454mg CGHH 4 T2 55mmo 1) [IN-1R B FIBE I i , 72 =18 T
PHFE30 5 o ML L5 AU , 7RIS T 28 TR 25V 71, K bk B8 4 FH PR Sl el P A €2 1 2% e ot A
TER B/ GRCEE=2/1D K5, 13 2165Tmg (P4 T-2. 46mmo 1) 15— 2—IR L BEHE) —2- (1H-
1,2,4-=Me—1-J5) meng (4, DR .

[0162]  {i FH¥INMRES B : TNM-ECP-500 (| A< H FRE T 24 i)

[0163]  'H-NMR G 71 : TARE AN » ZEHRATZE : 500MH2) :69. 27 (brs, 1H) ,9.07 (d,J=2.1Hz,
1H) ,8.48 (dd,J=8.5,2.3Hz,1H) ,8.15(s,1H) ,8.06 (d, J=8.5Hz,1H) ,4.43 (s, 2H) .

[0164]  #657mg (FH4T-2. 46mmo D) [)5— (2-1R 2. BE3E) —2— (1H-1,2,4—=M—1-3&) L ug o
541mg (FH4T-2. 46mmo 1) [ 2~ -5t e Y5 R T°5 . OmL 2, 72100 °C 1y H m# ]
W15/ SN EE R 5, 5 SN Al =i, I T E Y e, 2R e, 7E0RE T T
P o 13 B FORL 25 i VR B T 2mL 7K —2mL R B (VR A9 5 AR5 1) e H I N 2 ImL AR R R PR &
BNVEVIL, FEAERE PR SRR AR TR L0 B WA BIIR A W e i Y8 H DT, K 78 43 ki
FFAEVRE N T8, 13516 75mg GRH 4 T-1 . 74mmo 1) [{)6-fill—2-[2— (1H-1, 2, 4-=Me—1-J&) ntng -
STk I [1, 2-a] AitnE (&4, IR .

[0165] {3 FH{INMRZE B : INM-ECP-500 (H ASHL FRE 24 D

[0166]  'H-NMR G 71 : 5% — B I AKL, JEHR A2 : 500MH2) : 69.38 (brs, 1H) ,9.10(d, J=
2.1Hz,1H) ,8.96 (brs,1H) ,8.57 (dd,J=8.5,2.1Hz,1H) ,8.49 (s, 1H) ,8.31 (s, 1H) ,7.96 (d, ]
=8.5Hz,1H) ,7.49 (brs, 2H) .

[0167]  }4100mg (AH4T-0.258mmo 1) [FJ6-fl-2—[2— (1H-1,2,4-=ME—1-J&) Mk mg -5 ] Ik
eI (1, 2-a ENE VAR T5. omL o e, IO 5mL = Z % &, N 2580l (24 T
0.516mmo 1) fy XL =T FE 5129 . 8mg (k5515 (M VY (R 41 1 S BLTR & 4/E100°C
NHEFE L6/ T, RSB T Z&TRER V), R 5k B A PR A A v eI : o d/
MR EE=2/D Hl B ERNHERHCk-2MROBEES W, 584Tng X T
0.085mmo 1) 12— [2- (1H-1,2 , 4= =M~ 1 - JL) kg -5-JL] -6-="T JL F & e FLK L I [1, 2-a]
b (&4, 518

[0168] i FHI¥INVIRES B : INM-ECP-500 (H A< H F Ak 24 D

[0169]  'H-NMR GA I : AT A » TIRHNZ . 500MH2) :89.21 (s, 1H) ,8.99 (d, J=2. 1Hz, 1H) ,
8.48 (dd, J=8.4,2.1Hz,1H) ,8.12(s,1H) ,7.97 (d,J=8.4Hz,1H) ,8.02 (t,J=14.7Hz, 1H) ,
7.93(s,1H) ,7.62(d,J=8.7Hz,1H) ,7.22(d,J=8.7Hz,1H) ,1.65-1.49 (m,6H) ,1.36 (tt,J=
7.3,7.3Hz,6H) ,1.21-1.07 (m,6H) ,0.91 (t,J=7.3Hz,9H) »

