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BRI B2 2 E R sz i B, Herp

avy,
[0053]  RUMIR*HSLHZ AL (C,-C,) ik R (C,-C,) btk (C,-Cy) FRBEEEA IR (C,-Cy)
etk ;

(00541 R*i [ H LA 4L RELL - A (C,-C,) kit 4R (C,-C,) Fidk . (C,-Cp) Fhbidt . ik
R (C,-Cy) FREEIEARC=0, F R’ H (C,-Cy) kst 518 (C,-C,) ki (C,-C,) Fhhe e ki
(C,-Cy) TR ek L 557 HE A A4 75 4

[0055]  XJ20.SHEINH; LA K&

[0056]  R*i% [ H LA 4L RELL : A (C,-C,) kit 4R (C,-C,) Fidk . (C,-Cp) Fhbidt . ik
FRAC,-Co) PRk A (C,-Co) s dk 4R (C,-Cp) M B AN FRJE (C,-Cp) M Sk

[0057]  7ERREHA = (IV) MAE W FE R — NSl o, X200 78— SE ] b, X2
NHo 2E—ANSE R, XORNHELRY & (C,~C) 3 o 26— ANSE ] o, R FR 6 o 6 — AN S i 45
H R S AE— AN B R R o AE— NS, BT Ak A A DL R AR i —
il
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[0058]

NHE *u
[0059]  7£ 55— Ty, ASCER B 1 — PP THEA 7 E 0 320 iRy IR B N R S
%1207 R B A 2 A RE A S, ridd e & BAO) /ey

[0060] ©

o]
SO

[0061]  EH MBI ZG 2 bR EZ I 3, Hor

[0062]  R'l 7% [ %0.R°\OR™\N R”) (R®) <1 464 CN.NO,C (0) OR*\CON (R°) (R®) .S (0)
NR®,+S0,H.S0,CH, R 3 IR A B - SR AR 2 A, HCPRORIRC AT gk 1 4L (C -
Co) HEdE BT R (C,-Cy) Fedk . (C,-Cy) Bkt s £ (C,-Cy) FRbedE  (C,-Cy) FRhkidk (C,-C) bkt
B4R (C,~Cy) FRBEEE (C-Cy) HEEEA (C,-Co) RBEHE B 1R (C,-C) BEdE s HLAR AT LAy 48 3Lt 0
PR 90 - 2/ B s H FLFC o 75 T 16 4 38 9 A 408 102 3 TR OR™ B T 075 458, 7 4~OR” ] B
R I L HCR R B S LATR IR 53 AN A

(00631 R*JZ 55 A5 BB AR PR , 3L 3% (AT e bt 5 22 3 AT v R A 326 AR
[0064]  RTi% [ FT LA T AL BE AL : AR L B 1R VIS L BURE RRBE VIR B L (C,-C) et
b R (C,-Cy) Je i IR EE (C,-Cy) bk (C,-Cy) FRbEdE 4R (C,-Cy) FRbE L F2dE (C,-C) Bk
He IR 7R JF ARG RITHE | (C-Cy) Bk T B L s K (C,-Cy) ek A T B R 2 (C -
Co) BEdE A T5 5 L (C,-Cp) Fr B AL 5 B Vi 1% (C,-Co) FRbTBE % 05 ik J2 05k (C,-C) IR be i 2 05
HE IRIREERTTEE L (C-Cy) BidE AR FRIEA IF AL 5 X (C, -C) Wi FE A Fh R A% 05 ik F2 0k (C - C)
B BE R R JE A 95 e L Z b Bk L AR IR SRR | (CH,) | ,COOH, (C,-C,) b B HREL L L (C,-C,) PRkt
FE(C,-C) gk (C,-C) W HE TR (C,-Cy) i H 3 (C,-Cy) I .. (C,-Cy) M3 (C,-C,) FRke
3 (C,-C)) FREE AR (C,-C) FAHEdk (C -C) Fidk (C,-Cy) Ke i, (C,-Cp) b, (C,-Cp)
et (C,-C) BEfHE ) 1R (C-Cy) Bt A FE L 5 £ (C, - Cy) FRBE I L 5 R (C, - Cy) FRJid (C -
Co) FRAIE L (C,-Cp) BEHETIIE . (C,-C,) FRRRIETIHE | (C,-C,) FRFEIE (C,-Cp) HrAEis s £8
(C,-Cy) Kt FEM I L 5 X (C,-C) FRBEHEBHE L 151 X (C,-C) FRpedE (C-Cp) e L (C-Cy) ki
FEPRE RS | (C,-C,) PRt B MR IR | (C,-C) kit (C - Cy) ot B WA I 5k L 51 4R, (C, -C) ot
L BT 5 R (C,-Cy) Bt 32 WP B 51 £ (C,-C) BRI 38 (C,-C,) Joe ok MR R . (C, -

12
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Co) FEFEBRE R | (C,-C,) FRIT Mt L | (C,-Cp) kBt (C - Cy) be Fehi Tk e . 1< 4K (C, -Cy) Fe ik
R i 4K (C,-C ) b SRR 2 L 5 X (C,-Cy) FRJe ik (C,-Co) S LML RE | (C,-Cy) he kA
B, (C,-CY BB E L (C,-C) FEAR R BAE JHNCOHNSO,« (C,-C) e A HRFE . — (C,-C))
Bk A IRIEA (C -C,) e Sk (C,-C,) Jre kT Bt

[0065] Rk 1 LA F AL IIBEAL : & (C,-C,) Bk (B R (C,-C,) Hidk . (C,-C,) Fhpdt,
R(C,~Cy) R BEIEMRC=0, HHR%E [ (C,-C,) bt 1R (C,-C,) bE 2k (C,-Cp) F ke 51X
(C,-Co) IR et I3 LA A7 2 s A K

[0066] R [ HI LA FALAR AL : (C,-Cy) Kidk B4R (C,-Cy) ki dE . (C,-Cy) Hhp it 4R
(C,-Co) FhpEdik . (C,-Co) M2k 1R (C,-Co) M FE RN (C,-Co) M 2

[0067]  {EFHEAA N (V) ML S TTIEI— A S RS IE— AN S, R 2
5 HE A AN R RO S5 R AE AN SRR (C,-C) bEdE AE— AL R LR
AL G, ik L A2

=~ T
O

0
\NH N\
HN— HN—
[0068] OH \ﬁo X OH \(&O
o
HN O o HN O o
fhs /\ tea.
o) o o)

(00691 #8575 — Tyl , A SCHME 1 — P £ /5 2210 32l iR T EAE IR B AR X 7
22T R A RE A Y, rid e s BAA 0D k&9

SRR B 5 B s i i, Ho

x ©

(VI),

[0071]  X/ZHELOR';

[0072]  RUp % R LR AL EEAL - AL (C,-C,) Fidk X 1% (C,-C,) ki dk . (C,-C,) ¥kt
BB AR (C,-Cp) FREEERIR'C=0, H AR H (C,-Cy) edE s 1R (C,-Cy) ki dE. (C,-Cp) Pk
L BTAR (C,-Co) R AR IE . 55 A4 55 25, DA

[0073]  R¥ph i [ %0.R*VOR'\N (RY) (R°) <B4, CN.NO,+C (0) OR*.CON (R") (R") S (0)
NR*, SO, SO,CH,« A3 A 4 - LR T 2, S FF, LR AR S it 1 4L (C, -
Co) B TR (C,-Cy) BR K (C,-C) BRI B4R (C,-C) R I3 (C,-Cy) Rkt (C,-Cp) ek
B4R (C,-Cp) BRIEHE (C,-C,) BE LA (C,-C,) FRBEHERT AR (C,-C,) bk s LepRIAT LA 5 4 L B

13
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RIERI0-2/ M7

[0074]  7E7FEHA L (VD) B S V)BT B9 — A SEJE B o, 7R R & R b, X
FE— NS R L 7R ARFH A 2R, X FR 0 o AE — St b RO A2 — A Se it o
RO 7E — S5 v, B A A0 2 AR A —

[0075]

OH O Zil OH O .
[0076] £ 5% —Jy i, ASCHRME 1 — P T 1EA /5 2210 320l iR T E e IR B AR X S
12127 A W A RE A S, ik & & BA S (VITD KL &4

R2 O

[0077] @*’RNJ\R‘ SR AR 252 | AT 4, B

(VIII),
[0078]  R'ifk [ %01 K FRHE (C,-Cp) Ke B 1R (C,-Cp) BBk (C,-Cp) Fhb 2 ki K (C,-Cy)
g3 (C,-Co) M BEAIEAR (C,-C,) 3
(00791 R*%& H AR’ \OR* N RY) RY) i 1642 .CN.NO,.C (0) OR*.CON (R”) (R") .S (0) R,
SO,H.SO,CH,~ 25 I I AU - R BRI 2 ek B, PR RIR D S gk 11 2057 (-
Co) B TR (C,-Cy) BRJE  (C,-C) R I3 B 1% (C,-C) BRI 3E . (C,-Cy) Rkt (C,-Cp) ek
B4R (C,-Co) BRIEHE (C,-C,) BEE AN (C,-C,) FRBedEpT 1% (C,-C,) be ks FLep R AT LA 5 8 FF e
0-2ANAE B 3 I HL 3 b 78 %8 A AT 75 AN A0 25 [T A OR™ S HA (0 1500, 7 /NOR” 5 1 ] AT
e R B AR AR 5 M 2R s LA R
[0080]  njEOZAM)EEHL
[0081] 77 BAA 3 (VITD) M4k AW 7 IR M — A Setidi] o, RUR 1 5 R T o 46— ANk
Hgl b R (C,-Cy) i3 o E— NSt v, R 5 3 ST o AE— AN S, RORIR® 45 11 /2
R AE ARG T, Frid b &2 LML E i —

