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2k f 2E 68K, RA R EEMA (CH).S0. & (CH,) .S0.H;

R, ReAe R ahshik ) Ho BB, HBR. BB, M. B, &
BiE. £A. BRAL. RBHSFRERE RS

15
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Reik B IRARE R BRI C-Coo IR A X B ARK KRB RAR F X
BAKXAZSRAGHEEFE, AP R Y QRALENEEMHE. OR>.
NQR),H SRRAX; AHHE; RRARBERAY C-CHE, XTPRE
9 0-2 A~ FEH NH. 0 X S B HABMNKARZINRHE C-Co K,
EFFHR. ZRREFFRR, APRREA 1-2ARKRT; R4

% QAZAN, RAH A

Rt g H. RRAAZERREY C-CoiizA X H. RARXKRBIRAN
FE. BRARSBERAGREFE, AP R4EZHMHE. ORs. NR):
K SR+BA; XA

Refo R, — B RAE LM HFE. OR*. NQR), K-SR+EAR 4 4-. 5-,
6-K T ARARIEFFRK; R4

NR.. Q #» CHR, —RH RBRRAARZBRARMGRAE RAKGFFFRRK
WIREAR, EFPARNKRSA 1 R 2ARRTF, HFIRIERB-ORs,
NQR"),HR-SR+*IRAX,; HH

W RA R E 2 ik f -SO0,NR—Q—-CHR,—. —0-. —CO0-#=—-CONH-#9 X H;

h=20-70; k = 0% 1; d=0-12; m=0-12; p=0-12;

ZAN OXSEBBRTHRAERESHA N, 0K S FHMETRAE, K
ERABEBEN OXSEBRREYETRERSHARBE N, OXSF
BB R ERE;, HA

FA R 2R -0 K Cadt X,

B AR AL Fe AT EAE R BT,

30. AHAMSTFHEMMERRES T, HERYEMHSTHE
E#REHTHEAXATHLEY:

' SO;NRg-0-CHRy -H(CHz)m-W-CHz)p-(Ohdn(CHz)sZ

Ry

EOANE AT,

e g’
Ra3 ﬁq 12 R1a Rs
E&Aﬁ'ﬁ-, ;t,\:‘::

X1%V Xzﬁiﬂ’ﬂi E] C (CH2K1) (CHsz) . 0.8 ﬁ" SG;

16
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KA KR 1k f H, C-Coo R K H A2 -0R». N(R'), K-SRI
8 C—Co kX H; KA LA L-RARKRGIABIRGHIRHK K
R —R 4

VA YV, & A3 REAMOIR, RAME KA A AE
& 3%;

mAE 1l 2K 3;

R.w Ruf RuZk b2 H, B4, A, RAE. FHE. FE.
BB, 4 SO,NR—Q-CHR—(CH) .49 X H; i R 0K 1; HFHm=0-12;
TREFEETF. S-FE., S-RE, AEFETHAMAY RuP RulR
REH R A Ry RAREBSE-REHB K 4-. 5-K -ARARAKER
RGHEIR. BRRIAAZRRYEFFRRALBRRIAAZRRANGFEF
BRI, RPHRE LM IAERM C-CoE. HERA OR+K SR*ER
R—KR % K;

% x Zitf 0 E 6 KM, RA Ru&Z-H. (CH)CH; XA Y n
RikH 2 E 68K, R R,JEEHA (CH).S0 K (CH,) .SOH;

R,. ReAe RoZR ik i) Ho BB, MBR, MERES. M. BAEE. A
Bik. BA. REAL. RRISFHARLINY

Reikt B BRAR B A BB C-Coo PR A A AR R BB F A
BARARAZRARNOEESR, £F R Y QRGENERMEEDF. ORx,
NQRY) .3 SReEAK; HEA; RAIAKRERAHY C-CE, XFRE
B 0-2 A F A NH. O &K S BR; XA RARAKRLBRAKH C-CK,
EFEHRR. RARREFFLR, APLEFRLHF 12ARKT; &4

Y QAZAN, RAH HFAH

Rit B He BARKRBERMKY C-ColBkiLH. RARKXKAZBENRY
2hk,. BRIAZBRAHREAFTE, P RAFZBMHE. OR*. NR);
K SR*ERAK; HF

Refo R, —A2 T BRAFE M B E. OR*. NR), K-SRI HY 4-. 5-.
6-K T ARHRRIEFARK, KA

17



200680040360. 8 A o kB OFE17/21m

NRiv Q A= CHR, — R BRI K A BB R A R R KA FF 43K
IR AR, XPARMRESE 1 K 2A8KF, 3P IRERM-ORs,
NQRY), H-SR=I4X,; H#E

¥ RA &3 A 2% B -S0,NR—Q—-CHR,— —0-. ~C00-F=~CONH-#5 X H;

h=0-70; k = 0 1; d=0-12; m=0-12; p=0-12;

ZAN OXSFHHERESRELSA N ORS FHBETRE, X
ARAEBEN, OKS FHARAYWERELRSARBE N, 0K S F
BAREYERE;, A

A RSB 3 R -H K Cpo X

Ep R shstieim A HEfh.

31, —FRARFERBT %, AF kL

(a) AALZRE—FRASH G THEMXRTHLESH:

S0;NRy-Q-CHR7 -{CHzlmW-CHz)-{OX(CHz)Z

Ry
Xy /Rt R2 %
Y4 TN\ == Y2
[ir" N
Ry 13m ﬁn Rs

KREH®, HF:

X, #Fe X, 20 3 ik & C(CHK,) (CHK,). 0. S #= Se;

K, = K, 3 32 3i% B H. Ci—Cyo A8 2k 2 B Fodl—OR>. N(R"), B -SRFRA
B C—Co 8L H; 4 KL L—RIRRGARZRRGHIRR K
HH)—H A

YA Y, & B i3 REAMAHIR, RFAE R WHAE
& 3

nLAZ 1, 2R 3;

R,. RiA Ro2ks2 Ho B#. A, RAEL., FEE. FX,
AR, 4 SO,NR—Q-CHR- (CH). ¥ & H; i £ 0K 1; HHm=10-12;
THREFEEF. S-F . S-HE, AHAERANMAFLN Rufe Ru
4&2&5&4 Rz%" Rnﬁ’s’ﬁi?ﬂ’g‘ﬁ“‘?ﬁwﬁ;ﬁ 4-. 5""‘& 6_7334“5&*%51
REHER. BRIAAZBRRGEFERERIEBRRIARERRGFEF

18
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BIR, APHRREHRIMAERM C-Coot k. BEHA OR+&H SRR
R—EKK3E K;

% xRikh 0E 69K, R RuZ-H, (CH),CH; RAEn
AL H 2E 6 &K, R AR,k E (CH).S0, %K (CH,) .SO:H;

R:w ReAe R IR EIbiE B H, SEE. R, RMAB. B, K. 5t
Bz, 2. RAX. SRS festiR LS,

Reid B BRAR R A B C-Coo I A B ; RARH R BRRYFX;
BARRAAZBRRGEEFR, X¥ RH Q RAARERBEHKX. ORs,
NQR), K SReERAK; HEE; RARXREBRAY C-CRE, XTPRE
4 0-2 AN F XA NH, 0 &K S B4R HARARKKBIRAYN C-CoHRK,
EFERR. RRKEFEFELR, AFPHRHRLSH 12A8KT; A4

4 QAHAN, RAH HFE

Rt ) Ho RAKKRBERAY C-Co g% H. RRIAKERNKY
ZE. RRRAZBRKHREFE, L¥ RAEJZMHE. R+, NR),
R SR*ERAR; RA

R #e R, — R RAFLEMEHE. OR*. NR), R-SR+EFAK &Y 4-. 5-.
6-K T ARIARIEFFRK; A

NRs» Q Fo CHR, —RHB RBRARIKRBBRARGIA RARREFFRA
HIREA, EPHRNFRESA 1R 2ARRT, HFIRIFEB-O0Rs,
NR),X-SR«BAK,; F#HH

W KA 78322 ik § -SO0NR—Q-CHR,~ —0-, —CO0—-F=—CONH-#9 X F ;

h=0-70; k=021; d=0-12; m=0-12; p=0-12;

ZRN OKSFEHBRTHRERESA N 0K S FHETRE, K
FREBEN OXRSEBRALHTHRERSARSE N, 0K SF
MARB R B RE; A

FAS Redt 3 R -H & Crpo BB

(b) EFFRLSHIF T L RERNIE S L P FEBIAAL
V& A — & B 14

(c) BB TRIKMERKGEBELEA; AR

19
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(d) BRI GHIXLSHE B GHAET.

32. RAZRINHFE, APHARLLHEABHRTTATHR
A%,

33. RARRINHFE, X PARENHHENBITLFR ()-()
MR R A R A P AR AW R ST R A b 4 4E T,

34, RAIBR N EGF %, XAPHREATRERDIDAA.

35. MAIREK 3 W9Fk, AFATR@O@ T, #RAFNKESZHER
1554 M 5T K A 0940876 A 8% K 4.

36, MAIBRINHFE, AFTRAREE. +F. IEARALK.
FHAAFRARAR. F AP BHIAR T ZRESATRME Foi R TR,

37, AR MHFE, AP umREAS TFALENFTHEE,
REEIKFHRTHERARS.

38, MAZRITHF%k, EPHRFEATRIFHARA.

39, ARFIBR I8 MFE, APHREANARLAR. ChFTRR,
WBEMER. LREFAR. BFXLEBRER. FTREAR. Ri#MtFH.
HAEMER., BEEER. FRPRIHLER.

40, AAIBR 39 WF%, AFEFTR@IW, RAARKEYSE
MRS RIFLEBFLETIE ) PRFHGFLEEER LK
.