[0170]  (Sjfs) [121]-6-M—2-[2— (1H-1,2,4— = W—1—JL) M ug —5-JE ] ke 3 [1, 2-a]
g Ghamo K6k

[0171]  [A)QOLLSE i 7 vh & ik 2—- [2— (1H-1, 2, 4-=M—1—3E) nhig-5-JL ] -6-="T JL 4
SESEWRIE T (1, 2—a ] MEIE 1Y 2 VA W GR L : Tmg/mL) 7, U8 N 2mo 1 /LI 5 ER85UL . 1127MBgfH)
(21T Ak AR60uL 30 % W/ V) it AL A 10U %R A AE40°C R B 1044 5 , /£ T ik
4 F R BHTHPLC, 4 2 [ 1] -6-M—2-[2- (1H-1, 2, 4-=W—1-3) nhme-5-FL Tmkme 3t [ 1,
2-a] MEWE 277 -
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[0172]  HPLCZ: A

[0173]  }F:YMC PackPro C8 (7t 4 , YMCA ) il , )]R~) 2 4.6 X 150mm)

[0174]  JRBHAH: 50.1% =R K/ 50.1% =RLBBH 2 =90/10—0/100 (204
B

[0175]  Jfii: 1. 0mL/ 434

[0176] A W25 < 58 A0 AT WK 56 FE v ORI 38 4< = 260nm) FHTECH Bk M 2§ (Ray test A #],
STEFFI%Y)

[0177] iz 2K 43 h a8 INBmL K , 45 BT 1594430\ Bl Sep—Pak G M 7 A1) C18AE (R 4 44 -
Sep—Pak GEMEFR) Light Cl8Cartridges,Waters2 @i, H 7S 1 H 78 £ 130mg) 1, {H1%
PR B U A (22T ] 62— [2— (1H-1, 2, 4— =k —1-3) I IE —5— 2 Ik 35 [ 1, 2-a] Mk . ]
ImL/K iz, ARG BN ImL L, WE i [T -6-ft—2-[2- (1H-1, 2, 4- =M —1 ) It i -
5 ] WK IF [1, 2—a ] MEIE o 75 B I FECH T3 B A5 A NI 45 S 9536MBg . 734k, 71 R ik 2%
PERBATTLC M, 45 21, HgU 4 418 995 .5% o

[0178]  TLCH#fr sk

[0179]  TLCHR : ke 60F 254 (T i1 44 » BR 724 7 1D

[0180]  J@HAH: Z.BR 4. HG/FEE/ — 2. f=100/4/1

[0181]  #&J#%:Rita Star (7t 4, Raytest Al HD

[0182]  (EEMHD) ["*1]-IMPY[HI &

[0183]  ARYE T IR D BRA BLAE FH T WU 58 Ve K IR g 11 45 A 1k DA BRI 90 i o 5 AR PR 1) L 3491
e A [ 1] - TMPY o

[0184]  FRHESCHR (Zhi-Ping ZhuangZE A, J.Med.Chem,2003,46,p.237-243) it 1 J5
EAH2-[4" - (N N- B L) ZRIE ] -6-=" FL & b Ak e 3 (1, 2-a ] nb e , 45 H A
T2 GREE - Img/mL) o [3] 50uLiZ VAV H 8 2mo 1 /LI ERFR5H0uL  1075MBg g [T Ak 4y
8OLL . Immo | /LA AL EHE M 23uLAN130 % (W/V) [k S AL S 1 5uL MG iZ IR SR 7E40°C R FRE 10
A5, 55 SE i B2 A BE R S5 A EATHPLC, 4 4 [T - TMPY 25 4

[0185]  [A)iZ 4 43 R 8 N LOmLIK , 45 T 19V AR 1\ B Sep—Pak C18FE (7 i 44 : Sep—Pak (7
Wrkr) Light Cl8Cartridges,WatersZ mlfil, JHFE I SH 7L 8 130me) H , i iz A1 B S £
[ T]-IMPY o FI1mL K BE B AZAE , SR JE I N ImL 2Lk, e Bt (25 11— IMPY o 45 ) ) St 1k i 2
7 NI NI 45 S R 1TOMBq o 3 41, 4% -5 S 49 2[RI RE I 25 AR BEAT TLC A, 45 1, SLTUsHE
Al N98.5% .