O O

M )’k/CI
[0082] /O/\ N /©/\ N
H H
F FF

[0083] £ 55— Tyl , ASCHME 1 — P 1EA /5 2210 320l iR T E e IR B AR X S
212 W A R A Y, rid e & BA 00 itk &9
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[0084] BRI B2 5 E Rl sz i E, Herp

(I1X)»

(00851  R'i% F Hi LA 4L AORELL : A (C,-C,) kit 4R (C,-C,) Fidk. (C,-Cp) Fhhidt . ik
FRAC,-Co) PRk Ak (C,-Co) Jisdk 4R (C,-C) M AN FEJE (C,-C) Mk
[0086] X% 1 3 JAHEEL (C,-C,) b 4 ; DA
[0087] R H4L.R*\OR".NR") (R") . {4 .CN.NO,.C (0) OR*.CON (R”) (R") .S (0) NR’,
SO,H SO, CH, SR I R AR - BRI 2, W3 ], 3L p RO RIR YT M % 1 SUR 7 (C -
Co) B (T 11 (C,-Cy) R 3K (C,-C) R I3 B 1% (C,-C) BRI 3E . (C,-Cy) Rkt (C,-Cp) et
B4R (C,-Cp) BRIEHE (C,-C,) BE LA (C,-C,) RBEHERT AR (C,-C,) e s LepRIAT LA 5 4 L B
RO (K0~ 207 B < 3 FL L b 78 Tk FA AT 7 9 AN 4030 35 FH R ORSE BT (R 15 5L T, 7 OR 2 ]
T DUAT 25 b 388 3o JER™ Y i [ AS Ik AR B 5 A DA
[ooss]  7E 7 EHA A (IX) AL G P T V5 — AN SRt b, Xod i 31 o #E — 4> SE Rt o
RUZ e S o 76— ANSEHf RO S 46— ANSEM F  Frik ik &9 2

o

J_ci

HN

[0089] O A\

‘Y

ﬁN
[0090]  fE S — 71, ASCHRAE T —FhH T4 75 22l Ry E e IR B E N R 77
%IRRT A E AR ENAEY, TR H MBS B miey

[0091] BRI B2 5 bRl sz i a, e,

(L%\R‘l (X),
[0092]  X#20.SHEN;
[0093]  nAllp#% H /& 1 3 AL
[0094]  RUZIF5HE 445 HE IR BE B AL B AE , 3L 2% 1 (T30t M A Jgt 22 3N ST M i TR P 3 1
s
[0095]  R*iE [ H1 LA N AL A4 AR ORT N (RY) (RY) 57 4k44.CN\NO, . C (0) OR*,CON (R")
(R%) S (0)NR",.SO,H,S0,CH, A JAE R e - AR HE AN SR 2, W ], JLePR AR 07 b i
LA AL & (C,-Cp) Kt dE K 4R (C,-C) i &\ (C,-Cp) FR ke = 1k 4R (C,-C) Fh bt
B (C,-Cy) PRk ik (C,-Cp) ki dik b £ (C,-C,) Fhfe ik (C,-C,) Fr kA (C,-C,) Fhpidi p £X (C -
Cy) BEHE s FLAHR AT LA 7 98 2R b A0 - 27 B 3 I FL o 48 T A AT 8 7 A 40030 35 [T /2 OR ' 3
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LT 5 /SR 5 [T AT AT 36 b3k HERY R Bl A A2 16 LA R 93 AN 3R 5 DA %

[0096]  R*3e 1 FH LA R AL EELL : (C,-C,) KedE 4R (C,-C,) ke dE . (C,-Cy) Rk . i 4%
(C,~Cy) H e AMRC=0, H AR I [ (C,-C,) bk &1 (C,-Cp) hEdk . (C,-C,) Fhbedk . ki1t
(C,-Cy) PRI F 5 LRI AR5 2

[0097] e AA LX) KL EWIRITTE R — Sl b, X R 1 AE— A SEft
XA SR T Honflp % [ 2 1o AE — AN SR o, R 75 56 o 78 — ANt b, RS A2 — 5K
Tt B prid e A

OH

[0098] N”

O

(00991 £ 55— Tyl , A SCHME 1 — P 124 /5 2210 320l iR T ETE IR B AR X S
22T W A R A Y, rid e & BA XD k&9

R,

@]

l0100] R’ BRI B2 2 E T sz i B, Herp

(XI),
(01011 R'i% B b LA LA RELL - A (C,-C,) kit 4R (C,-C,) Fidk . (C,-Cp) Fhbidt ik
R (C,-Cy) FREEIEAR’C=0, J R’ [ (C,-C) ke dk 518 (C,-C,) hidk . (C,-C,) Fhhe e i
(C,-Cy) Bl 5 IR 75 3

[0102] X245 3 JR AL (C,-C,) b g s DA

[0103]  R*iE [ f1 LA N AL A4 : SR ORT N (RY) (RY) B 4k44.CN\NO, . C (0) OR*,CON (R")
(R) +S (0)NR", SO, SO,CH,  FEHE I | IR AU AL - SRS 2 e 1, PR VRIR 37 b
H AR T (C,-Cy) btk xR (C,-CY) ki k. (C,-Cy Fhpedk ki 1k (C,-Cy Fhki k. (C,-Cp) Bkt
(€, -C)) KB K AR (C,-Cp) FRBEHE (C,-Cp) B eI (C,-C,) Fhbe Bk i 4R (C,-C) bt i  ForpR AT
DL o5 4 2R o 00 - 27 B s 3 B Hh 7 T3 04T 2 A A8 3 3 A OR S AT M 1 4t , A
OR' 35 P41 AT LAAT: 226 Hh 3685t 3Ry 6 P A8 6 LA R 9 A RO A

[0104] 7R HA X (XT) ISP 5 LI — A Seitifil o, R (C-C,) bk o 7E — sk
g e R A — AN St L X0 B 3R A — AN SRt e BT S
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O.—f'

[0105] OO o

NJ\,cn
H g
[0106]  FE 53— I, A SCHEME T —Fh I TEA 5 21032 W R 7 2 AR IR LA P B ¥ 7

%12 BAE R R A R A S Y, rid & & BA 30 (XVIT) B (XVITD) 1)
A=Y

OR3 o
X R ]
SRS
[0107] R
(I, R,
5%

(XVII) (XVII)
[0108]  EHIEFMEY S EAl ez i, Horp

[0109] R D’H\; @JA\"’ O)La" 7 /|na”\

Rz—@" o J e

o o) o} i O, ,,0
ool k2, L& %)Llel j;/( O o\\s,,o BOWR 4hoon
- O HO | ™ ToH, R . %R R . OH |
o
%JLOH S0,

[0111]  R2H.X-R.CH, {4 ke 3 . OCH,OH.F.C1.Br.NR. -CN.CO,R CH,0HECF, .

0]
11 0
[0112] R/E0H.$P-OH -$—P-ONa —§—P-OR 1
OH | ONa | OR _ -

0] 0]
R. }&/U\O,Rz\ ‘},_LJ'LO/\O,RZEJZ

O R
)Lo/lxoaRz : LA K

[0113]  XJ&NH.0.S.S0,BUN(C,-Cy) Kk

[0114]  fEFREAA XL XVID) 8L (XVITT) B SR HE R — A St o prid i 59072

OH
[0115] @
SO3H
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[0116] 855 — Ty, ASCHRME 1 — P £ /5 2210 320l iR T E e IR B R K S
2 12T W A R A Y, i A& BA XTI K& Y)

R4
R%0 R* o
[0117] )j\ AR a2 Eal e i L, Fodp
1 3
R'o N" >R
R4

(X10),
[0118]  R'AIRNSEHb6 [ phy LA R AL O BELL - L. (C,-C,) e s 1% (C,-C,) ke (C,-C)
FRAEHE 5 1R (C,-C,) FRRSE s RIREE (C,-C)) bt RUHEHRIE (C,-C,) B R , B rp o B
o i 1 2 AR L SR A e g — NS A (C,-C,) BRI
(0119 R 1 1 LA R AL IBEAL: S0 (C,-C0) BRbdk s AR (C,-C,.) Bibede s (C,-C, ) Bt
HE (C,-Cy) bt s AR (C,-Coo) FREREE (C,-C) s (C,-Coo) s B R (C,-C,p) HiEBE s 35 38
PR 950 (C,-Cy) KB s I AR B (C,-Cy) et s 1 (C,-C o) 2SR BERNT 4K (C,-C, ) 23R 3,
o A HZE 25 T A BERTCOBUAR , L RT3 11 b DA R AL BEAL - (C,-C,) K . i £
(C,-Co) Kt (C,-C,) FRBRHE X (C,-C, o) FRKEHE I5 2 I AR TS HE F5 2 (C,-C,) e i 4
5 (C,-Co) Bedk . (C,-Cy) Be 5 BEAEIAR (C,-Cp) Ke TS 3£ B I
(01200 R*7E 3 i DL H 45/ B B A S7 M 11 o DA LR OB - 5 5 5 (C,-C,) Bt
F£.(C,-C) B s (C,-C) KU s 4K (C,-C,) e L3 : O B LA BE
01211 ZEFEEA R (D) BL A IR — A9 R R L ELRVRIR 44 4 2 P
S 7 AT SR o R LR A TE A AR 25 T DA S R
SRR, 3 FLAEHE 0T UM — A8 AU TR
[0122]  f5—ANShEfilp  RUZEHRYE (C,-C,) FikeHEsk (C,-C,) FRkEHE (C,-C,) ket 1
AR IS R SRR E P 4 L
(0123 fE— NSt BT 1 2 4 ph DA 4 O BEAL

CH,0 o
CH0 o o OD\/\HJKCC@
C%O:@\f\n)ko Hy

H;
(CAP1222) . (CAP1223)

CH30:©\/\ i CH30:©\/\ i
(CAP1224).,
CH,0 °
%OECJ\,\H)AO
N

(CAP1226).

m (CAP1227)
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CH,0 ﬁ
(CAP2130).