41, RABR 40 F5%, AP RALGHABHBETATRERSR
Wi By e AL R R BIRTT

4. SHAEMSTFHEDRERERST, RN AEASHS THF
ﬁ&émTﬂ&%&i%%wA%-

SO;NRg-Q-CHR7 -{(CHz2)m-W-(CH2)p-(Oldn(CHz)oZ

W%XEQ

&—ﬁ-%& F
Xl’ﬁ’ hﬁiﬂ’ﬂi E) C(CHzKl) (CHsz) + 0.8 ﬁ“ SG;

20
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Ko K 3R 2 303k ) H, Ci—Cyo IR 4 X H Fodl~OR». N(R"), K-SR4
B C-Co ik EH; &F L L—RARKRRKRLBERRYHBIRK KK
8 —3R 4

Vodr V, 8 AR R KA MA03R. RAMAGIRA e HMAE
#3K; |

mA2 1, 2K 3;

R;v Rusfe RoZ k% H. F. Br. Cl. C—CotXk. C-Co AE.
FHRE. SAHRRK, 2RNFHFRRK, SRR, ZRAFERT,
AR FAARARH Ry e Ry AR A R o Ry R K468 — R0
A& 4=, 5-H AR RARBRAM IR, RARRXREZRANGEFFH
FEABRREAZBBRAGFERIR, A PARERE HRIBELM
Co-Cotb . BH KA OR*K SRR —K K B K;

4 x )Eliél 0 X 6 &9Hn, RiAfe Ri; & (CH) (CHy; 5&%:—5 n &i%
f2E 668K, RA R332 (CH,).S0, 2 (CH.) .SO.H;

Rie ReARIEIIbE f H. B, 2B, RBE. B, Bt A&
Bik, BA. RELA. BRESFRRERS;

Rei B IR R A BIBK Y C-Co gk A B RARKABRAAFX;
RAIAZBRRGEAFR, AFR Y QRAAMERMHE, OR,
NQR), K SRBAR; HEA; RRAKBRAY C-CRE, XTRE
B 0-2 AN 3B F A NH. 0 K S BAR; KA RARKKZIAH C-Coa3R.
EFERR, RARREFEFERR, R PEKLA 1I2ARKT; KA

Y Q:E#«J;EB'L R¢ & H; H# A

Rt g He BRAKAKRBERAKL C-CofldkAH. RRIRERNKH
24, BRRIAZBRAOREFE, P R4ERKIE. ORs, NR),
R SR+EAK; KA

Reﬁ“ R7“‘£*ﬁﬁ‘&'ﬁ“—‘i’fﬁ@'§:~ OR=*, N(R')z.ﬁ:'SR*ExR% 4-, 5-.
6-K T ARKRIEFHFRKF; XA
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NR.. Q A= CHR, —AH RIRARA R BB XH RAKFEFFRIF
IR, R PHRANKRSA 1R 2ARKT, FF FRELB-ORs,
NR), K -SR«JR4X; HE

W RA 48 R ¥ R % f ~S0.NR—Q-CHR,—. —0—, ~CO0-F=~CONH-#4 % H;

h=0-70; k = 0% 1; d=0-12; m=0-12; p=0-12;

ZAN OXRSEBHETHRERLSA N, 0K S FHMERE, K
ARRBEN, ORS FHAEELYETRERSARBE N, OKS*
BARBYERE, A

A Ro i 32 30 % —H K Cr BB

A AR AW ST RMAF RN MIE.
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EHAR B0 2 N, N-ZBARBBLAR &) 32 6 efA7 3L

CE )
APHERER 2005 £ 9 A 2 AFHNAB BN FHK
No. 60/713, 632 #y4x k.
Est Lk d ik &R EFRLIANHSF,

RAH %

AERBA—FHELARRGATERAE T L BHRHERIBF
K. HasrEAipssb K (NIR) SEH (600-1200 nm) #kA Fitda
RFE N BRI BARR R E W BAR] o o 415 & Fo K ) BT
( Wyatt, Phil. Trans. R. Soc.. London B 352:701-706, 1997;
Tromberg %, Phil. Trans. R. Soc. London B 352: 661-667, 1997) .

BT RIE-BARY, EEFRBEELERKTHERTHERBREN
B EMAFTRBIHEABE, FERRH AR T RAALBLELH
ARBRETLERBHT;, TAARNRASHTESHNRS (£STF
BBFRER) ; RARBEHRAFTALSHE (25 £ RAR
Frh A BMATRER) .

EEABRBRT, $EFAZFTENRIEIBEAERL LR,
A AFESRAR., BECRIRHELST (PEYH RARIR4E)
B, EEA B, RESTFHE L H5REAA THRRE 4 RF
B, METHFIANEAMHAR FTHREER.

X3 BAFEREBRARATRAF NS AMRASTFHEAHRES
¥.

FAEHEERACHHFLBEIFRARMAR. RALRANZ
EARAXNBERFF AT RAFLHRER EHE DI LHHH.
—F A TR AR LR A RE T RREH T RAST LY
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AERAFZFLHA LY ERARDZAHBSGRZLERLLLSHY.
AIXFFF X, HHple@mie. B8, RAR, TaR. RK. BB,
BE. BER. BB, BAFSIRFTUARUERFTHFURRRZE
T, RATURAETHARES DG RARS BT R F
ERR., ARARAIBEAREABK G R MER R R ZALPTEEL
#H .

— R EFARTERRARACBRTTAAFLRNATENAE
HFEHA, i Vaggoner #9 X E ¥ 4] No. 5,627,027(1997). Brush
%4 E LA No. 5,808, 044(1998). Reddington ¥ #5X E ¥ ) No.
5,877,310(1999) . Shen ¥ & & E ¥ 4] No.6,002,003(1999). Leung
2w A EEF No. 6,004,536(1999) . Waggoner F &4 £ E &4 No.
6,008, 373(1999) . Minden #H# X H %+ # No. 6,043,025(2000) .
Minden % &9 £ E % #) No. 6,127,134(2000) . Waggoner ¥4y £ B+ #)
No. 6,130, 094 (2000) .Waggoner ¥ &y £ E % #] No. 6,133,445(2000),
vAZ WO 97/40104. W 0 99/51702. WO 01/21624 A= EP 1 065 250 Al,
Caputo Fe4 £ B £ 45 No. 6,448,008 F» Tetrahedron Letters 41,
9185-88(2000), LEEATA BIRMARBLIIAMDRF,

FTae kst R PP H4ET £ H%RE: L 6 S. Brooker,

“The Theory of the Photographic Process” Mees Ed., Macmillan,
New York, (1942), p. 987 #= (1966), p. 198; Frances M. Hamer,
“The Chemistry of Heterocyclic Compounds”, Vol 18, “The Cyanine
Dyes and Related Compounds ” , Weissberger, Ed, VWiley
Interscience, New York, (1964); G. E. Ficken, “The Chemistry
of Synthetic Dyes” , Vol 4, K. Venkataraman Bd., Academic Press,
New York, (1971), p.211; A. I. Kiprianov, Usp. Khim., 29,
1336, (1960), 35, 361(1966), 40, 594(1971); D. W. Heseltine,
“The Theory of the Photographic Process” , 3 #F% 4 JX, James
Bd., Macmillan, New York, (1977), # 8 ¥, “Sensitising and
Desensitising Dyes” ; S. Daehne, Phot. Sci. Bng., 12, 219(1979);
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D. J. Fry, “Rodd’s Chemistry of Carbon Compounds” , “Cyanine
Dyes and Related Compounds” , Vol. IVb, chapter 15, p. 369
Elsevier, Amsterdam, (1977); Supplement to Vol. IVb, 3##4hb%H 2
p& (1985), p. 267; H. Zollinger, “Color Chemistry” , VCH,
Weinheim(1987), # 3# 14 ¥; D. M. Sturmer, “The Chemistry of
Heterocyclic Compounds” , “Special Topics in Heterocyclic
Chemistry” , # VIII ¥, “Synthesis and Properties of Cyanine
and Related Dyes” , Weissberger Bd., Wiley, New York, (1977);
“The Kirk-Othmer Encyclopaedia of Chemical Technology” Vol 7,
p. 782, “Cyanine Dyes” , Wiley, New-York, (1993). $ %%, R
Tk e B A BALH A RARR, K F AW LI Foif 45 K
RYEEAFA. R, EZLILFEL, XERFEQNEAMR, Hl
AL AEA. AEFAR. EE. 2HFHFTHLATHIA
REOAEGRIHK. R LG EFHEAMAELERHHER,
FEARF EFAeMT RO TEIRETTEL,

BT RAMEAFIL, RARKRLCARBAFLSERAGSEMNE. AT
BAEJRBLSEF—THiLEdaT (BM) RESETREHMETIAN
S YT AL ERRT JARA KRR IF AN GEATF
HAlH TR, R T RAFEEMNG—F T AR TRAMNTERE
X (1) apHORTRiEEY (PML) S FHEFRHSI— (2K
') k.

Z'-PML-Z" (1)

B R T RAFIEEN 65 —F AR TR ERER (1a)
AL DR T RiELEY (PUL) BAYHKRHLSZI— (Hle 1) L
Z'-PML-Z' (1a)

AN, #l4e: 1. S. Lindsey, P. A. Brown # D. A, Siesel, “Visible
Light Harvesting in Covalently-Linked Porphyrin—-Cyanine Dyes,
Tetrahedron, 45, 4845, (1989); R. B. Mujumdar, L. A. Ernst, S.
R. Mujumdar # A. S. Waggoner, “Cyanine Dye Labelling Reagents
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Containing Isothiocyanate Groups” , Cytometry, 10, 11(1989);
L. A. Ernst, R. K. Guptd, R. B. Mujumdar #= A. S. Waggoner,
“Cyanine Dye Labelling Reagents for sulphydryl Groups” ,
Cytometry, 10, 3, (1989); P. L. Southwick P. L., L. A. Ernst,
BE. W. Tauriello, S. R. Parker, R. B. Mujumdar, S. R. Mujumdar,
H. A. Clever # A. S. Waggoner, “Cyanine Dye Labelling
Reagents—Carboxymethylindocyanine Succinimidyl Esters ” ,
Cytometry 11, 418(1990); R. B. Mujumdar, L. A. Ernst, Swati R.
Mujumdar, C. J. Lewis A= A. S. Waggoner, “Cyanine Dye Labelling
Reagents: Sulfoindocyanine Succinimidyl Esters” , Bioconjugate
Chemistry, 4, 105, (1993); A. J. G. Mank, E. J. Molenaar, H.
Lingeman, C. Goojer, U. A. Th. Brinkman $ N. H. Velthorst,
“Visible Diode Laser Induced Fluorescence Detection in Liquid
Chromatography after Precolumn Derivatisation of Thiols” , Anal.
Chem., 65, 2197, (1993); H. Yu., J. Chao, D. Patek, S. R. Mujumdar
# A. S. VWaggoner, “Cyanine dye dUTP analogs for enzymatic
labelling of DNA Probes” , Nucl. Acids Res 22, 3226, (1994);
A. J. G. Mank, H. T. C. van der Laan, H. Lingeman, Cees Goojer,
U. A. Th. Brinkman # N. H. Velthorst, “ Visible Diode
Laser-Induced Fluorescence Detection in Liquid Chromatography
after Precolumn Derivatisation of Amines” , Anal. Chem., 67,
1742, (1995); S. R. Mujumdar, R. B. Mujumdar, C. M. Grant #=