[0186] (Lt 419> Il FH = B AR U I 5 43 oL R AL

[0187] | AR BT R S 2 B 2R BUE I E 1 73 B R CL TR N LogPsa %73 L R AU L
A i i R (DL R AR OBBB) F &L PR PR s

[0188]  (5i)

[0189]  FH /KM AN BT BB S 901 AL 72 AL A Y3 AL A48 #1240 IMBg/
mL , il FSARAE VAV o 45 B RE VAR IR 25 30uL 73 ) s I B 3R vh o 1] TS I Bl R VAR 3
AN R, 43 SR T 7K VR ) 1 — 3 B R0 1 — 7 B T ZKOX T 3 38 452001 L 400RLEL8001L
3 SR 92000 LR TN RS L4000l R TTRARE L 800RLYR IIRED) o Bihk & 1M/ 5 , ¥R 5 580 (20
~2522°C, 205 /340 BE W BRI IR A TR A EOAL (RS : T2-MC, BECKMANZY
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A D B O B (23°C, 30008 X 209381 , 48 5, 43 B HURE 37 B2 )2 A7K JZ #5500l , FAutowel 1
Gamma 54t (A5 : ARC-7001 , Aloka 2~ w] i) I 52 JECFHPHE v 5 o A% FH B JUAS 00 T80 PR o 2, 1R
PN A D T F LogPamz. T LAULH , LogPameffIH A& 73 7 FH 200uL 8 JIARE L 400uL #ak
FE800RL A AL T 5 B R~ 3501H .

R 0 A
[0190]  1ogP 28 = logi, ( *E&ﬁﬂ%‘&i’]‘& ) e (1)
[0191] (55D
[0192] L HURTFR2F ALEWL AL B2 AL B VI3 FIL G WIART LogPsadE 53 3 N 2. 10
2.05.1.91412. 23, 2L AIBBBZE L P H FI AL A 00 B £ 1 og P EL YE R 7 1 ~3 2 8] (Douglas
D.Dischino A, J.Nucl .Med. , (1983),24,p.1030-1038) . WA F45 R B8 A& A4S
2 A3 A4 B A BBBE L 4 .
[0193] 24K AL BV LogPsmdfi

[0194]
AW LogPsmefH.
&9 2.10
&2 2.05
&3 1.91
&4 2.23

[0195] (SR 10) 2—[2— (MLRE—1-2) MEmg-5-FE ] —6- =] F & ke FE ke I [1, 2-a 1k
WE 55 il

[0196] #5407 .9mg (AH4T°5.99mmo 1) fy ik e Y i T 1OmL — FR L R Bk e o, SR ), N
400.0mg CHH>4T-1.99mmo 1) [¥)5— 2, I -2 R IE g 1827 . 9mg CHH >4 T°5. 99mmo 1D [ B R #H
FE100°C N NG /NI o S S48 R S, 1 I YR E0 2 ==, RN K, B &0 e AR B 20K o %
AT E &R BEJE K LR SRk B 5 » TS /K R R B8 I8 S R I 4 5 143 2 1 FEL =
Wy E R AR i v (Wil : &R St/ LR A EE =50/ 1) K5, /431304 . 0mg B4 T
1.62mmo D) [¥]5- 2, B2k -2— (k-1 -38) mk e (&5, DIRD o