CH,0 .
CH,O
CH,0 HJ\Q N
(CAP1231), o) (CAP1232),
HO.
(o]
[0125] (CAP1239)
BOUN:
—0 NJ\/\O
: (CAP1274) Il
— gy N)K/gg
H (CAP1281).

[0126] #8575 — Ty, ASCHRME 7 — P 12 /5 22010 326l iR T Z e IR B AR X 5
%o T IR A S E A R S, Frid & A XTTD &9

(CAP1241).

4
0 . " )
[0127] g H%TN R VA A P B 2 2
o) 3
R4 1 OR
R

(X110,
TR AR, Horp
[0128]  R'ZE L HH B4 A7 BB g7 RS S B OR? , L FR R 1 1 LA R 4L AR e AL - & (C, -
C,) Jidk s i AR (C,-C)) Je dk 5 (C,-C)) Bkt s i AR (C,-C,) Pk 43k (C -C,) b dk AR R A
(C,-C) ot B AT Bf i A5 , L o R Bl i AT 0k M s ot 38 AR O HL s AR it A — AN B A
(C,-C,) b FHUAX s
[0129]  R%i [ H A 4L AORELL : & (C,-C,) bidk s s 4R (C,-C,) bidk; (C,-C,) Bkt
FR(C,-C,) PR dE 1B (C,-C,) e ik B IR I (C,-C,) e B A i 2 , FLrh 2R FE B i B AT
e AR 2 AT HLaU AR B — AN BRI AN (C-Cy) bR HAR
(01301 R™E Lt B Ay 4 A o7 B 37 e 1 bH DA AR B4 < 5 5 255 (C,-C,) Bt
R(C,-Cy Bk ; (C,-C,) b dk s i 4R (C,-C,) b2 ; OH VSR U AN 22
[0131]  nfEO0E5MI R LA L
[0132]  mfEOZE 3R,
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[0133]  ZEBE ALK (XTI (LA I 77 VE I — /S S2itafi) 4, REFIR g — /N BRI AN &
FA 35k Hon 2 2803 . ZEAH 26 1 Szt il v RV AL
[0134] f —/\%}J‘EWJEP BT iR A &k B B DA 25 R R R 2

0]

OCH,
OCH,
(CAP 1225).

[0135] CH30:|©\/\ O O OCH,
JAI A,
(CAP1228)#ll
HJ\/\/IL“ (CAP1129).
[0136] £ 5 —J5 I, A SCHefit 1 —FiH THEA 75 E 2l G AR IR B E A R 7

o ITE AR R 32 A R AL S, s a5 BAT 3K (XT) e &4l
=Y

R R4
OR'
5 . NN . “ .
[0137] , »—R SRR 252 AT B 1 B L B
OR
R4

(XIV),
(01381 RUAIRZH Hb ik 1 ph LA R AL OBEAL: &L (C,-C,) Hidk s 4R (C,-C,) b g (C,-C.)
FRARE : R (C,-C.) PR AR s 8K (C,-C,) bk VRS HE (C,-C,) e BT 2 , o 2
B AT 34 Hb Y 1 38 BRI LR IEAT A Mgt (C,-C) Be BERIR°COFP g — AN AN B, H v
R [ 1 DT ALR IO TEAL 4 (C,-Cp) bRt 4% (C,-C) B3k (C,-C,p) FRERIERI I 4K (C,-
C,) e

(01391 RYEFL H B A AF A7 B 7 1 3% 1 bR DL R 4L A S 5 55 (C,-C) et
£R(C,-C) el (C,-C,) U s AR (C,-C,) e U0 s OHL BB U SE AR B+ LA J%

(01401 R [ th LA FALRIMBEAL: 4L (C,-C,o) TR b g AR (C,-C, ) sk s (C,-C,0) Fhhc
H(C,-Cy) BE s B (C,-C,p) R 3E (C,-Cp) etk s (C,-C,) Hidt s B 1R (C,-C,) K3 (C,-C,p)
TRIRFERI AR (C,-C ) PR, JL 4% AT 7E 4% J5 T AL WER°COHAR,, FLHRH%E 1 HT LA T 41
RRETBELL : (C,-C,) BT (C,-C) B3k (C,-C,.) Bk AR (C,-C, ) B 3538 L p 8
5 IS (C,-C) i BRI (C,-C) Bt (C,-C) ke P HE IR (C,-C,) hi e 5 2,
[0141] #5753 HA 3 (XIV) Bk &40 7 110 — AN St v, RV FIR® 45 B R 40 R 2
CH,COKE [ FLR™ & & A S Sttt b, RFIR® 55 [ S CH,COBE H o 75 57— AR < B St s o
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RUFIR®$ [ A CH,BE ] o 76 55— AR S H SEMfei Fpr , RVRITR? % [ i S o 78 5 — A S St dyil o, R
EBRE,

[0142]  #E— St , Frid e &9k B B B 4L AL -

o)
by
CH0
O R
CH,0 H OH 0] ”
[0143] (CAP1447) . o (CAP1517) il
CH,0
SO
CH,0 N

(CAP1519).
[0144]  7E 55— 77 TH , A SCHRAE T — M T/EA T Z 1032 E iR T e IR B A N B 75
12T AE A 2R A SR LAY, iR A& a -8 BA R Q) k&9

o 1

[0145] " LY IR B2 5 B2 1 i, Ho

- (XV)»

[0146]  R'FIRMMSZ i F R LA R LA RELL - A (C,-C,) ki dk; 548 (C,-C,) hidk; (C,-C)
Mpe it ;s < AR (C,-C) e bk s Rk (C-C,) be i VEU LRI (C|-C,) e AT B il ik , G o R J B
AT 1 T 3R U I B BT Al — N BB A (C-C,) Ke B HUAR

(01471 RP7EJLH LA A3 B T i ) FH DA R AR B4 S5 159 55 (C,-C,) B
R (C1_C3) Fe i ; (Cl-Cs) Fe S 2 s AR (CI-CS) FE A 2 s OH L 3 2 L S AN A 2

[0148]  R'i% 4 i A AL EFAL: (C,-C,) ke \OHNRR®, FLHROMIR® & 4 ST 356 14
PAT ARSI« (C,-C,) bk s 4R (C,-C,) bk (C,-C) Fhkekk s g 1R (C,-C,) PR fk o Fog
5 (C,-C,) Jedk , o R EA T et pi 32 | (C-C,) Je it BFp L AR

[0149]  XRAEAEHE; BL &

[0150]  Y/ZHEKCN,

[0151]  7EfR# BA X (XV) AL SR T7 i — A SEi ] vh R AIR™ A 34— 5 1l , XAT LA
SR RL B M, YR DU U i — B, RY AT LAENRRS, RO A i — 35 1, R AT DL b
B Tl R e R A

[0152]  fE—/sjafsl 4 , Fridfb &2 DL ML &9 i —
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0

HO N N/\CHS ®)
HO CN KCH3 P X" oH
NO,
[0153] (CAP1159). HO (CAP3062) A

0O

HO (CAP3066).

[0154] 8 55— Tyl , A SCHRME 1 — P 124 /5 22010 326l iR T ZAE IR B AR X S
2 12T W A RE A Y, rid A& BA XV KL &Y)

SRR B2 5 B s 1 i, Ho

(XVI),
01561 RURZ(SROR®, LR 1 BT LA FALRAOTEAL: 4L (C,-C,) hedk i AR (C, -C,) it
(C,-C.) B 14 % (C,-C.) Bk s 3 (C,-C,) b AR IE I (C,-C,) e BE TN 3, B o
S B (T 1 2 3 LT B — A BRI (C,-C) KSR s B
[0157)  RP H H4 BLAG A B0 B ST 4 phy LR AL OB S s (C,-C) Bt
FR(C,-C,) i s (C,-C,) KU R (C, -C,) SR s OF A IS 90 0 BB T .
[0158] 75T AR (VD) BUAL A7 19— A SRR L 7 — AN Sl R
LA NSH BT DL A R g —Fi

i 0:: ’9 o OHO !0
S Ss!
oo (SIS o o LI ™
OH HO-$
O OH (CAP1072)M1 O OH O (CAP1219).

(01601 #8575 — Ty, ASCHRME 1 — P 124 /5 22010 32l iR T E e IR B E AR 7
V21205 AR TR SR T AT R S, Frid 4L S ik B i DO 2SR R AL
A=Y

22



CN 112601513 B W OB P 20/50 Bl

RO —

[0161]
(CAP1176) .

Hojj\/ HOj@\/H
N N
~o Z NU ~o N >
a (CAP1110) .

& (CAP1112) .
0

0: C :0 O O
(CAP1280) OH .

NH,

HOm
[0162] T % o
Ho”
*—OH. .