€«

A. S. Waggoner, Cyanine Labelling Reagents:
sulfobenzoindocyanine succinimidyl esters” , Bioconjugate
Chemistry, 7, 356, (1996). % #|X#k: P. L. Southwick #F= A. S.
Waggoner, “ Intermediate for and Fluorescent Cyanine Dyes
containing Carboxylic Acid Groups”, £ B % #)] No. 4,981,977, Jan.
1, 1991; A. S. Waggoner, L. A. Ernst # Mujumdar, R. B., “Method

for Labelling and Detecting Materials Employing Arylsulfonate
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Cyanine Dyes” , X @ % # No. 5,268,486, Dec. 7., 1993; A. S.
Waggoner, “Cyanine Dyes as Labelling Reagents for Detection of
Biological and Other Materials by Luminescence Methods” , %
B & #) No. 5,627,027, May 6, 1996;A. S. Waggoner # R. B. Mujumdar,
“Rigidised Trimethine Cyanine Dyes” , W099/311181; G.-Y. Shen,
T. S. Dobashi, “Cyanine Dye Activating Group with Improved
Coupling Selectivity” ; G. M. Little, R. Raghavachari; N.
Narayanan; H. L. Osterman, “Fluorescent Cyanine Dyes” , %X &
%+ #) No. 6,027,709, Feb. 22, 2000,

# X ERFREAMNTEG—REARRE T, ¥4, #HE&EFEL
MARRKL., RE, WERKRERThiksd (PML) LA RAF
# ¥ ( hemicyanine ) 4] 4w Z'-(CH=CH),-CH=NHPh &
Z'- (CH=CH) ,~CH=NAcPh ( }- ¥ Ac R TBtA ) X Z'-(CH=CH).-OR, Ffi&
4 ik 4 4 & — # ¥ & F X H) 4 4= PhNH- (CH=CH) .—CH=NHPh.HC1 X
RO- (CH=CH) ,—CH (0R),, ¥ Ph RXKm R RFEARLE. MEHX
) Fhh—HRRNERER () LA, BERALMNFERE
FANFEMEAARR (L) REANAFBAHARK (L)) . RAERR
RF ARG BT BATIRRAA L-PML-2', ¥ A F P E EHHGRHAEPR M
Hamer #) “Some Unsymmetrical Pentamethincyanine Dyes and their
Tetramethin Intermediates” , J. Chem. Soc, 32(1949)#= R. B.
Mujumdar, L. A. EBrnst. Swati R. Mujumdar. C. J. Lewis = A, S.
Waggoner # “Cyanine Dye Labelling Reagents: Sulfoindocyanine
Succinimidyl Esters” , Bioconjugate Chemistry, 4, 105, (1993)
il K13

ABABEGEAUNRELRATHELLANS THRESDURT R
HARMARERY.

R AR
AREPABRGERT oA F 3 F RE AR T KA LA,
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B—ARAEFRT, XEXAFAHX (2) ATHLsH:

SOzNRg-Q-CHRy {{CH2)n-W-{CH2)y{O)dn(CHaleZ
Y‘I
Razfn, Rfls

R,

X, o X, 3% 2 3bi% B C(CHK,) (CHK,). 0. S #= Se;

Kife K, 323t ) Ho Ci—Coo I8 3R A Hl Fodl—0R+., N(R") .3, -SR+JR
R C-ColBAERAR; RFH LA L—RERRIXAZRAHHAIFRK
RE)—H4;

Yofe V. & B 2k 330 2 XHME 6930, RIFMA-) IR K k=g M4
& 3R;

mA 1, 23 3;

Rw Rufe R332 He B&. A, BRAEX. FRE. F4.
7ABAR (sulfonate) . 4 SO.NR—Q-CHR—(CH). 49 A H; i &2 0 1; #
Hm=0-12, THEELEEF (ininiumion) . S-FA. S-K&, K&
EEHAFARH Rofe R BRARER R R BRAREES £ —RH R
4-. 5-K 6-LERRKRBBRRGHIK. BRRAKRBBRRGEFFHR
REBRRAABIRAR M FH K (carbocyclicaryl ring) , X ¥ &
A B AT AR C-Colt A B F A R+ SRR —ARKF K;

'E X J&ﬁﬁ 0£6 éﬁﬁ&&f’ R, Fo Ris Z-H. (CHz)xCHs; EX‘%E n
Rk B 2E 6ehAMA, RAeR,¥E3E (CH,).S0, K (CH,).S0.H;

Riv ReFe R 3k abit i) H, BRBRZE. BRBR. ARBRER. M. BLAR. A%
Bik. A, RAX. BRI SFBR LTS,

Re it AIRAR R KR BIRAKRH C-Co JEHREAH; RRRREBERANF
£; BRRAKRZERAGOREFE, XF RARAL Q MHERMAE.
OR*. N(R). & SR*ER&K; HEE;, BRAKIRBRNKY C-Crik, #
AN 02 AT FEARABNL 0K SHR; RAERKRIKRBRNK
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8 C—CoB¥3R, EFFHRIK, RAREFFLR, X RFE4H 124
RERF; K&

EQRAEAM, RAH HA

Riit B H. RREAKABERAN C-C AR, RAXABRAY
FE BRARAASRAGHEAFE, X+ R4EdH L%, OR*. NR),
K SR+RAR; A
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R it B RRARR ALK C-Co IEARAR; RARKXKBIRARHF
A BRIAZBERARGREFE, AP RAQRAANELMEDE.
OR*. N(R). 3 SR*ERAK; AHKEK; BRRRXRBERAL C-CHE, X+
A -2 AZF A E NI, 0 K S ARA, RERARKRBIKRE C-C

32



200680040360. 8 oM P E11/68m

R, FFFRR. RAKXEFEFERKE, KT RREA 12AHARKT;
KA

EQ%&%M’ RsiH; %H-

Rt B H. RARBEABZERAY C-Co AR, RARKXAZRAY
Fh BRRARERAHEEFE, X P R4ELMAE. OR», NR),
K SR+ERAR; HAF

Rife R, — R RALEA G F. ORs. N(Re), K SRR 4-. 5-,
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Rt C-Co B EH,; HH Kfe K —REABRRIABRARGEIARH
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BARABIRNKE C-Coa 3R, EFHFBIR, RIARFEFFRR, X7
RIS 1DANANRERF . E—ANAFEHXRFTET,RAFLBEGE.OR*.NR),

42



200680040360. 8 oM P ZE21/68m

K SR+BAN., BF—FKHEFREYF, QC-0R». NR), H-SR+RA. E—A
KREFERY, Rt f CColk K, FE, REFE, £ Q RAANW,
A, CCohEHK C-C IR, EFFHMIK. RAKEFFRIRK, £
—AKAEFEF, RAECCobth, ZQRAFAN, HE. C-CHE
K C-CR3R, FEFFBIR. RFKEFFRK,

ik, EQAHEN, RAHN

Rt H RARKXABRRY C-C A EH. RAKXAZSRAHN
FE, BREARBRAGEEFE, X F RAEZHAX. OR*. NR),
H SRR, E—AEAEFEP, RAERM ORs. NR),H SRRA,
E—ARHFEY, Rt H CCultk. FE. REAFX, £—4
KHEFTEY, Rk h HRK C-ColtX; RA

&ik, R R —RBAR 4-. 5-. 6-K T-ARFRIEFFHRIK.
E—ANEHRFEF, BHF. 2K, FF5FERKXFFRELERGFT.
OR*. N(R), &K SR+BK. E—ALHkFEKY, Rife RASA—RWH
AR A= 5-v 6-R T-AEIKR. £K. EFEFERERIFEFR.

&itib, NR QA= CHR, —RHY ARKIARBRARM KA RFRIE
FHERTRYRKRE, RFAHBENREA IR 2ARERTF. E—A %%
FEF, BR. £IR. FFERERRFFIREREHE. OR». NR),
K SRBAK, E—AEHEFEF, e RASE—RIHB K 4-. 5-,
6-% T-LHIR. IR, EFFRIKRFEFK.

W RA X 2% B -SO,NR—Q-CHR,—. -0-. —C00-#F=—CONH-#y %
B, E—AEAFTEF, VREE.

h=20-70, k=031, d=10-12, m = 0-12, p = 0-12, &—
AEHKFEF, h = 0-10; k = 0K 1; d=0-6; m=0-6; p=0-6.

ZRN OXSFHMEHRESRESA N OXS FHMERE,
AERBBE N, OXS FHARENEREISHEBE N, 0K S
FEARREGERE;, B

FARBRIBAE-HRK Co i, E—AEAFTEF, F4 ReH
23R -H & Co ik,
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B—ARAEFREY, FFaX (2) AFHLLY:
R, 7?" R i‘H’ %‘ﬂ-:ﬁtﬂ- ( (C (Ru) =C (Ru) ) u—C (Rz) "‘hﬁ EJ _F;'J ﬁ
M X AT

Rs Rs Rs
N, ISR S \’f}?"
)|

X+ Rith H BHERTF. S-F&. SHE. RE. FE. BEK
A F X A4 SO,NR—Q-CHR,~ (CH,) . #9 % H; i & 0 & 1; FH m=0-12,
HAEMRHRERL I L#HRY,

A—2RAFEP, FFaX (2) AFeii4éd, 7 AL H-NH,.
-OH Ffe-SH M) FAHEMERAE, FEAMRFHETR I L#HEH,

A—BHiAREeFEP, TFhX (2) AT80edH, LA
%5 N, 0. S FHARAGETRE, R FHBMKLA-COCL,
~(C0) 0 (CO)R. —CONHNH,. R Ao R BIAR M) N-2 R IR BL L AR ER . K
A -% f-KEBs. -NCS. ~CHO. -COCH,I. EAStif LRkt BRLH,
HAAMAHE TR LHRNY . E—AREFTRF, FH4KkiL §-COCL,
~(C0)0 (CO)R. —CONHNH,, BARFfRBIARE N-F2 KR 308L T 6.
~NCS. -CHO. -COCH,I. EAStif D kBT EAHA.

EFH—FAFRY, FLAPEAX (2) RTHLEH:

Ry e\ R $02NRe-Q-CHRy (CHz - W-CHz)-(OWIn(CH2 k2
11
P aainioge!
W N-l- v .
Rs F& 1M "Rys Rs
@

1

HEH.

X.#e X, 22 3 3i% A C(CHK) (CHK) . 0. S #= Se. E—AK#F
£, X, X, 3 Z C(CHK) (CHK,).