[0197]  #%100.0mg (FH24TF-0.53mmo 1) {)5- 2. B FE—2—- (ke —1—3) mkig VA i T4mL &
FEAI230uL =2 %, SR , ZEUKYS TN 140ul GHS T 1. 07mmo 1) [ = FF VR i 5t o 7E RS
A AE IR N R, AR5 B SO K LR SRk Bhisk , F AR R T8 . 2R Re 50
5453 B 5% B A AR T AmL Y SR, ATAN94 . 3mg GHH 24 T-0. 53mmo 1D FIN-JR BRI .
Ji, FE 2 I PHE L/INEE o OSSR , 7Rk T 200 258 57, 15k B8 ) F DO ek e A (41
& G — SR e/ LR G ER=50/D ¥, 4321100 . Omg GH >4 T-0.. 38mmo 1 []5- 2R &
BEAL) —2— (e —1-38) ngme (&5, B %2

[0198] i FHINVRZES B « INM-ECP-500 (H A< Ht F kb 234 thiD

[0199]  'H-NMR G& 7] : ARG A » JLHRAIZE . 500MHz) :69.02 (d, J=1.9Hz, 1H) ,8.63 (d, J=
1.9Hz,1H) ,8.38(dd,J=8.7,1.9Hz,1H) ,8.10 (d,J=8.7Hz,1H) ,7.79 (s, 1H) ,6.52 (t,J=
1.9Hz,1H) ,4.41 (s, 2H) .

[0200]  100.0mg (FH4F0. 38mmo 1) Fi)5— (2—¥R 2, Bk 3) —2— (ML —1—3L) AL iE 183 . 6mg
GFH24T0. 38mmo 1) ) 2~ FE -5tk e VA T3 . SmL 2 JE H , 72100 °C 1yl 3 Hh i 24 w1 g 408
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B o ORLES G B ONRA H B =R RIS TR W R, F BB 7E0UE T T B 45
BIPFRL L d VR 2 T-50mL7K —50mL FF BE IR SV R, S8 )5 5 1a) He I 29 50mL v Ak R AR
T FEAE B 75 BB i 2 Th AR LB o NAS B VR A ) P ek 8 DLie 9, 7K 78 4 e i I 1
P T T, 43 2180 . 2mg GBHST-0. 21mmo 1) (12— [2— (LR —1-34) mb g —5—J8 ] -6 flink ik Jf:
[1,2-a]nng (K5, 03D

[0201] i FHIKINVRES B« INM-ECP-500 ([ A< Ht Akt x4 D

[0202]  'H-NMR G 71 : A = B AN, FEPRATIER : 500MH2) :89.04 (d, J=2. 3Hz, 1H) ,8.97 (s,
1H) ,8.66(d,J=2.3Hz,1H) ,8.50 (dd,J=8.3,2.3Hz, 1H) ,8.46 (s, 1H) ,8.01 (d, J=8.3Hz, 1H) ,
7.86-7.85(m,1H) ,7.48 (s,2H) ,6.61-6.60 (m,1H) »

[0203] %50 .0mg FH4T-0. 129mmo 1) [ 2—[2— (N mks—1—325) Mk iE -5 ] -6 Rk 3¢ (1, 2-
al IEIE VAR T-2. oL — e 42 efr, IO 5L =20 J&J , I 1290L GHE 24 0. 258mmo 1) [ 3%
=TGRS Omg AL ED (VY (Z2RIERD 40 8 RBVR A WI7E100 °C T HidE26 /N &
TEVRE T Z& 1R 204 7, 45 5% B ) P R pe: B Ak iy (B v : O/ R s =2/ D K
il AGR RIS O St R O BRE 45 4, 5 2125 Img G4 T°0.. 046mmo 1D [y 2— [2- (it
Mg —1 —J5K) ME g —5—J8 ] -6 =" S R e ALK 3 [1, 2—a] MEWE o (B5, D IRD

[0204] {5 FHYINMRZE B : INM-ECP-500 (H ASHL FRE 24 D

[0205]  'H-NMR G& 71 : ARG A JLHRATZE . 500MHz) : 68.94 (d, J=2.3Hz, 1H) ,8.66 (d, J=
2.3Hz,1H) ,8.40 (dd,J=8.7,2.3Hz,1H) ,8.05(d, J=8.7Hz,1H) ,8.01 (s, 1H) ,7.89 (s, 1H) ,
7.75(s,1H) ,7.61(d,J=8.7Hz,1H) ,7.20 (d,J=8.7Hz,1H) ,6.48 (s,1H) ,1.59-1.53 (m,6H) ,
1.39-1.32 (m,6H) ,1.14-1.09 (m,6H) ,0.90 (t,J=7.4Hz,9H) .