O,N | ﬁ/\, WV\/WW\/
OH © jfiHO

[0163] £ 55—, A SCHR M 1 — ﬂ]ﬂ%?Tﬁ%?&%xmﬁ%*?ﬁ%$ﬂ/&/ﬁfi§EPH(%
A (TTR) H5R BIVER BEANE B TT V5 2 TNE A [ Wl T A B A &, rid
/R ,\ﬁTfCE’WcA%

RO
(01641 (U UL sz ez,
R{O
NO,
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(0] pP—OR
[0165]  HirpR'¥E E H1UL FAMIBA: , Q $p—ona SR ;‘ﬁ\
P—OH ona R’
OH

O 0 R
a}OL 8 QLO/\O/R“ s g i R SR (€, A FLR S (€, i
e
i ,
T RER 4 RER A,
[0166] {5, Frid L A

O
NaO— P ONa

T
HO

[0168] 75— 1M, ZIKIT;E@ET FitH FAEA 7 B S0 TR T I S AR TV . 1%
ﬁ/%@?ﬁﬁxﬁﬁ%ﬁmﬂﬂ AREWHED, i &P s& BA TR EY)

RO
[0169] O O
R,O
NO,

{—E—OR o
[0170]  FCrhR'ie B i UL FALRAOREAL: | O {j’) —ON R o
Fl’—OH Na R
OH

o] o) R
aj\ B oo™ sl AR IR €0 B R (€,-C) K
o7 v

’

SNV T AT
01711 fE— A st b, prid b 59072

NaO— P ONa

[0172] @ O
HO

=1 15% BA
[0173] [ 1A- 1D 1 IUAT BOAR A atiid (0 SE g 45 R B TART LB 22 1 15 D8 £F i e A1)
IR B2 A% A FEE (LA) R 5 6E 77 Uit Y65 AI4832% (1B) B h 2 1 o 122 PR AR DU b A 37
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MR 7T ) 45 IR 1CHEZ: 1 fd FISEC-MALS (2 # £ 6 HUH) HI4ERE (19%) (SEERATSZ0
[7]) A2 4E (83%) (REL AN L) N die A Fh 7K IS M40 1 B 2 73 AT - D SR T AR A
SIS R B SRR AARAZ H TR AC (50 [R]) A o TR A 0 (S0 R S = A1

[0174]  E2A5 7R T ¥500ug/ml FIhAACE: F5 T-UVCHI AL B . EI2B R IR T {#hAACZ %2Ca '™/ #
0.5 15130734t ¥y BE M o £ 45T 8] 5500 5 360,/400nmAk (WG o Sow 1 I 1~ 21 +
SEM. P 2CHT 2D 7R 1 5 #viss 5 A HMWAR LE , ZEUV - CHE 5 R T B hAAC HMW SR ZE AR LR FF A
W

[0175]  PE3AFI3BE N T 4k &4 (BRDMSOXT HE) PRThAAC G T 2R B IO A2 R AR 3R M Bidig o 5
UViF R EREE (3A) L JEIE7E360nm I (RS B M I S FE 120 73, Bl % #4i% S: I 5 4E (3B)
EILEFE400nm R ARG FE MR SR A2120 43 % o 2R 1 & 19 ~F- 2448 &= SEM.

[0176]  [&|4A-4F 7R T MUVIIHAGE S I hAACTE 42 0 5E K B AL & 0 i B T M35 &
(SAR) 53 AN 3 N =A R 5, BRI KI5 REN2: “FEAR” DL R A3 : 40K T .
4N VACHIAE 7} L EoR 12K B RIS AN AN SE 2R 1 R 51 B — ML & Y HIEC, 1l 2k . K]4B L 4D AT
AR5 HRIR TR B ORIR AN AR 2K ) R AU 200uMib AV R G G T SR E 40 bL o VRAG
Ry B E— X =T

[0177] K587 T SMDXJ#EFR (BRI, hACC) 255 (A I Y 45 2R - KEhACC (500ug/m1) FH200
UM CAP1613F1CAP16144bBERT 77 , 3% & TUV R 0.5 158430, 5K E BN 18] 55 R S ZE AR
W JE 25 A T AESDS - PAGE 3B AT o 58 i T 8 1 S5 14 5 HE 23 T s 1 S 5 R B 3 PR HMW SR
k.

[0178]  [K6AE R~ T W LB WIAACH] A b 5 o AR 57 ) Cys (Cys131) R fon B 2R H R
TAAFAET N B REH ) Cys (Cys142) A MR R T hAAC G IE]) (13D B &5 44, o 1 ik
FCys131MICys 142007 & - 6B 7R T F 1 B2 IR S N A A I B i () AR BRI (b) 424
e I 2R 1) SR 7 56

[0179]  KEITAR R T 255 TUV () it (F7) FIHLEZH M (B3FISRA 01/04) MIFFIE T4 S,
T2 5% J5 247N BEAT PEAL o BT 2R B85 FH T PRAG 4738 7. o 1 & 19~ 354 &= SEM,

[0180]  [E|7BIE N [ FEUVE: F& H I /NI AN R BE AL S 90 Pty B HISRA 01/0440 i (A
f R AR B 4R B R B AR 4 FH o AR BRI A 5 UV R 85 I 24 /NI RO EREA P et R L
WIAFE A 3 b o R 1k B =R R R 41 CRIR VRN AR ) A (B Fh 1 350 .
B 1 & 348 £ SEM.

[0181]  [EI8AE R | AAC-EGFPYEB- 340 il Hh (1) e AL 3R 1A , P 5 p62 3 & fr i A0 5 4 (7
3K) - 8B ZR 1 >25004 4 it 1) I Bl G 70 At 25 5 - W82 31 B T AACIE R0 F B GFPRH M
FLRAR I SETt 2 B2 1 0 Bon 7 I & 1P 348 £ SEMFIp{E (tRe ) -

[0182]  FEI9A-9F B 1 IEHE ML AMIIEC,, B 48 , 414 T hAACKUVCHICa i 5 (1 T AE 1
TRy B 5 804k

[0183] P& 10A- 10C2 7 71 & M 1 R4 N\ lotR AR b R 40 g (HLE) 4 T-UVER 5 5 5 (1) 48
MIZE T o K SRA 01/ 04HLEZN B 5 A4S [R] 3k B 1 4k & 4 T & 3/NB, - 2 56 T UV
(9600mJ/cm”, 254nm) o 24 /NI i , 5 2R I8 S5 AR 0] 8 B A, 38 3 T /R 4 SR 3 40 0 T 4
Lt o 324 T 1 H Graphpad #4448 Bl 1) ~F Y48 &= SDANZE 4 [ 9 il 28 0 A48, DA R TH 5 H
EC50 (uM) .
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[0184]  [K11A-11DE 7~ T CAP1159%F AR SfptRAA % 75 T-UVCHE S I B2

[0185] [ 11ASIR T FEAEAE B AAFELEA R E FRICAPLI59 K WL F , 24 2 5% T-480m] /cm®
B3 B I UVCHR ST 2/INF I, 58 AR bR A AR PR 37 807 R CR H — Zn= 12 f IR A4 5
59) BB S — AT X N T R B BR TUVCH & F 5 5 52 T-UVCI IS LLAH [8] & 43 EE AIDMS O i AR
Mo 52 TUVCIT , 0 o RAAHEAT W I A% =R UVC R 2 J5 A Tr) Stk AR HR s n 2654

[0186]  K11BE R [ 7E B LIART /R BB, fE 2 87 TUVCHR S 2 J5 58 1. 2FI3 K, £ X B
B DR IR AR P 25 B (n=12) JRTTAE R T H T %0 (0-9) »

[0187]  K11CHE. R TUVCEFE 5, = KRN ENERIERE.

[o188] 11D LIEI, BoR T 1E = K A i 8] B 45 A 75 28 0nm Ak & 1 5K F 3677 4
(CAP1159) Xt By n] v Ve B 1 03 & - SRR A 1) il tR AR, FF-6 9 B W LI R 4L 1
EAEHEER A E.

[0189]  [K12A-12DE 7~ T CAP1160% AR SR A4 % 75 T-UVCHE S I 2w

[0190] [ 12A %R T FEAEAE B AAFEAEAS [F) I FE FRICAP 160 FI IS W0 F , 24 2 5% T-480m] /cm”
B3 B BIUVCHR ST 2/ N I, 5 AR bR A AR PRI 37 80 = B CR B — Zn= 12 f R4 52
59) BB SE — AT X N T R B BR TUVCH & F 5 5 58 T-UVCI IS LLAH [8] B 43 EE AIDMS O F) i AR
Mo 52 TUVCIT , 6 o RAAHEAT W I Bl f% =R UVC R 2 J5 A Tr) Al tR AR HR a8 n 2654

[0191]  E12BE R 1 7E B 12AFT /R BB S, 7E 2 87 T-UVCHR S 2 J5 551\ 2R3 K, £ X B
B R AR IR AR P A 25 B (n=12) 1208 R T H T %1% (0-9) »

[0192]  E12CHE. /R TUVCE TR fa, — R WIS A Bk .

[0193] 12D/ 6L, BoR T 1E = K A e 8] B 45 A 78 28 0nm Ak I & f1 5K 1 96 7 41
(CAP1160) FIXT B4 ¥y n] v Ve B 1 03 & 2 SRR A 1) il tR AR, FF6 9 LB W LI R 41
EAEHEER A E.

1= RYSSN TS

[0194]  fL&WpAE X

[0195] AR ST AT H , ARAE “pi A7 T R7 2 F8 ik B GRS, -F) V& (84, -C1) VIR GR
R, -Br) FIt (AR, - 1) R 1.

[0196]  BRAE A ULHA , 75 M B B AR 93 0 23 an ol an “p AUGE L 1 — 350 -4 FH AR
“BEIL” R FR B 1 104N IR T VR SR B Bl S B e I, O H ARSI an A L 2 FE LI
PR SR CIE T P T3 e TR T IR R IR O L IE PR IR R IE AL OE
BRI N IR SRR TR .