K. Ao K, B 3bit § He Ci-Co 82K B Fod—OR», N(R), K -SR*JR
Rty C—Cof8AEAH; AH K L—RIBRRIKRBRARG IR H
FHh—y., E—AEHRFEP, L LBRIZ R GGk,
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BE—AE#HRFRP, LR LBIRE X C-CoREXA., £—4%R
AFEP, LARLEIRZEXC-CoEXXRA.

Ve Y, % B3R 23R X FME IR, AINMA 0 IF R M4
835,

n A1, 2 3;

R:v Rufe R, M 382 H. F. Br. Cl. C—Cie k. C—Ci AKX,
FEE. SRNEKR. RN FFHR, AR, EREFERT,
REEEHANARBY R F R BARER R BRAREALSE—RNH
& 4- 5K -ABRARRAZRARGHER, BRRKXAREBEARGEFFHR
FEAEBRRIAABRARNFERR, E—PERAFRY, BREAR
TR C-Coit k. BER OR* X SREBRR—AKB K., £A—A
EHFEF, Rs Rufe R BIHA R C-ClEE. 2HHHRK, &K
B FHERIK, REEEBAARL R fe RyIRAREX R A RRAREA
AE—REHBR 4-. S-R ~ARRAREBRARHHEIR, RARKER
REGEZEBRFAREBRRRAZRRGFTERR, X TAMRGERKRS
B Bk 334 C-Colt . BERE OReK SRR —AKFZ K. £
—AEHRFEYP, R Ruf R B3R ColE. &R HHRRK, X
AL E HAFDARE R Ao Ry IRARE K R fe R R A B4 2 — R W B A&
4-, 5-K 6-LHRIF. FFERARFHFER.

Ex ALl 0E68HEKE, Rif RuZ (CH)CH; RAEEnRiR
B 2% 6 6h%Eatr, R R332 (CH) S0 & (CH,).SO.H;

R.o Refe Rk 3bit ) H, BBtdh. SBR. BRBLES. Bk, BLEE. &
Bhi. 24, KAR. RBRISFHRRERS. E—AERTRT,
R,o R RoZR T30t § H, BRBRAR. BB, FRAMRFS, A—8BK
AFEP, s R RIRIIBRARALE.

Reik GERARXAZERRY C-ColBRER, BRRKARSENKNYF
A, BRRAABRROREATE, £ QFRALN, HE, RRAARE
BRE C-Con X, HdbAs) 0-2 AL F A NI, 0K SHNK, A
BARABEKY C-CHKIK., EFFHIR. RARFEFERIK, £ ¥
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RIREH 1N BRRF E—ARKFT RSP, RAEZRBEHE.OR-.NR),
H SRR, AF—KHFEF, QL-0Rs. NR), R-SR+BRK. f—
AEREFEF, Rib h C-Codbik. FE. BAF X, £ QRFEN,
BE, C-CRRER C-CHER, FFFHKR., RXIFFFLARK, £
—AEHFTET, RA C-ColtX, £ Q RAAM, EXE, C-CHREA
&K C~CaRIR, EFHFHIK, RARRIEFFHK.

Hik, & QAP KM, REL

Riit B H RARAZERAHN C-Co AL H. RRIAABRARY
FA. BRAAZSRAGREAFE, X F RERBHEX. ORs. NR),
H SReRAR, A—AK#EFEP, R AFRMEHHE. ORs, NR). X SR»
B, E—AKAEFERFY, R A H CG-Colti. FX. BEAFE.
BE—AEHRFEP, Ribh HK C-CotbX; RA

Ak, Rifo R, —RB K 4-. 5. 6-R T-LRIAKIFEFF R,
E—ALEFEY, K. 23K, EFHFHRRFTHRELA G H.
OR*. N(R), &K SR*BR. E—ANEHFEY, R RASE—RWH
K 4= 5y 6-R T-UBKIK., £3F. EFFERKXFFIR.

&%, MR QF CHR, —RH BRIRNKARBRARL XA RAKIE
FHERKGTARER, RPHANKESE LR 2NMRARTF. E—N %%
FEE, BIR, 2R, FEERRAFFRELEBGE. R, NR),
K SRBRAR, E—AEHFEF, R RASE—RNBR 4-. 5-.
6-K T-LHEIFR. IR, FFEFERKRKFFR,

W RAAERE R % B -SONR—Q-CHR,—. —0-. -CO0-#F=—CONH-#9 %
B, E—AxHEFEP, VRAFE.

h=20-70. k=031, d=0-12, m = 0-12, p = 0-12, fE—
AEkFEP, h = 0-10; k = 0K 1; d=0-6; m=0-6; p=0-6.

ZRAN, OKS FHHETHRERLSA N, 0 XS FHRETRAL,
REREBE N 0K S FHAREHEREXSHLSE N, 0K S
FHARBAGERE, HH
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HARBIBA-H K Cotdk, E—AKAEFRF, &4 ReRk
TR &K Cobtik.

A—dxiaFET, stFaX (2) AFeH4sddH, 2L H-NL,
-OH Fe-SH &G M ERE, FEMNRKNEE A Lk,

AR uREFTEY, FTAKX (2) ATH4sH, TAR
B N. 0. S FBARRAHTRA, AR FHKLAH-COCL,
-(C0)0(CO)R. —=CONHNH,, R Fe R BIRAR M) -2 XA AT L. A
A - F-X BB, -NCS, —CHO. —COCH,I. EA}StAF 0 R B X H,
HEMEHEFRA P EHRY, EA—ARAEFRF, FE4LLRA
-COC1. —(C0)0(CO)R. —CONHNH,, BRRFokBIAR M N-2 A4 BLE
B:B8. -NCS. —CHO. -COCH,I. BBt f B RBERLHA.

BAEPH—ARRFTET, N TFheEiT@BF 36 B P ATHEN
X (2) T84, AAR. R R RARHEVAASAHR
EX; 1.0, 8 X:i ]

EAERAWH—AXRAFRY, ST aaNESE 37T RTFHAHR
X (2) ATH4LS%H, R Rife R 282 3R X
~S0,NR—Q—CHR,~ [ (CH,) ,~W- (CH,) ,— (0) .J»— (CH,) .Z ¢4 5 Y,

AAEZRH—AZAFTRP, A FhmAENDFE BRFAHEY
3-‘ (2) Jﬁﬁ‘é{?'ﬂﬁ%%: Ry R4ﬁ" Rs‘(“‘i
~S0,NR,—Q~CHR,~ [ (CH,) .—W- (CH,) ,~ (0) .J»— (CH.) ,Z.

EREAG—ATHAFTEY, o Fhieif@F 39 B P HAHRYGK
(2) ATties4, Xif X, BHAR2-C(CH).,

ARAEAG—AZRFTEF, S TFheiTBF 40 &7 AHEH X
(2) A F78Le4d, AA-(CRY=CRY),-CRI)=HiL A THIHE
X AT

/RQ J"\L' AN /\j'\& N :
WO x 2 \mf
H% Rk § HRA CL. Br & F.
E—BERFEY, RLAAHKASDH B X 3-5 HEEI—RT:
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{

3)
WT?WN.

C)) ' (&)

Xd:

R1ﬁ" Rxaﬁi%iﬁ.a (CHz) CHs. (CH:) nSO:."’f" (CH:) nsosﬂ; .}t-“l’ X i
L 0E 6K AnRiLA 2E6E,

RBiia H\ &&ﬁ\ &&\ &MEE\ &\ &&\ ﬁm&\ #g\
REL. SRR S FoRE RS,

E—AZHAFEY, RABTROBEHX (2) A T80

Ry | . SOaNRe-G-CHRy {(CHZ)r WHCH2)-OXM(CH)eZ

R

EZJ Ry Rigny  Rus Rg

REH, HF:

X, F= X, 3% 2 303% B C(CHXK,) (CHK;). 0. S #= Se;

Kifo K 3R rsbit § H. C—Co AR 2E 5 H fod—ORe. NR"),HR-SR+3R
Rt C-Co B A H; RF K L—RERKRIAREBARGHEIRX R
) —R 5

Y. 1,4 AR R KFMA IR, RAFMA R HAe
3R

mA1l, 2 3;
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Riv Rufe R B 2302 H, B &, C-Cotbk. C-CoRRAE. FRE,
SREERFR. SRANFEFELRK. BB, PHAAFEEF. 4
SO,NRc—Q-CHR-(CH.) .9 £ H; i £ 0K 1; #FHm=0-12, XA/
AR E) Rofe R ERARER R Ry RAR KB4 E—RMH R 4-.
5-HK -ABRRAAZBRARGHER, RRXRBRRGEFFREKA
BARAREBRRARGFHFRIK, X FHRKE IR I MAEEM C-CoB XK.
® EHA OReK SRR —K K % K;

ExREA 0E 669HMAT, RifeRiuA(CH).CH; HArZn ik
A 2% 645%%nt, R AR,k E (CH),.S0, %K (CH,) .SO:H;

Rw R R R 3bit i H, BB, BB, BBAER. B, BLEE. &
Bik. A, REAK. SRKSFRARERS.

Re b AR R A ZERARE C-Co LR, RRAKRBRRYF
A BRRAARSBARGREFE, AFREQRGAEANERHHE.
OR*. N(R). &K SR+, HHEE. RARKXKRZBERAYN C-CrEk, X¥F
A 0-2 B FRBNE. O X S #BAK; KA HBRARARERN C-C
BRIRHK 23R, B F AR89 3R T H A NRFe CHR, 4 A i Rk R 8 — ¥4,
HEREFREH 0-2 ARRTF, HE+ QEHMB-OR*, NR'),H-SR»
BAR; AA |

A QAHEEN, RAH

Rik B H BRARRABERARY C-Co 8k H . RRRXKBIRAH
FE. RRARSBERAGEEFE, X+ RAEABIHE. ORs. NR);
X, SREEAR; |

KA R RS A —RHRELEMEGE. OR*. N(Rs), K SRe
BARE) 4-. 5-. 6-K TR, IR, EFFHEARIFXK,

¥V RAEEREZE H-SO,NR—~Q-CHR,~. -0-. —CO0-F=-CONH-#4 &
iR

h = 0-70; k = 0% 1; d=0-12; m=0-12; p=0-12;
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LZAN, 0K S HFHHETREXZSA N OKS FHRETRE,
BRARBBEN, 0K S FRAERANETREXSARDBE N, 0K S
FHARLEGERE, HAE

"ﬁ"i\ Rk 3 3b, 2 -H 3K, Cl-zoﬁi.