[0206]  (SEjE 1 1) [P 1] -6-fl—2-[2- (k-1 —3E) b -5-FE ke I (1, 2-a HkiE (b &
W5) (14 ik

[0207] (A1 9OLLSE i 191 1O A e fr 2 [ 2 (M Pk —1-35%) Mg 53 ] —6— =1 &k F 48 foe Sk ik e
I L1, 2-al MEBE Y 2 VAR IR < Img/mL) 1, 8 I Imo 1 /LI SRR 1 7001 . 426MBq ¥ [1*°1] it
1BAH60uL30% W/ V) ({1t S AL A 10Ul 5 % IR A TRAE40°C R B 100 3G , 78 Rk &4 F
BEATHPLC, 43 2%t (1% 1] -6-flt—2— [2— (L Me—1-3) Mg —5—JL T ke 35 (1, 2-a ] WEBE 207 o
[0208]  HPLCZ&A:

[0209]  #F:YMC PackPro C8 (7§ 4, YMCA w) ], )R~ : 4.6 X 150mm)

[0210]  JHBHHH: 50.1% =R K/ 50.1% =R 2. E=80/20—10/90 (204
D)

[0211]  J3i3 - 1.OmL/43-%F

[0212] Ryl : 240 AT ILIORIE FE T R K 260nm) AR LK M58 (Ray test A7),
STEFFIZY)

[0213] A& 4% 43 s TN LOmL 7K , 4 B 459 44 8\ 2| Sep—Pak G BT A7) C184E (7 it 44
Sep—Pak I FEi#r) Light Cl8Cartridges,Waters2 wliil, IHAFINIE 7S & 130mg) 1, ffi%
FEMR PR IACEE [T 6 -2 [2— (ki —1—22%) e 53] ki 3 [1, 2-a ke o i ImLK #6345
ZAE SR FIE N ImL 2Tk, B [0 1] -6 --2-[2— (Eik—1-38) nmbmg—5-JL ke JF (1, 2-a]
ML o 75 2] (1) SO 16 P27 A B W &5 SR A 49MBa o B34k, 75 ik 26 AF N AT TLC T, 45
B, s 2R A N9T . 8% .
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[0214]  TLCo#fr 4k At:

[0215]  TLCHR : ke 60F 254 (7 1 44 » BR 72 7 1D

[0216]  J@HFAH: 2. FR 4. lG/FFEE/ — . =100/4/1

[0217]  FE 2% :Rita Star (7 4% ,RaytestA w1 HD

[0218] (St fsi12) Jed R AR 11 45 A PR )

[0219]  RAILL T HIR AP A3 AL A W01 AL S W3 A S04 AL 500 K [11] -
IMPY X UE R IR 8 A BER IR 45 5 P

[0220] f#i A Analytical Biological Servicesoy ) (FEE) 846 i AD &2 ik 4 23 G
I ] % 4 AD 28 25 b 2K 5 29 2% FNAD A5 3 i 11 5T S) R sl o 7 PA U, 2% T AR SE 36 5 A1
i g0 23, JE AT Aok B A — AR i SO A i B R S A PR (L A E IR EE BB (D
(82E1) /MR IgG MoAb (BRI Sy MR 7L |, 8 Sy Bt , B AVE IR 22 3 DT ARAE K
i, H, A R AR IREE .