(01971 BRAE A UL, 75 W B EAE 93 23 (1) — 3B 70 FH RS “BR B L™ 2 Fa AR
SCRTIR B BAG 3Z 10/ IR J5 1 I A RO BRI i B B S RO B = IR A R o B BRI e FE A0 4%
{EARPR T3RR3R T 3 3R LRI FR IR 0 L FR O3 VIR O 3k IR B B PRI LA 3R o
B ROR IR B AL FE B U 5 5 — N IRE S 25 e B 5 IR PR b R B 5 0 2 (B dn 2 L) Bl
77 B A PR B, 0 DU S 25 3 L B 3L . 5,6, 7, 8- DU A MR ANS, 6,7, 8- DU S ik . =
IR 2 1 — N SEA 2 S NIt o B BR A, OUPR I Jot 22 38 482w v DAAE IR JGe 2638 40 b, B
AT DATE 75 2 (B an 2 J5 ) Bl 75 2k b, AT T R AR R 1) 455 40 o I K BRIV 02 , AR e i, FR b
5 BRI o] AAEAE TR v U A B L, I HAAFEE IR ke 2 B 7 B
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[0198]  RiE “JIAR” BIEEH 1 24N AL HuEk EINLORISI 2% JH 114 .5 6 F1 7 o i A 8,
i N ORI OP 7 N NS 7 NN/ S 7 S/ 707 NN/ 57 371 M5 7 Nt 157 i TS 7
B0 DL E A A o A R IR W] AE AR ] 2% iR 1 Bk SR - Ak e e A LI R, DT P AR R E G
F4 o SV A BIGER 70 AN R RN % A 5 1 S A5 AL 58 (AN B T DU S R i | DU Sy 5 | DY St e
IV g ot 35 L bk s S IR E R PR T e i R R R AR i
AR IR I e s bk I | S IR R A Nl R A L A e R | DY S e L | A e g
DU S E s o R AR ] DL B IR BOBUER 1 o B R 5 A Ui B, 75 W RO R 3 B 35 4 an 55 5 —
AN AN RN 2% PRI B85 R B2 5 IR A A AN VL AN B AN e 3RS, Gn g Gn 2R 9 — S R 3
2,3-ZE R [b] [1, 4] 8 HH O 5 DY S TR E JE Mgl ki s . — Snth gt I — ek L Ipk e
S I e | W R e | AR R MR S e A o S TR, XU S A 1R I URT DR R A R Bl R
IR b, NI P2 AR AR 8 G50 o 3 L FRAR , 2438 e I, 23038 b AR e iR v] DAAEAE TAEAT n]
BRI B b, I HA SR an e S e A &

[0199] BB AE A R 73 “He 05 B b 7 | “ o 07 FL e S L Bl Ak O SR R AR S AT
—HB A BIARAE “J 05 57 28 B H 1 2441 ENLORIS IR % S5 1 ()5 22 10 76 75 T 2 T, 7
AL FE G, W8 0y L R g 5 ML PR L IDR e e (b A e | A DU A L IR L | S R L |
I e e g e | SR A R L | T AR I I G | PR G | TR I L | PR L Mg IR L (M NA EL |
FRWE S FIMBEE L o RV “I% O 287 WT DL S RTE “O 05 R IR” | “OR J5 FR L A1 B “J% 05 " H i
FH o GnAR ST ARG “9 05 27 O 05 2 -7 I B AR H A 4 05 A & 2 — AN a2 AN 5 A1
FE[A], Horh FR B RE SR 44 55 30 b o AR BRI 1 S5 A0 FE g W ek | Mg A DR R IR e I | R g
A 5 I s A bR I A o W R 2% 5 R T DA BR A BIOBURA 1) o B Y BR AR, 4R e ), 2%
77 3% b AT ORI o] DUAEAE TARAT nf BRI AL B, FF HAAFE dn 28 77 B B A &
WAL Fr S A Bl HAD RS 25 & fd RS “05 227 2 8B & a1 16 22 14
TG RN o 75 FEFA AT LU B BR  XUBR B = 2R 1) o A PR i) P S5 A 45 0 ik L 2R L el R 55 L A
HfE, MR E w75 5 B AR BB P AR AE TAE A aT BURAL B b o A — A St o, 5 33
FE AR B B B

[0200]  4nASCA A, ARG 520" A E T o U A, IF Ho2 48 75 26T I FL3h
W, Bl an AR sh Y (B an i 5E) VR sh A (Bl an 4 i S 45 F L L 32 58) FISEIS shi) (1)
WIRER DRGSR 8 H , 2l 2 f 2T

[0201] AR BHEIMLEYIRT L2 5 ERT 2 s e XAEAE . 7 T 250, A R k&
VIR EE AR LB 0 A% Bl ()8R 25 BT I N HE 25 BT R
/B - B/ BH £

[0202] 2427 B ml sz it/ BH S 1 SR A A B B VBE L A EERG L OE 2R - D- i RE I
L- 52 R L - M 2R B O KRR AN = B G 3

[0203] 2% b ml 2 BRI/ I B8 SR e FE il an, £ R Eh ORI R £R R R 31 VIR IR &
B A REE IR EL AT REL . SR A PR AL A E IR L LB R R
i OEEE R R VAR R AR ERIR AR R R IR B L oRIR ER LN R L L TR 2h L AH IR L
IKER EL A AR R 28 BRI BR 28 B ER £h P A R R AN R ORI R 26 .

[0204] JFikBIE

[0205]  HHTWE A SCHTIR AL & 408k 2 AR BE I 7 VA B4 Rl 5 B N BRI R 4t
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[0206]  J i « oy 08 HRS 3508 245 47 it FH) 308 5 300 3 3 IR 791) 5 i o IR ik 8 TR 40 22 A B 1) 62, (L2 T LA
A58 FE 4 s R0 #1351 (OB B P R W 1) 771« 0B AN N5 JE G G, LS 29 AL A TR R
F10) B AR o A 7K PR 1T, 9 L BRI AT DAASE FH B E 38 03 OR8] o 1 SR R 4 4
PR AR LR R OIS .

[0207] S5 R A - A4 b, S5 SIS O F TR 250 LUOBE I () 7K ST 16 20 e 46 5 o 3
it FH 5 T TR R A R A i is 2 5 B iR S FARE N E A TR

[0208] 33 B 4k pAy Jit FH « T 39 B A4 1) BB 245 90 i FH B A3t 1 58 2 N B B A RT R R i () A
AR, BT RPE (R €8 25 1 57 B s RO BELRS , M BB T8 47 381 ik 2% IS P e i s R R 2% o /NGy
T8 1E P I AA h PRE BB, AR R 2 CRe ol 2 iy 1E FL) BRI % 52 21 R ] o & A T IR 9 v i
(00 RIS 2H 5 A 30 L 25 ) TR B A ORI 5 L TT DU 1S BE 8 e s B ik 2R HIR I o |
FEH A2 KPERT, H H— M n] LA HE G 7, B W EABR T 5 4% BE  Tween 80.solutol
cremophore FIFRIIAG « X L IG5 77 AT LLH G FH o 1201 77138 5 76 3 R 8 () pHYE [l N, XA
X T I AR P ) ) AT 4252 1 A T IR BRI 52 () pH, A S FH 22 1 R 4t X e FEH AR
T TR Sh AN RR 2R 1 G R 40 o v DLV 1 3 B A P ) 551 110 ke 58 DA CRFF 7E 38 85 81250
Z2.360m0sm/ kg [ R Y5 [l P o 5t P55 A0 815 mT LA Gt 3ok 8 o LA Bk ke SR ol B AR Y
1) 751 38 sk TG e o) 8 R AR 7 DA T IR A R o T DA FE 8 1 50 L 48 B B S A R
P2 14) 1) 770 o A i B 2 4w A 700 70 51 o B R T 00, ) 2 o A | B 38 1) 4 16 AR
DA A SIS AR N 573 O R0 B At BT 2% o Tt FH AT AR 9 B ORE , Je 7Rk — 245 24, 5l T LA
YERZ IRTEST .

[0209] ARG : j5 BUTEART B AN 78 R BT VA TR R R A WIEIT . BUR A TR E RS
1897, BN R ZHUR 3 25A 21238 B J5 B 0 BR G AIIRREZH 23T RAIRTT

[0210] iy 24 i 71 FH 2 325 14 38 i )

[0211]  #E—Sesjtafo b , AERIEME T — PGy 7 Z LR 58 3 N B 715 1207 15 7 it
A BERAED ZHE WS AR SR G, %A & CARG 2578 A7 AE B A
R 2478 3K B 25 55048 2459 50 B D 25 BRE VR AT AR, 5 25 bR AEfIRIAR EL 2 AT A=
Y He % 5 Gt 7 % A B (a0, e B R E) 2 WBrian G.Short,Toxicologic
Pathology,36:49-62, 20081 £%Ik o UNiZ £xIR AN o 5| H 1K 226 SCHR BT , 76 A7 5 P 5547
BIE G, 0T A S 2 B M AU 9 1 B B AE IR 2H 21 b 55 58 () 3R G B 5
Pt P s o Pl R S (] P 68 - FR A o

[0212] KR Z #4 #i 25 2 18 1 = 0 B FH R0 3 3% 1, 5 a0 B s B ET 25 E & R
(ganciclovir) MR &5 (acyclovir) , R 8 H & 3510 OB v E I 8UE AN v A= W B ik
()i FEAE B AR N I IR (22 LR 30) o 7R 45 N REAE 2 e 1A T e v g i 22 I8l 1) 401 )5, 36
I JR RS - F M g (5 800K M IE 1 FT 24) SEE 1 7E A R R R AR R Gk ik 245 .l il
[) 223 i S H R 095 2 1 38 e R S I T BN ) A RS 02 B HT B SR TN PR I R B
TN 57 85 751 2 4= 5B A FH o FRRRG A2 B S K 1 40 3R THD A 57 g 14 PN 3R T 9 5 23 i P 25 W 7 ok
HEMM R EZ TR, BT B IR S & sam) . e 1e & 7 s ie Ay
R EE, 98> 1 R, IF e C 5 B P I &8 2 OS5 IR PR 1 B 2 A i
YT TR T il 0 o) 77— RS A FH o AR BB IO 245 160 /N 701 M S (SMD) , A3 E AT A
BB A R e
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[0213] =43

[0214]  SEf51 : EEZHhAACYE 2 F% T-UVAI#AE T RcHMW SR 4R 1k

[0215] 35U WAAH OC 1 Rl VA PE T RE R AACRE 2R I IR R A0 4 |l T B B TUVAN A 3 B = 2
FRARFE B Ja B 1 IR I, O 1 S 58 A BUSMD, T & T SRE6 261, 7E1% 25 1F K , hAACHE %
T TUV-CHRS BUMAAZE 50 CIE T A T HIWEREE 4 (E12A-2D) 5 A TRk — 8L, 5RE R
[FIHMWAHREL , ZEUV -CHE S T TE AThAAC HMWEREE IR (R AN i P (BI2CHN2D) AR SCATIR 1) R 4t
MEFE T SECEILIRE AR & .