A—gRaFRP, ABA-(CR)=CR))u-CR)=HiL f FTEH
M X AT

VPRS2 R A‘iIT

£4 Rt g Ho AR FH4 SONR-Q-CHR-(CH). 69 % H; 1 &
03 1; HEn=0-12, #EMAeWEME Ei LR,

1& ARKFER, REABPAGSHX (2) ATehdd:
SOzNRe-G-CHRv [(CH2)m-W~{CH2),-(OMCHzZ
R11
Yﬂ

R1n1

fx#ﬁ ;t-“P.

X, %= X, 3% & #it & C(CHK,) (CHK,) . 0. S #= Se;

K. Ao K, 2 53bit ) Ho C-Coo 2K B Aol —OR*. N(R), 3-SR+
R C-Cofig X H; & L L—RERRKEGARBERRGHIRR
RIFG—EHS;

Y. fe ¥, 5 Bk 3b R RN, BHFMAIRA R HAE
& 3R

mA 1. 23 3;

Ry~ Ru e Ry 3% 35 302 4 SO,NR,—Q-CHR,~ (CH,) . ¥ & H (i & 0 &K 1;
#Hn=0-12) . i, F&. RAA. HF. S-FEKS-BKL,

R, #= Ris & H;

R ReAe R 2R Z3bih i) H, SRBREE. SRBR. BRERER. AR, BLA. A&
BLi:, BA. RAL. BARESRRLENS.

Reit GERARRABERKY C-Co JEALR; BRIAKRBERNRGF
£ RAXASBAGORAFLE, A+ RAEQRAEANELMIE,
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OR*. N(R). 3K SReIRAR; AHE; RAKXAZINEG C-Cot %, XF
AN 0-2 AR F XM NE. 0K S HR; XARREKKRBIRAH C-C
B, EFERR. RARKXEFFRRK, XFHAERKSH 1-2 /M %
BF; A& |

EQARXN, RAEH, HA

Riit B H. RARKXRKRBERARL C-Co i £ H . RAXKAZBRAH
FE, BRERBEANGHEEFE, X ¥ R4Eg X, OR=. NR),
H SRERAR; XA

Refo R, —AH RAELAM H & . OR*. N(R#), XK SR+EAR 4 4-. 5-.
6-K T ARKREFFRF;, AH

NRsv Q #= CHR, —RH BRIRAR KA LBRAY RA RFOREFF &
RARER, X PATEMNRESA 1 XK 2ARRTF, H P RELM-O0R.,
NR),X-SR*JR4X; HE

¥V RA& &R 2% B-SONR—Q-CHR,—. —0-. -CO0-F=-CONH-#) X%
iR

h=10-70; k=021; d=0-12; m=0-12; p=0-12;

ZAN 0K SFHMTHREXESLA N OXS FHETRAE,
AAERBBE N, OXS FHAREYETRERSARBLE N, 0K S
FHRAREYERE;, FE

A Re 3R 3302 -H K Co BB,

ERAERH—BEHAFTEP, R Rufe R B IE S-FEK S-
A, HFEMAHRFAPRAELLTHES,

AFAZBLSY (A #h4-iE 4 PML 350638 5K 4 A
WAEXRP AL, OFESLTELARRE, FEHhfFABLTE
(rigidizing element) 8 PML #f 4 (Ollmann, Jr #9 X B ¥ #] No.
5,831,098(1998) . Patonay ¥ &5 £ B ¥ # No. 6,086,737(2000).
Waggoner & £ B % #) No. 6,048,982(2000), AR Lee ¥ &) & H ¥ #
No. 5,453,505(1995) . Middendorf ¥ #) £ B % #| No.
5,639,874(1997) . Lincoln ¥ # £ B ¥ #) No. 3,864,644(1975) .
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Simson #9& B %4 No. 4,011, 086(1977). Caputo # X B+ #) No.
6,747,159 (2004); WA A X ApBLSIAEAHARY) .

AREPAG—ALRFTRP, TRREHER (XpFdidesy
F) B EALAHEELRLSY (FIRFEH) FH Y. L BRT Y,
R ERER, LS BETABIIRLEY 4 R (ERFR AL, F
BHERBRALABRR) . EREAH—ANEREFTREF, TARE
AR (R FESES>T) BHERLAY—E4SH (RFRHA)
P Y, L, RT LAKERER, BLSHWETUAAIIBILES 4K
(/£ Ryfo RoL, FFEE R A RoBAAHBRE) . XFHMIM B~
ATEANAHN, Al EREENERLERFERSDY.

e AL, “EFMHEAR” ERGESARANLSH LG TRAZ
IFEEAHERENRG AL AL D LR RA TR EZRLR
e LRy, AEBREELALALESD LY ETRAZTHER
B RN RS Ledg, A%, ARAFRAARATE
HRETFHETRE (SAAFHARFLKR) ABRAHRAKGFES
AR EEK, ik, FHRARARTASMYGER, FARALEAS
HEARHABRME A ERRANFENY, AF, KAANS DI
AR LA RA RS HER AR —AR S AR TFHOFAH
HAET, IHRREARERERRESNIR.

PML S5 B 6 R  ERLBLSY (FH) 4R FRAGMIK
. Blde, NNV-—RKEATHRARTHRZCE >4 PUL 45, A-BR
(XATR) hdtdh. 1,1, -2 FREARMKRAL LS I-BFAER
Ao S = B SRR — R AL R

PML #9363 (£ R LA o Ry Ry Ry #9ikdE) £ TAHrR %
o de BBk Fe R A, I X4 PML R ELYAREEH
RN, R a =1, FESIRERRIRRSE F S RAE,
W) 72 A 0 3% 50 bR B RO KA 4RE 550 nm, de R n=2, IR
o b4 B KB GEF AL 650 nm, #o % n,=3, M RAFHHRRXK
WiB F4RIE 750 nm,
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AEXZAH—FE, mA 1. 2K 3; R RuFo R 3R 23R H, F.
Br. Cl. C-Cotd. C-ColR k. FHA. ARK. SRR, BAE
FEBF, RAEEHANAAEE R K R RAER Rfe R RARXES
E—REBR 4-. 5-K -THFX RPN RR, FERBRITKIELB
CCt X, HERERAA OKSHIMFRR—AKS K.

AZXPH—F AKX (2) e, AFPRAE—A Ruik A EREAL
HAERRR (BRRUSARFR) . FERAFTRY, #FPRF
R Esb B U RF IR, bt m B RRAHERN.

AEPRHF—FEBAX (2) b, XFRARA—A Ruik gobse
3R,

ERZPY—FE, ATERTHAH BRI PML HH5IFIAR

ok dF
o"’g\orl O’Eg\oa-t
o ol
. r' \N l

AAZBH—FE, T4 PML ek RESEMAKERLAL
A BEF b B RN,

THERMNBIANIR I, ZERMNFTLTH VLR L,HEN
HHy P HETILE.

EAZBH—FE, RNI-CPM)-I'd FHXFAF:

K | sS
ooty
Ry Ry
R A R IRk B (CH)CHyw (CH),.SO,—F= (CH.) .SO.H; H o x
RABOE 6HEKFAAnREA 2E 6HEH.
T AR LR ENETRANES VLAY, LOsBRAR

BRI, PR BT s T A 0B XA L.
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E—ARAEFTEY, ATFE5 LA L, LHSBRAXAMSHBRER
Mg AERE., Bib, ReZRIit g AR XML, Bfd RiofH
C—Coti., FA. REFA, REXAFEHHBXHGHF. N, 0. S,

ARZAY—F &, RRATA. Bt, REIbiE H H HERX
ey, PR TPl CCotk. FA, RAFE, REREHE
HHBAHHE. N 0. S,

E—F@, QRAE. EA—FH, QACCHE, £FH—%K#
FEP, QREC-CIHRE, X PRAXKEAASF -2 444 N, 0,
SH&RRTF. EFREBTEANA NRfe CHR.VEH KK A —HS. £
FBireiF @, Q BHEE (CO) FE R IRk h H AMH 4N,
Wofe R Rt C-Coltd. FE. REAFE, AER4FEIHBX
#EE. N. 0. S,

BA—A%HFEF, 29 -S0,NR—Q-CHR-EA F X:

~50,N (CH,) —CH,-

EXREZAHF—F&E, Q. Refe R ASE—RHBR 4-. 5-. 6-
K T-AeFe R R4 F 0B IR, HBRIREFRSH LB HE. N S,
0.

E—AEHkFEP, ¥2-50,NR—Q-CHR-EH FX:

—somQ—R
EXEAY—FEH, ¥ n=0, p=0, k=0, h=0HHd=20
Bt , 284 ~S0,NR—Q—CHR,~Z /A SRR o —Z A B (4 Jo il SBR . 72 00 R ).
1, 2,3, 4-w9 & FEok-3-R B AL HNBBANE.
EAZAH—FE, %M} ~50,NR,-Q-CHR,— & & F X.:

/]
_.-soz—]f -'SQQ“Pj ""SO:"'N\_*‘

P

EXEAWH—F &, H4-S0:NR—Q- cnm—ﬁ:ﬁ?éx

e
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¥V KA AEHE A% B -SO,NR—Q-CHR,—. —0~-. —-CO0-F=—-CONH-44 %
.

EREAY—F &, {Lh=0-70, k=0 1. d=0-12, m=0-12.
p = 0-12,

E—FH, I AR, RAHRABTRE. GRTBE. B,
FARBRE., DRABEERLA. MAAR. 2RAEXTHRAL. #A%
ARETHREEUATRE. ZRAVHA—F0, I ARBRHIA
BLIEEE. HRABLER., RUBBRIABRRGAABEEEE., ELALN
BB F T, LI EEH-NE,. -OHF-SHM FREMTHRE. &
BH,Z A R85 N.0.S FHK( i/ R R-F,-C0C1.-(CO) 0 (CO)R.
—CONHNH,, R Fe R 2R N-2 XX B2 BB . -NCS. —CHO.
-COCH,I. EA$BtEA L RBERAR) AW ERE.

BAAEAH—F &, I=C0-0R KA Z=C0-R, 3 B2 6% 5 FHk
B R HE4LB8 (Rs) S EBEE (Rs=F. Cl. Br) 8B X. % CO-OR;
LA RE G CO-0 KAf=vi X, CO-ON-2ARMABEHEE., C0-0 W
FEA. CO-O ZRRE. CO-0zkrp X, CO-0 2 MARKMNM X,

AEREZRAHY—F @, Z = CO-0R,; XA Z = CO-R,HARIES 5 ¥
BAR BB 5 4BE (Rys) HAKBLE (R = F. CL, Br) ¥BX. R
£ CO-OR, 4L T A Rk f CO-0 R =~k CO-ON-3E34Bb I A XK .CO-0
wWREA, CO-0 ZHRFL. CO-0zkek k. CO-0xFAARKNY X,

ERPH—FE, LEERNY. ERAAHF—F &, L RRRE,

AXRZBE—F @, 3 IRFELEBN, TIAHELSHETREIR
MEHTFLENENTAFEREINETRERDII PR LEDRABR
T, RAEXDRBERE. RALERLY. RAKKE. HETE.
BAE -AEH,. —RAARF_RETHR, ARBBILGFERETR
A.