[0221] (50

[0222]  ffi B & A 50mmo | /LI L—F: bt 20 R #h 2 35 1) A= 22 R K, 4 BT 80T 14 3R B2 Bl A
50MBa/mLff 26 1 SR VA B S 901 A S W3 AL S04 AL S5V K [P T] -TMPY o K5 1 1] 17 1
AR A0 19 I A & A CL R CNBSA [5mmo 1/ LI IR £ 2% b A2 B8 £ 7K # B, DA I b
VAR TP A DA J5R R FE 0. 05~5 . 5pmo 1 /L, F I 1 AR T VL« 150 96 FLARURR A %L in
A0, 1%BSA5mmo 1 /LIT) T R Eh 22 ph A 2 £6 7K 150uL Bt 1 il (1) 25 R R 500l , 1 ik i
il ARV IS 2 AR IS I SRR I 25 2 LR — LR S N AD 28 38 i 2K J5T 20 2%
501L, 55— FLH s IIAD £ 25 ik 1 3 20 22500l (e ik B 100ng 85 19 Jii/mL) , FF G S 4
MNIEB IR (22°C,400rpm) 3/NE) J5 , A8 BB I8 4F 4k ik 98 4% (Multiscreen HTS FB,
MilliporeZd w) i ik 8 MLV A3 8 Ja (1) 3 e 28 H 50 . 1B SARY Smmo 1/ L% IR £ 2% i A=
R ER 7K BRI (200uL X 370 %R , FAutowell Gamma F4: (5 : ARC-7001,Aloka 2y &) i) Wl
SE oL Y8 A TP B U PR o B AS B RO PR S E 5 45 A BIAD BB T K T ) K BRAD R
T BT 0 PR RO PR Y A X T B s I ) T8O TS PE R 43 B (%) o T LA UL, bk
EEZHATIK.

[0223] (455D

[0224] 25 SR T 6 RN 3 XTI AD 35 i 2K R A1 K4, 58 A AD 38 i 1 i &)
FEVAMLL, &A1 E L O sk b BoR BB E . R, 52 T-IMPY R EE L &1 1k
EW3 A ARNA Y5 B I DTAR R e IR E A B A 4 & .

[0225] 345G BIAD BE 3 W K SR (1 S0 1) 0SS 1A 3 FE T Bl 48] (%)
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[0226]
i 43 AD BA A F A AIHERGSE (%)

- R a i
a4 1 2.59 0.48
o 3 2. 00 0.83
o 4 1.13 0.17
a4 5 2. 41 0.77
['*1]-IMPY 1.97 0.77

[0227] (St f13) fisi PN % 8 PR RIS R 22 ) Bl 2

[0228] M 4L &1 AL S W2 AL 53 AL S AR A W5, B 58 HEHEW s tar KR (8)F
U A5 T P ) TR TR B A

[0229] (71

[0230] 435 il & Ak &1 AL A P2 AL A AR S W55 B B iR T 5 A 50mmo 1 /LI L-
I R £ R R 1) AR B K R I RS AR DRI VL B0 R B2 351 9 3TMBg /mL) o fil
BB WSVERET 5410 % Z BE F150mmo 1 /LI L—=F It 2 IR h 1% £ it A= 38 8 7K o i R ¥
TR RS MR B R 3TMB G/ mL) 5 A S A V2 VL o 5 3% 2 3 A5 5 R A TG JAR I 9 N 38 B
Wistar KR (S Bk (G255 0. 2mL , 25 25 (R U PRV 5 < A4 T7. AMB) 7R85 25
J& 243 B F60 43 B , 75 TC RRIEE T Wt 3k , SRR VRS i o I 5 i 119 o 22 , P ) 5 8 08 43 1 4X
o ) #5285 < SP-20, B F GAAE oMb X a1 00 5 B 140 T8 Pk CBATRS , FE AR S it 461 Hh
D AN F BB S R FRE R 7 200 5 A0 55 LR AE N 4 B AR B B O PR B (BLR
TEASZ A PR NB) o X e 52 45 5, B T IR A 3K (2) T 5 HH 7 5 R o 1) st P e B Ao
v o (A L B R (%ID/g) o

[0231]  F4b, 4K [ 1] - IMPYVA 8 T4 43 50mmo 1 /LI L—2 Jht 2R £k R £k 1 A 78 £k /K
T 8 A VAR GBCES T34 P M 3TMB g /mL) , BEAT 5 3l [ B A 4, v B0 HH A0 25 At s s 7] 1
T B A7 i R = B PR B AR ID/9)