[0216]  SEf§2: hAACH) /N7y fif SR i (SMD) Y %55 -

[0217] AR/ T SR hAACH T BHMW R SRR ¥ B8 77, i e K/ AL &
W TR T UVIE S SRRk b, MR T 31084k &4, T 75 3L F-Ca®'/#0F 5 I & 1 7%
e, MR T 206 K04k A4 o BERR AL A1 L200uMIK £ A8 FH o 25 J1F-40 % O HE SR A4 i ACH.
RSS2, £ 57536 A A P v TR 1) B ZHLhAAC (FF-UV 9500ug/ml , 17 6T 34 /9400ng /m1) o 77
S E T 2ML S, HBoR B ARThAACH T K S HWER SRR R Th % (B 1) X il &
IR PR ISMD o AR 28 P (R B8 2EL 7 T I 3A - 3BHP . TS RT3k B TR 51 SMD I A5 T4 15

[0218] R 1 % A R TBH ANAACTE RR SftR A Fh SR I ml 78 M B SN R T 2 e R B 254
A&, BB A AR AL IE Tk (1) 2T 5 BAACTH E 3 2K FIHMW 2R S 1A T2 R (1) FE B 412 4%
R0 (11) 5 FAH SRR TAAC, 5 ) 2 R D N AAC & A JHURR I 21 ok 20 iR R 4% (Cys142) o
I 3 HLR FH 0 36 7 V5 R T IR e 3R

(02191 SCEEWF: T ARATF N2 ISMD B T HR AN 5 58 1 D8] 2% A2 TR S ke 1% 41
2B FEAE A 2 IX B8R K f& 1ogP pKa FIMW . LogP /& 25 W i B2 B2 4R 1iE , RN B 5
SMDAZ 75 0] DA b R 2 0 2-3LogPH it 1 2 ask £ 6% 2 W A 1) e A 25 4L RS » SMDIE A0 20 B
SRS KAV, RN & 06 20 8l 5 Ik FE I K 0 25 5, I L I R TR IS A (U6 2 TR e e
T A IE RS T R, F T SMD R4 A4 SCE R 250, (613 Fr B F L & B A
CLA B A Sl G BB 2 B AT 2 R 3R L.

1 SUEBCT I ER AL prate
=3 i
Mol. Wt. (Da) <650
cLogP 1-4

[0220] RS <6
H BEfEIE <5

AR R <6

W MEE TR (PSA) (A%) <70

KIETE(ug/mI) 500

[0221] 2 1 AT IE , K5 200uMik FE &R R4 A4 (0.5% DMS0) S5hAAC UV S REH
500ug/m1 , i % #4155 F AL N400ug/ml) 75 = T I & 30080, F-AE 2 /N [H] 2 (043060,
90FN1205 ) N £ W D' o B 3T A X T AR b BR KA A B s K150 % BR3P AL &40
FEHEFP AR AL B AR S MEEC, [EI & . N R28R T &M /A A E AT RA hAAC 5 T SR 4k
2R
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£ 2: Zor hAAC BEFER L&
"% EmEE
uv #(50°C)

<0 225 170

<20 32 20

[0222] 210 5 9
<60 5 2

<80 7 T
<100 4 1

>100 28 2

[0223]  %&5€ HISMDIR S5 44 4 BT 2R BH , FEUVER 5 T 7 IEhAACTR AR (AL & W mT LL43 i 25, RII
RIFFEA”, LA 2B 2R 5y 7 1 #ifs 3 SR AR BB 28 o BEAN R 1 (1) i Fh D I 23 1 4544
JHARYEH 73 HeoR T B4A-AF 38 o 1ok BB R0 — P4k & 4 10 77 B AOE 20 T b
LRFNEC, {8 o 4 5 F T-UVET , BT % 7€ (I SMDPJ 1EhAACER AR (S SR T E AN Bl 42 S5 hAACH)
HE 77

[0224]  SL45i]3: 5 ACCH, LA H A SMD P 1EHMW hAACHRE B 1A T Ak

[0225]  AACHEA WA PR AR TR 2L, O AL & Ji B3 5 A& 1 LU BG4 T W /43 1 TR 6
H , M\ T ECHMW SR ERARTE B o PRI B, AR T2 Bt B PR T s T DAASE FH &5 44 3 m) R0 11 SR P A )
PN D 2R BT 1 D 20 R S B MR 2R A W R S B R 97 1k, DABE & hAAC TR A 2%
%) R 326 36 14 RO SMD o AT 1L, 5 SMD ) 75 328 WU s A A48 17 605 A s TR e P S 4 B i ' e AT AN
AL SR R I IR R NP E A X el S S FH DL R 7 R 1 B s B 6 R 4 ) 45 o

0
d
R—NH, — F&—H’Jk‘/m
H

B M A
: RARZE: () &

R=
HEA
2B, DIEA, CH:Cl, rt,;
[0226] j b (bt) HiETE S, DIEA, CHCly,
.
0
RN 'Jk,.;;

H
[0227] %k SEUEE H 2R & Y (B4C-4D) o % B BT A 15 1 & B ik 3L 1 1
(I8 17, 1K Setb S IR AR N “ AR (FI6AFI6B) .
[0228]  SEfgil4 . fd F N StetRAA bz (HLE) £ i ) 32 41 A 4 3000 5
[0229] 3B HEAT 748 N SoIRAA b R ZH M0 ZSRA 01/04 B3 ) 35 T~ 40 A i) 1 5 o 45 270 ko
Fo TUVELH, I I8 1 B] 2R 35 0 G 0 0P 52 58 J5 24/ NI IR AR I35 0 - 45 SRR T I TARI 7B 78
Ty ARG TEUVER FE AT, B SRA 01/ 0AZH i FH AN 5] 9 FE (1AL & 0 TU00% 3 1 /N IR o AR AR
I BN S5 UV R 55 J5 247N AN Pt BERH L A7 35 71 43 B ook B = RO R R 571
ORI AN FAR I ) 1B — R4k &0 1 R TIRITB R o B 7 I & 1) “F 3448 =
SEM.
[0230]  AAC-EGFPFEB- 34 A () S 2R 18 S AR AACTE i 5 p6.2 3% 5 7 L & R (k) (K
8A) « KT-25004N4H AL () [ 3 A& 2 o T 8B . M 22 3] i T-AACTE 214 5 B GFP PP A1 5 1k
Gt ap . BoR T I T Y (8 = SEMAN Al (tAS 56 o 4% B SR v & B ik v] FH T 3T
Y SMDi £ AACEH Jf 58 B 42k (1) 48 o 245 35 AR
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[0231] S5 48K — AT AV B & %

[0232]  RSCHT IR AR 2K Iy T A ml LA DA R Bz (R OS2 T 566 B - 4 B O N 7 S 4
B AT A ) BAR SE A5

[0233] %1

O
o Re OH Re
B H R, Mgl &
/ +
£a Rg R10
R
R? d . R? ¢
[0234] O R
R10 RB R1 10

Rg

Rs

\ | SR,
e
Rio Rg
Rg
OA? NO,

PEG
[0235] LRI FI A« () BSR4, 18K, 0°C &r . t. 5 (b) %4k, PCC, CH,CL,,
r.t., (c) Pd/C,Hz, HE,r.t.; (d) 0% HNO,,r.t.; (e) BBr,,CH,Cl,,r.t.; (f) PEG-#&,EDC,
DMAP, r. t. o FEIZ N 7 G H , Z2 AN [ (R BOAR RS 7T DL FHAVEAN R IR B AT R, R, \Rg Ry FAR | AT
DA 37 b2 5 GnH e 38 5 2 1T 2R A 2 U L U R =R R A
[0236] HE2
Rﬂ’ H
— NH, 0 —0 N__Rao

—e
[0237] & + Rzo)\OH

o Rig —0 Ry
Rig Ris
[0238] 722k FN &A% (g) EDC,HOBt,DIEA,DMF, rt, 16h. 7F 1% % /5 &+, Z AP A A
T ECAREE AT DL RAEAS R BIRFE AT oR R (AR R A ST b2 A5 G e 5 L 0 26 i 32 VA 22
G AR | = P R AN =3 P AU o R T D e B T
[0239] 7‘3‘73‘!7‘;3
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ff S fj\mm\é
Eeagasseeliiscanag:

[0241] 75 5309 BAFIAN S F : (h) EDC,HOBt,DIEA,DMF,t, 16h; (1)TFA CH,C1,,rt,6h; (j)
75 5 J1% , EDC, HOBt , DIEA, DMF, 1t , 20h o 2 SR N5 S+ 5 22 Ff AN [R] ) B G ) BA FAEAN AT )
RIEEMT R AR g aR v Ry Ryp s Rys SRy AR, R DUSHST M A5 A S FH 2 L 23 L IR 3 L S P 2
BT AN =56 2

Ri7 o N’L\ /4:
o NH, K
B 7] R " N O
19
Ris Hf?