EXAEAY—F @, % 72 NLW, TARAFRKZANGLESHET
HEBREEG TTFLEGENPRFEBEEINTREZD I AR
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B . ABE I e Xtk — AR R BRBY . B R Bt I AR -PEG-N-72 X 3% 34 Bt
T ARBE, ARBHBUILERTRE.

AXZAN—F &, XNI-CML)-IHRBFEHAT, £FELEAR.
Riv Riv R R Z Y B HARRAARAREE.

EXAZAH—F®, X I'-PUL)-Z’HRBFTHAT, X¥F R R

Fa Ry ARk 1 3 & X,-S0,NR—Q-CHR,~ [ (CH,) .~W~ (CH,) ,— (0) ] .~ (CH,) ,Z &%
XH.

EEARRAWY—FE, X IZ-PML-ZHEBETERAT, AP X X
AR 2 -C (CHy) ..

AXEAY—F @, XI-CM)-I'RBFTEHAT, APRE 3-7
AERTFHRTREZDLA:

Re . R'\
TR I T & A

AP Rk H HEERTF. AA-S-FX. Sk, Kk, FX.
BmE L. THEA4S SONR-Q-CHR,- (CH) .44 X A} E i £ 0 K 1;
m=0-12,

EAERAH—FH, XI-PM)-I'REBFTELAT, X¥RH -7
AERFHETREEDH I ERF, AP RAL .

.\‘/\ 7 &"-\.M P \H‘/\/\/\ A -n.‘_:' \E (jﬂz,\ v
ABRBRTHRTRERDLA:

Ra
\\/‘\\/ "\Mj‘ ﬁ“‘h/\/\/\.“,, \\ ( )'_,.f
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A Rt H. IXRF. 4 SO.NR—Q-CHR—-(CH) .49 X H H# A i
£ 0% 1; m=0-12.
EXREAH—F &, X I'-(PML)-I'#E FXAF:

ANF )'q
. Ry Ry
GRAVADREBBEEFARTREZBHIR P MG LT
M RFBEN, SEAREILEHLCELH AT E Y RFHEMT
%’E»‘*#J

Yﬂ Y2 —> YhM
ﬁu Res

i&i&ﬁ%éﬁ——&%&ffﬁ* 4 R ARRAK, RERGMER M
FARY . BakRve.

E—AEAFEP, REAPPREiLTXAF Z'- (PML) -2'-BM &
e

—z.

Ry SOzNRg-Q-CHRy7 -{(CHa)m-W-{CHz )y O)dn(CH2)eZ-BM
/‘w:)ﬁ Ryq \ e )tQ
Yy N Y2
L7\ g R

AP BMRILFREE IABREDRENSTHEHSTT.

P RS ER FER 3 ER T WAL AR E & ¥ Tk
XA, B, E. 44658/ HRANHRS. BM a2 R TR
RBEERE. TOK. K. RER. A (KRESRAHRKA K,
Bl f bR ) . BEE. METARGEK. S BEF. EFK,
M SRR Y ., BBRMY. WEEE T (enzyme cofactor) . 4%, H
. WeuE. A2AK. 2kAF. |KEF. ReBF. BEX.
HFETE., EFABRA LTURAHNARRAD S TFHEtuid I
ik ik, Hldort B9 89 ¥ (Leamon & Low, Drug Discovery Today,
6: 44-51, 2001), B4 FG. BAF. WAPIFHLRIKNERK,
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LEELRRTFEARBES LA, A RETIWHE. FBEKETF.
WEE. BEAE. B5E. WEABALRL. LFRELT II. SENAK
B, MBE. R, HIRE. RuREE. SHTE AR
Fo MR KR QEBRYEY, EOEH. FWARHEA A
7|, A TRAGSI AR, e RrmTFAERAY. BM L TUALERA
WeTF B MRESTF . S REERAK(Lipidassemdbly),
ERARBEWHITF. Z5TFHRE. SBRIARTR, E—2RAFRT,
BMETEA I NFHY. RETFHRSFARIT LY.

EAEZRAH—LREFEFP, BHEBMILFEEE RLAHNESY
i, AEALSHHRANMER, E—BREFRY, HRAERNL
A, RAMMBETHI0 % £ 25 % £ 50 %X KT 50 %,

BEXERAH—F 8, HUAHAG B2 d S HhEBHRSIUNFE
METRAGEE DL FEBE I, AHBARSH N C'-CPM)-Z)
-(L)-BWQt A ErESTF, KT LELBHRSNER
%, #FH t=1-6. w=1-500 @ q=1-500, (L), K748 F) &I ei3H A K
RE#EBEH MBS,

AFAEALSY (BEFEH) HLEERHIRSHEHANE
P AR (LEEH 3% 2002/0064794 (2002) . Patonay ¥4j %
H % # No. 6,086,737(2000) . Vaggoner &) % B ¥ #| No.
6, 048,982 (2000) . Caputo &9 £ E ¥ #F) No. 6,747,159(2004) . Caputo
4 £ B & 4] No. 6,448,008(2002), BMMBEiLIAMEHRE) .

EAEZPHF—F@, TARS F—HEMH I'-(PUL) -’ K AL
BAiSd (RREH) HFEBIEAN B RBRLEMH [I'- (PML) -
Z'].-BM 9 £ i EM R XSTF, K+ k=1-500.

E—ARHRFTEY, REAAHLESY (FALH) izl
ERRSFEAL 440 2251100 nm. % 550 £45 800 nm. £ 500 £ 4
900 nm K29 600 £ £ 900 nm &) B R KA Fe R AT B KK,

E—AThRFTEY, REABHLLY (ZAER) RAhiafH
EASTFAEEGHIERAERRE, “ERiFHIERAEHRE &
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BEETRARAREDIAERERAS T H TR E 4L
T, X6 (2FRTF) FEAREEAREDBMERELSTFHMR
M AFHEGTRMUER, PlRAEFFRD (FleIBEXFPRX)
HEL, KK, RAFS. LSRR EG RGBS, REXS
A (A AERNES) . AA—FAFTEY, BBXHNSTFATHR
REMMBEMRASTFHEAME T AL RRILEFREFEFLE,
Bt il TR IBZEATMRAZEALAR LA EMEER
AFESEETRFTRENGEREFEMRN. FH5b, TARTRAER
HFLHMERREST, IHENAREAWEFHBIMTRL
155, #ETARE (RREF) BHTHAMR. L. SRR
M. HEAFIRGMEEN. BANFHTR, BArFHEB. Zib
DNA 3% RNA 89 X, #1444 (analyte binding) , Hlie5 54
4o Na'y XK'y Ca”, CUR B —FH S Hei%4s. FEHRKBGHGLES
HEBHR KRR,

E—AEARFEF, ARANLEH (RELH) L dhiasn

ERY>FRHRFLEHHERS,
AR EARBTRALFRBRG T, HFRCHE: Q#EALRE
KEREPHLEY (REER) REDHAERRESTF; OG)RFRE
ot (M) IADRERRASTTFIALZTRERARESL
hieir A AR IR —ZE; (o) AARLSH (RAELH) KA
A0SR ST T B B R RM R A AR (D) A TR
et (ZARH) RADHERRASTFLHGAE T,

WAL ALLSY (ZARH) KREMMERZEASTF LA
FLAARREANH—AFTEH, FTEHEAXFAFTRARALIKRERY. R
HAM. FEAMR. AREAR. BHRR. FRY B HRM. AR
BEBARERALEMF R BRA (LIEERABRRAFRELTR
MAR) k&, FERETRZETLEREZNMRA,
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AEAH—FER—FRATHRLALSH (RELH) 4D
MEMRAGTFAENARITHNALE. FAE. FAEAKRPRTHE
AREE T %,

FEPAHRIELETALLAGLSY (RARH) fotdhiais
KA TFRERNEA XL XAERAYGRE, P, 5HE. STFEAN.
AIDS, B EMEMAK. XHAER. FRAR. KiltA. FRAIALEFE
AMAGETRAEGFE, RARHRELATARLAKS (4
2% ) BB EAT EZNRESTFRIFHERGFT &, XFPEARS
MBS kR BZ Ao BT XA B, FFediad B B4R,

AERH—FaRAEHH. BREK. TERK. k. X5F. Ré&H.
HABBIA LA SANAEFREARE MRS  AHRESFHRAERH
R B, XATHEMERERT 6 R A4 A AR R4
TREXRER DKM,

BF—FE, ARAYGHELETFERAIBISAFRBRE, EFk
Q¥ Q) AEALHRRLERERALNGLESY, Bl RKLANLHMAE
P N, N- BB BEBE: 5 6 el o9 R ARIR4T;  (b) RATE 498 N, N-—
AR AR BLRE 3 b 4 RIBIEHA A AR RA KA XA S L iz
AREAREER — B E; (c) AATiR#4 N, N-ZIRARARBLE K IR
HARBTEH TR RKGERA L RE; AR @ RRGFFENS
N, N- =B BB 3 b S M 8 BRI A s 9 AT 5,

LTARFARAT A MBEILRALAGNRBRFT ETR, AhpgF
B A S X ESAMA S TA N N- ZBRBHBLAR B L $oB 69 RARIR4TH
MEFA BT, FARKRETTURRBRGBX. AARERE
TIAR BB RILSIY, QA AHHELTREREMBS D

(Hlde, HWEHF LR (C. elegans ) . RBER AN AT EDF).
i R TiA 3 (RAEHRE) mie. aieikidh. a8hh. &
T, BEWA. @B KA (cytospin) H&F.,

ARRHHELEETA FRANLEERSANFRBAFRE S FH4

N, N- BB BLAE KL RoB o R R A T ., AT EQHEWRH
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RIS FrA N, N-ZIRARBBLRE 5% 6 Rl o9 R AR4T B B SRR 3
A4 %ikA, XBRAGAERERTHNG., A5 kB ARt
& 3 AAFH R AT,