[0232] T DAUREH , EASL G ], 7525 o 8] s 43 S A FH 3 R B kAT sE 36

[0233] %ID/g = x100 ... (2)

A
Bx /R &
[0234] (455D
[0235] g4 FURT-RA . MRAFR ALA ALA D2 ALA W3 ALA PIAFL A5 THoR
UL A AEZE 25 JE 24 BN 5 B T-TMPY [RRE [ v T 12 5 1, B i 226 043+ B a0 3okt 314
K AZEE R AR AW AEW2 A3 A AEWARL A5 5 [P T-IMPY [ B, A &
F1%) o 2 % T DA B M o ) TG T B 2
[0236]  RAAKR BHAA P AER KR ST IS 1 ki P B PR B AR CRBRD
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[0237]
PN &iﬁ/ﬁﬁéﬁ»ﬁ%ﬁ%%ﬂ% (%ID/g)

2 H4F 60 2-4F
e 1 1. 226 0.028
) 1. 160 0.027
A 3 1.186 0.246
44 4 1.287 0. 056
o4 5 1. 500 0. 079
[***1]-IMPY 1. 644 0. 085

[0238]  (SEZjtafs14) R A a B e B St AD B 3 I U A 1 45 & 1

[0239] Ny TiTAN A R AL S P Re A e HAD BB T N M JE B IR & (1 3-4T T M ibse
Ui

[0240] (7

[0241] (D fiFHHAnalytical Biological Services/y ) GEE) 55 HIAD & 3 w40 21k
4R 5 5um Y AD £ 3 T 7] A o

[0242]  (2) 5 H -4 DA S5 il 4% P i B0 ZEPBS R F2 5 PP 43 IR 15908 L 543 b . 543+
53R, B AR5 1%BSAIIPBS FHIR 1 30 438, BEAT 212 KAk o M 4 B4 5, 49 Sl i &% 5 5 4L
AW B2 AE S A YA AE WIS [P T]-TMPY 5 1 % BSAFKIPBS GBS I3 B Ry
10kBa/mL) o 3 S K A I i 0 A 43 A 7E 508 S IR BT I 530 40 Bk o SR 5 » #2771
BifE & L%BSARIPBSH5 43 B, A5 7EPBSHIZ 55 73 B, B AEPBS IR Y0573 B, 1ML 34T i 7]
F B o 78 5 T8 i S B B U1 R 5 SR, 45 AR AR B 616 /8], 13 F AR RS 43 X
(A5 :BAS-2500, & b f FrpR sk D AT 08 B B2 G i (B 7 8 9 & 10 &
11.E12,

[0243] () F ok, A8 FHIZ IS FIRFIREEE 34T 1 o8 KA AL R I AR AR 1 A 1 e H
RE A PUEFATIER IRE B VORRAL ey e, ST TERIRE BB (N) (82E1) /MR
1gG MoAb CBRaU &4k S 5 A MWt 75 B AE A PTie ¥tk 8 B Hiddk , 8 Bt/ TG (HAL) (h 2
IgGFab’—HRP (bRl e b S % AE WA 52 B /B A — bl % 5 —hu 45 4 FIHRP B2 AHIDAB+ (3,
3 - TR FBR R V ERIR ED o SR S Dako) , K Ve R IR & A YIRS (13D .

[0244] (455D

[0245]  BiRimt T3 A TG AL S 2 AL A3 A A AL S5 K [ 1] - IMPY I ¥
WY R e B B2 B R T B 7 B8 9 10 B 1A 12 AR SRS A AF A AD &8
B VA R U R I K S 3t Ay e L mT A Ve R R B I DTN (1LY AT — I B
s Y] HA R e G AL S ST R IR E VIR N S A UL B4R EOR,
AR AL ACE 2 AAE WS AL S VAR A Y55 [ 1] - IMPY [R]RE ] 45 i Y 1)
TERIREE A UTRGR A B B4k .
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[0246]  F=Alsi A
[0247] A& EHIIALE YR BL A T2 W 7Sk
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