0]
[0242] ﬁk
@]
m
R N'U\R Tp
17 H 26 -
\O N
@]
R1g

[0243] 724

[0244] 77 %4 7 =AM A AF : (k) EDC,HOBt,DIEA,DMF,rt, 15h; (1) TFA,CH,Cl,,rt,
6h; (m)R,,-CO,H,EDC,HOBt,DIEA,DMF, rt, 22ho FE % R B 7 Gt , 2 PhAS [ (R B A 7T LA
TEANRIHIRIE BT o R R AR, o AT DASRST 3R A0 2 L 2028 L IR PR3 S 2 L IR T 2 A =
TR R, T AR e 07 2

[0245]  N-[2- (3,4- ZHIEFEIRIE) 48R T b FBERZ (CAP1226) 1A Ak

(02461 4nLA_E 7 S2v Bl , 4 A3 24 X970 AN JEURE ICAP 1226 . ff 1 35 22, £ =1 T
3,4- “HEEXR LI (AImmol) A T R (Immol) EDC (1. 2mmol) JHOBt (1.2mmol) FADIEA
(1.5mmo1) £EDMF (3mL) H IR B I FF 16 /N o 5 S VR S I LE LR LMK Z T8 70 P
HUIZ 73 59 PRI IR AV VL /K AN ER K e o A L2 R R BT R I L A KR 4 o K TR )
FEREIR A6 M R 48 O be ¥ 1) R Gr b AT il 73 1, LAAS BN [ 44 (1 21 77 ) CAP 1226
(82%) o ZAY A5 4L NMRAF R 1% L AF . 'H NMR (500MHz ,DMSO-d,) 81.92-2.05 (m,4H) ,2.44-
2.46 (m,2H) ,2.91-3.15(m,3H) ,6.68(dd, J=8F2Hz, 1) ,6.73(d,J=1.7Hz,1H) ,6.82(d, ]
=7.8Hz,1H) ,7.56 (t,J=5.4Hz, 1H,NH) ;EST-MS m/z 264 (W+H) . ff F 7 522 3ok 43k £ 3L
fltfb &40

[0240]

ZI*—
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[0247] NN -XU[2- (3,4- ZHIEAHLRIL) 5] Lk (CAP1225)

[0248] i ] _E T o 10 5 SR 211 45 CAP 1225 o 124K, & 4038 i NMR A i 1 R A1

[0249]  'H NMR (500MHz,DMSO-d,) 81.45-1.48 (m,4H) ,1.98-2.01 (m,4H) ,2.56-2.57 (m,
4H) ,3.01-3.09 (m,4H) ,3.76 (s,6H) ,3.79(s,6H) ,6.67 (d,J=7.2Hz,1H) ,6.69(d,]J=
7.2Hz,2H) ,6.75(d,J=7,5Hz,2H) ,6.79(d,J=1.2Hz,2H) ,6.81(d,J=1.2Hz,2H) ,7.72(t,
J=5.4Hz ,2H,NH) ;ESI-MS m/z 474 (\M+H) ".

[0250]  N-[2-(3,4- ZHIEIEIREL) 48] -1 OREE ABEEE) -4-WkiE B Bt i (CAP1227)

(02511 fi ] b1 BT s B R 211 £ CAP1227 o i A A 38 S NMR A i 1% R AIE

[02521  'H NMR (500MHz,DMSO-d,) 81.41-1.52 (m,4H) ,2.32-2.38 (m,1H) ,2.61-2.68 (m,
3H) ,2.88-2.92 (m,1H) ,3.21-3.29 (m,2H) ,3.62 (s,2H) ,3.72(s,3H) ,3.75 (s, 3H) ,3.92-
3.95(m, 1H) ,4.41-4.45(m,1H) ,6.61(dd,J=7.8F11.7Hz,1H) ,6.72(d,J=1.7Hz,1H) ,6.81
(d,J=8Hz,1H) ,7.19-7.25 (m,3H) ,7.28-7.32(m,2H) ,7.68(t,J=5.2Hz, 1H,NH) ;ESI-MS
m/z 412 (M+H) ©.

[0253] NN -XU[2- (3,4- ZHIEAILIRIL) ] I (CAP1228)

[0254] g1 FH b THI T/ 1 7 52341 4 CAP 1228 . 1% AY, & 38 15 NMR AT 5 % 22 41F

[0255]  'H NMR(500MHz,DMSO-d,) 81.61-162 (m,2H) ,1.98-2.10 (m,4H) ,2.65-2.70 (m,4H) ,
3.30-3.39(m,4H) ,3.78(s,6H) ,3.79(s,6H) ,6.67 (dd,J=8A11.6Hz,2H) ,6.77(d,J=
1.6Hz,2H) ,6.82(d,J=8Hz,2H) ,7.71(t,J=5.4Hz,2H,NH) ;ESI-MS m/z 460 (M+H) ".

[0256]  N-[2-(3,4- HISEILIRIL) 25 BRI b FE i (CAP1230)

[0257]  fi b1 Ao ) SR 211 £ CAP 1230 o 12 A4 A 4138 S NMR A i 1% R AIE

[0258]  'H NMR (500MHz ,DMSO-d,) 80.58-0.67 (m,4H) ,1.46-1.53 (m,1H) ,2.62-2.68 (m,
2H) ,3.21-3.27 (m,2H) ,3.76(s,3H) ,3.77(s,3H) ,6.67 (d,J=8F11.6Hz,1H) ,6.75(d,J=
1.6Hz,1H) ,6.81(d,J=8Hz,1H) ,7.98(t,J=5.6Hz.1H,NH) ;ESI-MS m/z 250 (M+H) ".

[0259]  N-[2- (3,4- HIEEEIRIL) 28] 38 ke Mt ik (CAP1231)

[0260]  fi F |1 B (0 7 22 201 4 CAP123 1 o 1% AX, & 438 S NMR AT 5 1% e 4iF .

[0261]  'H NMR (500MHz,DMSO-d,) 81.48-1.78 (m,5H) ,2.58-2.61 (m,4H) ,3.27-3.35 (m,
4H) ,3.75(s,3H) ,3.76(s,3H) ,6.72(dd,J=7.8F11.6Hz,1H) ,6.79(d,J=1.6Hz, 1H) ,6.84
(d,J=8Hz,1H) ,7.77(t,J=5.4Hz,1H,NH) ;ESI-MS m/z 278 (M+H) .

[0262]  N-[2-(3,4- ZHIERIEIRIL) 4] -1- (4-FRHE) -4-WRAE H BEfi% (CAP1232)

[0263]  fdi FH FTHI BT/ [R5 22218 45 CAP 1232 . 1% Ak & 13 3 NMR AN J53 33 2 4iF .

[0264]  'H NMR (500MHz ,DMSO-d,) 61.47-1.71 (m,4H) ,2.37-2.41 (m, 1H) ,2.62-2.71 (m,
3H) ,2.80-2.88 (m,2H) ,3.23-3.32 (m,3H) ,3.75(s,3H) ,3.76(s,3H) ,6.65 (dd, J =840
1.6Hz,1H) ,6.72(d,J=1.6Hz,1H) ,6.78(d,J=7.8Hz,1H) ,7.16-7.22(,2H) ,7.41-7.46 (m,
2H) ,7.72(t,J=5.2Hz, 1H,NH) ;ESI-MS m/z 415 (M+H) +.

[0265] 52456 : AU AR AT AEMAER 1ECa *FIUVCIE S i a- AdiiR IR R A R E T A
R

[0266]  FR3FIH T L EEAIAR 2K —IYRT AW B AR B 1ECa * MIUVCH S i a - AR K 2R
RAE I BN

[0267] %3
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Ry E 7
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HO g- ~.:J \UD : _?I Im'
CAP1176 o s oo 76
(@]
HO
CP1192
HO
[0268] HO \
CP1194 \ 25
HO H
(o]
HO.
CAP1042 OH 6
HO e
CAP1043 -5
CAP1044 -16
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CAP1045 s
HO
CAP1046
OH -
« xH:0
CAP1047 Ho' g ) 47
9 OH
OH u NH
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HO =
H
OH
CAP1049 HO ’°‘|"'£j 5
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H
OH
NH;
CAP1050 i
HO
[0269] -
HO,
H
CAP1051 QV\(«UC’ 28
HCI &4 oH
i
HO rvLUH
CAP1052 06 3
OH O
OH
CAP1053 - ) - L 52
H
c; O
OH
CAP1054 o -
HO Wh
(0]
CAP1055 “°mou 1
HO H»,N'
X
HO.
CAP1056 Ho@mf\mfﬂ -5
H
CAP1057 Ho r@ 8
HOj@/\/ 0
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CAP1058 -27
CAP1072 53
CAP1110 19

NO,
HO
CAP1112 NN 12
\O ] =
-
CAP1113 NS 1
't
HO._a A A e
[0270] CAP1159 AT & 27
L :
WO ’,E, .
CAP1160 L 65
" ».l o,
! QO
CAP1215 J”;’“’"‘N‘““H’“‘"‘ N 47
HO ~ » 2HCI
OH
E T\ o\/ g
CAP1219 m [ \ﬂ j > 5
AN U
o o o . .o
CAP1220 | " 20
o
CAP1221
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CH,0 o
CAP1222 CHSOJG\/\HJKO 38
CAP1223 CHyO HJKCC"':; 29
Hy
CAP1224 - HJJ\/\O 46
B I
CHSO NJJ\/\/\r(
CAP1225 H o ocH, 50
OCH,
CAP1226 72
o0 Y
[0271] cmom 5
CAP1227 CH,0 Hle 46
T
CH,0 o o OCH,
CAP1228 J N 60
CH,0 N N CH,
»
CAP1229 22
M \/\© )
o) ~ o
CAP1230 2 18
—0 N
RN
CAP1231 5 N)KQ 51
H
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SN
F
CAP1232 CH,0 HJ\O 7{©/ 41
N
o
CAP1236 I~ 2
—0 N
H
0 | X LO
CAP1237
—0F N
H
CAP1238 ,Q/\/ \m
ko (o]
CAP1239 D\/\ 23
[0272] o NJK/D
CAP1240 o 13
0
Pl J'k/\/\/\/\/\/\/\/\(; 135
N H,
CAP1242 WY \/\Q\
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CAP1264 ' .
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[ ]
CAP1265 , _b_\f 6
8
CAP1266 , 14
]
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DU
CAP1274 _a " 55
H
/@\/\ i N
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2 0
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WNKQ%
CAP1280 H o 44
HN
Y,
CAP1281 64
—0 N
H
[e]
CAP1347 () T 13
HO
OH
CAP1356 46
.NIN
CAP1380 i 16
Ho'ci)"r/cm
[0274] CH;0 ;
CAP1447 i ( :[ ”HOH -
Uﬁ-l I$'_ 0 0 o 04“
CAP1450 Y s
'Y
CAP1451 J 35
OH
')\I/OH
CAP1457 MO A O Ao
C);(l\on
OH O
~OH
HO. o @
CAP1458 : oH 17
10&1
OH
HO__ ~OH
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CAP1460 @@j ,
x
Lo
CAP1517 B i
by
CAP1518 Q\”‘g y
A
o
e
CAP1519 om .
/ H
CAP3032 om\ l 16
OH : * 0
NH,
[0275] ~o s
/0 N//I\N/\‘
CAP3035 k,NIo -
O
OHIOH
CAP3037 HO~ PN 2
0
0
CAP3040 ““W@“ 4
1 <] [}
HO
CAP3042 HOD\L"J@/W 5
HO
OH
CH,0. COOH
CAP3062 U\’ "
CH0
(o]
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CAP3065 ”wm -32
HO'