AXPHREZETF—FATFTALAERRNFRBR—FXEHS
N, N-— B AR A Bb e 3% 6 e M8 RN IR A F ik, AF %k FMHRA
—FF K B A e d) H T HE 69 6 F RIS, A AR A AR
HANBEBRBRCD. X-HE. REXZEFRBPUXAECMNEH
HARBAGIBRBR BT R, AT QRN RRAREAL LKA —
K P AR BITA, LIEV—FE N, - B BBLE R b R4 A%
B4, THRHRATHERAERMANANARES. E—F 8, UK
BHERBBRAXILFRRZAA N, N-ZBAR BB %6 R0 AR
A Fe B R AR ARH (Flde, KT RN X K TG EN
4l B ) WS AARAR., AFEERRIRAS T —F
) ARBAEX KRB REF S AT R AR,

EH—FE, REPHRIEETF—FRIPAFERBRE, AT%RE
. WHRBE5 4 N, N-ZBARB B 36 ok o) AR R4 AR dEATR
WAL R S A EH BT B W feiz— 2o N; ik, RERS
L8R4, AR THA N, N-— IR AR B 32 6 FoH 69 AR IR 40K
8RR A R, e d A N, N-BARSHBLR 2 6 ol o AR A
8 A,

ARG, RAUTH BRI F &, PRAXGRRAIABLA
B ARRE, AR, 8. PE/AMNABAAIARALABRAR

A—AREFEP, TH N N-ZBAR G SBEE LA (Kb
A8 BARITAT) AT RIS, RS R T BaR
A% REARAF —RB(HlRk g F—%k4. @EZRHF). T
KA A N, N-—BRARBEBLAR & 6 ol 6y RBIRH S MRS AA K
WARRIE @R (A RAERM) , ARG EIF LR M
TREP., EFETATFRMNEE @AY, G Tak. BESK.
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SR mIE. FalfAhmply g Egftd. 3Kk, EFET
ATFEMETF@EAGTE. HRLTARAFFLHDHR, LR
BFHY. k. HE. @EFLEHK,
AZAF—FEGMELETF N N-ZIRA BB 32 6 b6 AR
W4, MREHTA TARAR SR EASESE (AEakR), AL
FRABAESED L REIM B EH—FEA TR (DMSO) XK FAfH
AEH (FPAARSFRIER) .
A TARE BN R, TARKL ALY (FARHR) 5RFIRA
4 BM fe#h 4-37 CTHEH S 54FE 24 SR EKNNE, ARTE,
T A B doil i RAR IR B do b Gl R R AR T R E G R TALEE
BEBMEALH, stTFwme, EBRTE, TA¥@RE A FE LR
T EHRGEBRREAE. TARIaREES FRARILEILEKRS
ARG, AEOWHAABHERLH. X TUART ISR, AKX
FFxX, R TR AT ERERSEZRNIIM N BRSTFRA BT
R FREEERIASHERARE, QREIRTFRER. RK,
sk, & REKRE RN SEE T R ARRL.
AXPF—FEHHIELTFRAIRESXALSYM (AFEA) £
KA B At 4 N, N-Z BB BLEE 5 6 ot 6 R4, &8
WS HTALLAAFBABEKTHALRTRA—FHEXFHRE
M .
AEPHF—FEGRHAELTFLHABEEYGREE N, N-ZRAHB
B 9 e B Fa - N, N-—BAR SB35 4 ookt 6 s IR 4, Fadew
AHiERALHY (AEA) 2EXER@RNBHELY. PTEHH
A TALASLFFMARKRYH—FREHEEN.
AFAZBF XTHREN GO E R OREARRTRSTFEY
BR, E—FFH, TA—FLEMS T (polyalcohol ) , #lde L5k
A, RHEH., LTARALLKKRSTFERL, FliLE,
AEEMEAGHRATUCIEK., &K, FETURHE—F LFXN G
7 F) Fa RAle b XA e T BARR T HHASH T AR A .
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FAEPHHELZAETF—HEABAFRANGFE, H2ALEHR
N, N-— IR G BLAE 5 A B, FRitdBIR A 5F, €35 DNA, RNA,
BEMH AL, PNA, - FH4F. ERAREAGERES ST (Hlde,
VT RNA &, siRNA) . X F ik QdE—FH K 3 HREME N, N-ZRAH
BER LA SRR AR X., E4. A8, T4, 4. AF. X
TR, ERGBEXAE. RARZ—REA, ARMES &t
. Plde, s FEEARE T REAMNES P L8148 (PP, nRNA,
CDNA X I Moy 48 DNA) , ibfL S iEdE 2 R A MG RAM N, N-23R
RAABIE 3K Jbt 5 48 —FF K #3458 B aYAF 5o B AR JH 4 3 SR
BN, N-—BRAR B R LR 8%k, X b REM N, - RARBRBK
FARBAEBORABTHALEIKRFARRSTEROGALERS
¥.

W N, N-=BURBEBLE 3% 6 Rl 4 N, N-=BAR BB 3R 6 e M
BB RETADFANAF T LAARRLAY—AF @, R
SHAKRFEFRBEERY. MG, FEAR. AATRR.
BMAL. FAPBAIRBLBIRE. AARBRBERLZRABLRF
kB MR (AEBEARABRRAFRNATFERAR) KE, FERTR
RELEREWEA,

AEPF—FEHHELETENE, a8 N N-ZRABBLRE K
Je o KA N, N-—BUR BB 8 0 ol ) B IRAR 4T, BRI, &
A1 A i 8 R ROoR R BARAT A TR A SRS RR T R MR K. &
M A TR 62 8) T 1K 6 R R ARREA A TAARAFF &
e, Pl r AR RN, FL%, RRANETELAH T
PR BRARIRAT % KA ) B IT B, |

AL N, N-—BRRARABIE &L 2R R4 N, N-ZRARB B R
Sk RABIFAT AR B S YTE, 2HRN. BLEAN A
xR, 2i%. Z2X. B84, 2RANALHANBERR, RiF B
Hors A~ 38MA. WA. KT, BBRA. XTFTA. FERA. A
FR. A, BUBA. BRA. FFA. AR, SIRFREAZHRK
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WEE AR, PR 6 N, N-— BB BLAE 32 A febt K4 N, N-— IR H B
RAERH G RBFALTAB LT RBAL4AEALER,

BA—AREFRY, #AFRKE(AAFHIIRIAMBRANSTE)
MARRANSY. E—ANKEFEP, %A% 1ng/kg £4 100 mg/kg.
% 100 ng/kg £4 10 mg/kg. $51 ng /kg £% 5 mg/kg. # 10 p
g/kg £45 2 mg/kg. ¥ 50 ug/kg £4 1 mg/kg AR ALES Y.

Rig by N, N-BRAR BB R M X2 N, N-— AL R L
RAHBBEHEIATHSE: OFHETFFE B, E2KMR
PEFEFRTFSN; Q) FS{EMAMH (FeF 75 0m; F4RE D
F 50 nm) ; (3) Ko F e RiF R4 A# (HesFXTF 20 nm;
FREKXRTF S00m) ; DRAFHHLFREIMPABEINE (Fralk
ETFTRERFEARN); OEAATRARFT RGN E T @KLK
ZFRAFSADERYG (HdeBid LD, KA Sk X B X AATR S5 8
R FEaE) /RO BAALEFAFRXE (SltFTih
&) TG, |

AEZAHREDTEA—ANARSALTBRBYGRT, KTHEE
B MR EIREE T R R, SR E QR A BRI
BIEBEILEBELNY . RRE. RRALFANBLEEE. BE
B, REAFFEABRFGARE, THTFHERLNA L GIAGHRE L
GiEa fis. AR, [ARLE. BBRTF.

BEA ARG LR B R ANESH T HHBRANBRA
BLAM Ak, &FATFaRARMERGLS I SRR R
HERE MBS deih i, Fie8. HAB. AR, SRF, ARAMN
MUldort FEAR. TR, L8, s XEH8. R, AAR,
AR, KT8, MMF. IR saEARE. AARE. A
AL, DAL, TARAN. SARE. AR—KH. AR-AR.
hAEER . ABERE. R, Bk, by, BRE. M.
AEH. Fui, AHRE. FRE, FATRE. TRE. RRA.
BB, ERE. momE. AARE. FoRE, ZFoRE, %
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AkBE. BARE. THR-L4-ZHE. TR-L,6--RE. XTR
B, AETRE, PAERTRE, —aARXTHRE, BETRE, §F
FAXTRE, FFX_FHE, L. —TEsRL. XoRi,
XA, T8, e, L, v-2TRE. 2RE,
BoME., FHAME, AL, R-1-st8E., R-2-508E. AM
B,

e et A #, RiF “RA” TP L. LESKRE, 4
RAMAKZEN, BREAREH C—CH, FRVH C-C,; HARRM,
HRAEEH CCy FRBHCC. RENEHEOETE, TX. E
A, AL ETEA ATEAPRPRTEAURLI-ZFLTE.

“Rek X H” RIEFFN, FALTEREE —AXEANRPET,
Hlhesidt e/ R =4k, BAERTUAR LSS L LA ¥R 1-12
ARBTF, ERBEE 1-6 ARRTF, FEEEZADBLSH 1-4 8t
BF. BAABAFH—-ARSAMAZTEEATELEMO. S K NHFR,

e A6, RIEFEFEFERRRIEFEFLR (LREARAHF
FRFEHSHG—HKS) BEEFFRIALRTHIR, L TARI0F6 K
EEH—ANESARF A, BH -UANARTFALELRFSR, X
PRRILATRALE—ARSNAEFERFRALRIA—AXEAN
F4& (BRHEHK) 3R,

e ERR A, RiF “REL” §-0R++fF, A F RersRiw LR
LA,

dofEsbid A ey, RiF “BE” §-C(=0)Re+fF, JF Res e L

RiF “FEL” ORFERRPLRFR, RiF “FHEEX T s
RiF “FE” . “FEAR” . “FEFR . ‘FEEB P FhE
H” Z;®2EA.

EEAREAREARRRT (BF 14 M) FOBEERFEFRX
(HleeE L) MO S RFEIRRR, EFRASRFFRY FHFXK
R - ARIAFTEHFR (FERRAFELRK) AL, EHQF 1-F
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X, 2-RE 1I-BEEP2-BRE. Z0EALERRAGAE “FHK
R RBAANREPFEFRMAMESE—ARSANEFFIR(BRRHIR)
AR, Pl ik, XEA—_—FBEEE. Aoz X (naphthimidyl).
ErAIWEREFHAR.