CHyO
CAP3066 D/\)\cm 21
CHyC

CAP3067 ’“’m 235
CAP3071 “"‘«'ﬁ)‘r 30

CAP3089 [ 56

CAP3107 : fﬁ? : 7

[0277] R FR45RAE T AR B AD I Z BT A WILEDT 1ECa *HIUVC T ) a - Aotk 14 2 1 TR 4R

[0276]

E'jE/‘]ECSO,fEO
[0278] %4
A4 1D 25 ECso (LM)
HO Ny
CP1194 P 1096
HO H
[#]
CAP1042 = oH 860.3
HO NHa
» 4 :‘ | oH
CAP1053 <O O 461.1
(s}
I‘K)._V Ry N CH.
CAP1159 BOE% G 312.9
[0279] o
» '"%VJ"-\/“‘&.-\
CAP1160 BSASE 63.5
CHaCI o
CAP1224 %OD\’\N% 879.9
CH,0 g
CAP1226 )@\/\ 46.2
om0 %!
RO~ o
CAP1227 cHso:g\’\ﬁ’Kj 288.1
g
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@\/\ i
N
CAP1280 A 0o 1933
O
[0280] {ﬂ)\
CAP1347 0 115.1
o n? &
0
R %, OH
CAP3089 Ll %) 361.9
i e i e
NO;
(02811 =217 . i FERIFE R (tolcapone) fiTAEWILE R IEUVAI G 5 i) a - A SR IRAR B 3 5E
£ A B
[0282]  NER5HIH TIEFEMIFE R IAATAEY R ELAERT IEUVATGE S 0 a- AGIR IR B R4
WA R
[0283] %5
X4
(WVOR | EME | porr | wammny | TN
Bk | (GEL (VIR | [BEKS
CAP g ) ;
ID BT %) H3%)
o)
HO
1160 + 68 23
NO,
[0284] o F
3089 "o O O 31 0
HO
NO,
o)
BORS
1347 28 8
BOA®
Cl O NH,
4126 + + ND 0
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£4k
uvc =3
(ﬁwﬁﬁ fgg'f,% Bk | BT | XM
CAP %ﬁ E) [UV](ﬁk [ﬂ!](ﬁ*#
ID B %) %)
o)
4127 | X | EN + . ND 55 9
e P
0
4128 @J\C 4 + - 23
Z~NH,
0
H,N |
4129 O O + + + 37 0
H,N
o)
4130 + - ND 55 42
O/
o)
[0285] 4131 i = + . ND 0 ND
O,N Z
0
~o0
4132 | X # " ND 39 0
\0 =
OH O
HO
4133 + + + 22 18
HO
O OH
4135 o/ S + + 75 4
0=8=0
ONa
OH O OH
4136 \OO/ + + + 70 5
o:§:0 0:?:0
ONa ONa
o]
4140 | /\ ND ND
N N
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EXIA
(UvOFl | A=4kisE
R R L it
CAP 2 ) ) ‘
ID B3 %) 47%)
o)
a1s1| © S ND ND
I NF
O NH,
4152 X 17 0
|/

4153 F ND ND
F
(o]
4160 HOOH + ; ND 82 0

[0286] 0
4161 FF . ND 38 8
4162 O/ 60 3

o
4172 OH + ~ ND 67 9
o
O, -OH,

4173 O + ~ ND 61 0
OH

4196 7 63 38
peael

I+
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A4k
uvce
‘E(,& iﬁ?ﬁ,’@ Bk | ETFaR | TR
CAP Lhy ) [UVIEEK | @K E
ID B %) B4%)
O,N OMe
4255 O O & ND ND
o d’ NH;
! s O
\\S\,N
4256 © ND . 7 ND
peaee] +
oan.‘/'%-,,. OMe
4257 Qﬂg{" ND + . 19 ND
o d
0
4258 O /0 ND + - 36 ND
""-..N/
o o)
O5N
4265 O O o ND 3 ND 129 17
[0287]
[e]
o 0
4269 O. ND ND ’ ND ND
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A4k
(UvOll | Afkdlise Bk | BT | ET4RN
E(BRK | (GEL) [UVIGRK | [RBAR
CAP & ) ‘
A R %) BRE%)
0 NH,
NH,
[0288] 4281 O O 5 ND + = 38 8
ONa
4318 \“\\ ° NP "
0O
0 CHj
4324 O O il s No
(o}

[0289]  SEf518: K A NI BT 24

[0290] 4 BRIk, PR Ja) 0 it FH /6 BR 7 B 00 JR SR 25 A FH , o2 BR B2 I e i 4% - SR
T Y67 770 Je 30 it FH i 95 328 P 2 AR5 2 2 S 30 I 428 1) 2 2 PR 1) o G SR 45 8 25 ) /K S
PEZE , MAZ ) i 2 i3k — 20 BRI = 550 v C 32 g s A e AR A R B RS AR 9
FIFH BE B AN, 4 2 5 VR AT 25 ©a T 0040 259 5 I 38 4 25 AR A0 RE 1 DL 3
FLHR AR A= W F FH S o A5 355 00 T 249977 325 1) B B2 20 B A T 245 A0 vl A R g 8 4% M Ve T 7 R R o
5 24 A A RN A P 2 A A O 1) S P 0 5 R TR I T AU I PR IR IR I £ Tk 22 Lok 5 iy
R JEE B

[0291] i HFEAR 85 R BIAE T, e A2 4545 o 8 4 , 38K 6 = IR AR S iy 240t FH ke 2
o VAR E ] SEOZ M AR E N A A T IR ST R IR ENE, G T FERIK
AT ZCAP4196 . NATTIA A, T 24 V4 Mt B2 1R 92 e 3 B50SE A 28008 7 IR A s (ZAEIR B Y
B) A 4 AR5 « S8R RE AR 5 DA R TR A/ 86 )7 e R AR R BE 1 (TTR) AH SR O SE R R AR

.
[0292]  CAP4196(11 & K
[0293] %1
o
Ho-P-OH  Q NaG-P-ONa  Q
/\/KC _POCH *g{’*w’l\gf"\\ NaQEt \Lv\_
0294 7
[0294] Rob PRTHE o N HO™ T”J
NO@ NGy NOe
103 2 CAP41SE
[0295]  2-$Rk-5- (4- HI LK PR L) - 3- MY R S BSR4 (CAPA196) : FE2043 4 4 , 45 B Ml

FHR2F 6K A (20g) ZETHF (100mL) FIRHRE (25mL) HH ¥4 ¥ i InPOCL, (20mL) o 44 ) b7
EWIE ZIRB AL, A EIE10°CLL TR o 150 % BEER /K IE IR K SN , FRAERT T 4k ZE43
M PEDTIE R [EAK, H 2R

RE

PELO/IN o B S MLV & Wik — 28 FITHE (100mL) A17K (100mL) Fi ¥ , 32
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ZTE (2x 50mL) PEvFHT1 , AR BN K 1 € [ A4 1 v (R 2 BB R HE R I (8. 0g) -

[0296]  [aj i P A HBEFR 4T K A (2) (15g) ZEELOH (300m1) A f &5+ i ANaOE+t /EtOH
(2.5eq) , FENG BIF B FE LN o 3k JEIRAT B PG 21 € [l 44, FHELOH (2x  100m1) Jeisk 115,
DA 211 4g b6 21 (2 [ 4k () S B B AE = I — 4 £RCAP4196.

[0297] V7 AR FE - FHFDARLYEE B AS [R5 I CAP 1 16 0 AN CAPA 196 V5 fiF FE , 51 An FAA91 A
PEG-b-PCL.Kolliphor-EL.Kolliphor-40. 1124 . 7§ —F B RRENEE . A (2-F2A L) -B-3F
RIRE WL 22 BICAP 1160 FI VA il FEAN 2 /8 171045 (1. 5mg/ml) o 55— 5 T, A BAZK AV, B R 2
AT Z4CAPA196 275 H VA R P F s 1 kI 6601 (100mg/m1) , I Bl 75 i pH A6 . 65, 7EHRVH )
pHYE [ P (6.5-7.6) o IX A A3 1% 1l 70T oy 304k FH 2 22 4 1 (LER6) o

[0298]  3¢6:CAP1160F1CAP4196 1% fift J

- ens [ [ | 0-.,|- -\.l
FDA HthfE e A1) HO Y S I RN
NO, NO3
CAP1160 CAP4196
[0299] | #EsK v ft9 ¥ % meg/m 0.1 100

FEK T RIE ML, & (2- 32 TR 2k )-B- 4 #I K 5 -

mg/ml (1:1)

{EIK IR IE, % PEG-b-PCL (1:1) mg/ml | 1 ND

EK P HIEEERE, % Kolliphor 40 (1: 1) 1 ND

[0300] =259 FE A LA 24 R Z5CAPA196 T RAEH PE 24 A (NZWR) H ) R 38 22 4 1k

[0301]  FEHr G 2% G, =ik 10 % 3% B AT 25 CAPA 1961 52 KL 4 o e W] ) B KT 52 771) B A
Ft (MTD) 35 Bl % xg mT W42 2 B3 8 B, 08 Jia R R PRI 98 b 2 S50 B /KT A s
DRI , 7637 78 24 A S HR 3P4l 7 CAP4196FIMTD . F 8 ik & (0.25.2.5.8F110%) HICAP4196%F
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