H B EAEAH BRGNS “RFEXR” FH—RSRANK
W OCRFR . OCRFEFNT . ORI . CRFEAERA P R
FEAR BAA SFUABRREGEFEHERAA, QHELERRAFTFRP
AP RFEFMEOE-ANEASARXEFHFR (HRAHRIK) 53K
FER. RFEAEARE —AEIAMAKRRRTF. RFAHEKH O 2-
sk k. 3wk, N-oked K| 2-vhed K. 4-okeb k| S-ofkeb XK. 3-
Fe@eb k. 4-Fr@ei i, S-FoRe X, vRock R Bk k. 2-vE
. 4-v@ed k. 5@k . N-swbeb . 3-vbed X 4-mbed k. Stk
A, N-whef . 2-mbel R 3-mbebk . 2-vbu k. 3-wbURAK. 4R
X, 2@ur k., 4Eur k. S—ERA. 3R, 4Rk 2-Eed
A, 4-vEeb k| S—EKep R =Zep X wed X 2K XK. KoK,
ke X . FAEHE. EifknhE. wRA. Bk, Kipkae, X
Hodek . KApkek k| okt foRiri, LOBEANWERRAH
RFRFLA"ABAAHREFFEFRALE-ANASNEFER(HK
HRERK) HAH.

EREARAEEXRSH—RSHRE “EFFRFLEA N
BA FUARANEFELALR, CHERRFRPRATLRASE
—ABRBA RS FHIRR FIRNH FHIR (BERRAHK) ¥ F K,
AREAREA—AZSAFRERT, HETARRFHAESH —A K
AR EA, REREAAGEACIERZE. REX, Bt E,
bbbt R, ket A, OHAERE, —AGRE. FoAREA. W
Frkvhk, Bk, b E, —RARE, ZARFREA. Wi
vk, —fbrh A, RAEAKEREFRRFTHRE.

RiE “RBRF” BRA. LSAN B QIETRAH X8 RAR,
A BAEAT M R FEAHB X, b, RiE R QHELFEAREF
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FRAXGTERANN. #lde, ARLE 0-3 Ak AR AR KRR
FHtaf X B ROFHHEF, RTUAEN (A 3, - -20-H%
AF) . NH (et EF ) K MR (dofe -IRARG eSS E T ) ,
AP RRZESCEFFANXFTAANKTHARTHLCERARE (I
FAXY) . RAERARBIRNREY.

P EREXGBRRGFESA AR SANATRROGKRRT, Hlio
RERKRTF. FEAIRBAEAGTRRGAER T LYSERRE
s aiEmFE (#Mae-Br. Cl. I # F) . -0H. C-C. 3%, C,—C, &
Rtk -NO,. C-CoBE K. C-C RHARMAKX. -CN. -NH,. C-C. %
£, C1-C4 =t A KA . —C (0) NH,. —C (0) NH (C,—C. 3t %) . —C (0) (C,~C,
&), -0C0) ( C,-C,HEEX). -0C(0) F&). -0C(0) CRARMFX).
-0C (0) ( FHA).-0C(0) (BRAR&GFHA). -NHC(0) H.-NHC (0) (C,~C,
®E). -CONC-C, %A),. -NHC(0)0-( C,-C, 3t %) . —-C(0)OH.
-C(0)0-( C—C, $t X)) . -NHC(O)NH,. -NHC(O)NH(C,-C, 3 %) .
—NHC (0) N (C,~C( $t %) ,» -NH-C (=NH) NH,. -SO,NH, —SO,NH (C,-C; 3t X&) .
-SO,N (C,—C, 3t 4&) .. NHSO.H. NHSO, (C.-C. 3t %) FF 4. FELHRA
BAR A R o A B b AT LAY,

FETRAGOFARTF LHSGERREGXH G C-C &,
NH,. C—C.pE & & A& . C—C, =R A &K . -C(0) NH,. -C (0) NH(C,-C. 3 X&)
-C(0) ( Ci—Ci%t ). —CO, R+, ~C(0)C(0)R*+, —C(0) CH,. -C(0)OH,
~C (0) 0- ( C,~C, %t A&) . —SO.NH, -SO,NH (C,~Cs BE &) . -SO.N(C:—C, 3 %) ..
NHSO,H. NHSO,(C,—C, 3t %) . —-C(=S)NH,. -C(=S)NH(C,-C, 3t %) .
~C(=S)N(C,—C, Bt £),. ~C(=NH)-N(H),. —-C(=NH)-NH(C,—C, st X&) #o
~C (=NH) -N (C,-C, %t X&) ..

P EREAHRARGRE. BAEAD. EFFRFARAREH S
H—AREABRRE., RANSERREANKRFIQOELOFBHAT
FEARAXAG TRAKHMPERARKEXALTHBRARE: =0, =5,
=NNHR*#, =NN(R##*),. =NNHC (0)R**. =NNHCO, (5t %) . =NNHSO, (st %) .
=NR#**. SRR A RS W FRB LKL, Ree B R h TUARIR 302 -H K
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C-Comt k. RE. MAXH., EFFHARIIFRERD LGRERRE
R AR PP AT,

AR I A ) Ao A IR

RERH KRR EDIAEER AT TARERAARBEARA
RARIN R, ARFEHEYFREFREENIE. Fw, 2K FEX
AYHIRARG@ETRA FRECNGED FHEFREENIE, R
KEAFEDMERRASTFHRK, Fid. G40 X MO TAT
AAFR Ll B A AiE. RARBMEFAX WA TE. 5
o, TRABREAZAYHRAEARBAFREDRAERRASTTFSARER—K
B, RERFAREZEMBERGIRESWSTF. RE, TRARAE
PEALERABHRARBREAE AN R, HEAALBERLAARL
RHALhAEREASTFOLFRHMER, BFRETHBRHRE
ERAELR—FATARLE NI SN RHRETTRATEAETA
RASAHERF R, LTUARAR. BARWAFRAREDHH b
I E SRS RREGF XA TIRETES T oL FHiEfd
$edbfE, BT AR ARG Z RN T E, QL RRTFAX @MLK,
SRR R R Fe AR AT 547,

K% R

TUoRER. AFRERRFABARLEG—RRALA TFALHR
T, AFAERBIEAG LR, AN, #lde Alfano ¥, Ann. NY Acad.
Sci. 820:248-270, 1997,

TRAFERAALANRSAGAT OB =ALL A4 ODATFR
AEHfAhIRERELSTFHRHEAGLELR, ORATFHSFRESFTR
MHAATFREGEGET, ARAQRMESBEORMAT O AL,

—BRE,AFRMEAATASCEARE/BRBRAGFLE
B/ BgeRalt RELERMNAKETARE—NMELSTXHH AL
HEAEREE, RS FiTRARK/BREARLAHFLERA/H
Bin g as.
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HAFAHARR/BRESAFEAAAR. AARRIFTEA
FHEURFBEGRARERBRGBERTATFRAALARR, kY
R fe B E 6 3 M (Cahlen %, J. Photochem. Photobiol.B
52:131-135, 1999). 9p £ & (Ma jor ¥, Gynecol. Oncol. 66:122-132,
1997) . % M# AW Mycek ¥, Gastrointest Endosc. 48:390-394,
1998; #= Stepp %, Endoscopy 30: 379-386, 1998) . A2 (Izuishi ¥,
Hepatogastroenterology 46: 804-807, 1999) . ¥ (Abe ¥, Endoscopy
32:281-286, 2000) . BBt (Kriegmair 3, Urol. Int. 63:27-31, 1999;
F2 Riedl %, J. BEndourol. 13:755-759, 1999). AF (Hirsch ¥, Clin
Cancer Res 7:5-220, 2001). f& (Ward, J. Laser Appl 10:224-228,
1998) . R kAR,

TAFALPRHA AR ARREA/AREATIENEL, &8
HAAFET, AXAZLIXLAEATFLFAKXMB. XN, i Tearney
%, Science 276:2037-2039,1997; #= Circulation 94: 3013, 1996,

A, R RBER, s K (Boas ¥, Proc. Natl. Acad.
Sci. USA 91:4887-4891, 1994; Chance, Ann. NY Acad.
Sci.838:29-45, 1998). X %W &/ Y K (Cheng %, Optics Express
3:118-123, 1998; #= Siegel ¥, Optics Bxpress 4:287-298, 1999).
EA A BMAR (Dellian %, Br. J. Cancer 82:1513-1518, 2000;
Monsky %, Cancer Res. 59-4129-4135, 1999; #» Fukumura %, Cell
94: 715-725, 1998) . 3t R A A% K (Korlach %, Proc. Natl Acad. Sci.
USA 96:8461-8466, 1999; Rajadhyaksha %, J. Invest. Dermatol.
104: 946-952, 1995; #= Gonzalez ¥, J. Med. 30: 337-356, 1999) #
B RS FrEIEY AL (PMT) (Nziachristos %, Nature Medicine
5:757-760, 2002; £ B+ #) No. 6, 615, 063, PCT Application No. WO
03/102558 #= PCT US/03/07579) T A F AL A KK, IVIS®RHZKARL
(Xenogen, Alameda, CA) . Maestro(CRI, Woburn, MA) . SoftScan®
#= eXplore Optix™ (Advanced Research Technologies, Montreal,

Canada) & A48T A F AL KL 3R,
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AE G AFRR/BRITTASE, FloaHResB4 (CCD) A%
ABARBA TR TFALA. LFRA/BRLRGEFHRRAT R
AOARR/BEBRAHFHABENGSIHBE X, 2HFEo0AH.
HEMBBERAERBRARAFRBRETRAARZERTR —BRERAR
fRARBEZA.

B ek A B B F ik

ALAUFRTATREZ KL, QELRRLEAFL 0
Bk 3% e 4-F MLRT ) A2 R XA R A 6 AL RS R T R ) AR K
AR F/ R BARKE . X FELTHA Tl ik &
FEARNSTFFHALEHRBABRRBRIEZA TFTEARANT X, OF
faRRFRERY. RENTNLE. REHNTRE (QEAFAHKE
F R R LT EAAYRENERF) PRESTENHFE AL

AEPETATFHHANBFRIIHAEFLEEFRERRI0XF
K. BUABAARSHEARIRBERHEBRUAR S EANFEF
R, FlieaBEF AT A4EF R RAREAR R E) MR
%, BEHBFEFHRMNRFAANAN, HBdAZATAREYGE
HiEbh it ARG AT RTER, REFERERFRASHMT, #
doF R PHEE 5. WERES RS, XL RF HM,

ALK P FRETH FRR . KRR/ S A &AL ET B R
B, ARARAABMRAENSER. AAKSH, AAHRNAT]
E3REANTFHRFREBE, FLUMNBHFTE, QBEEATORY
Fik, REAVHFEETATFAARARARRGHAS. EAARK
FARRGEFOIERE Fde, §EAF X, ARNBHRXFFIRLHX
B). & Wide, SHEHE. PRE. A URE. WRMRE. T
M. ABE. BAE. GHE. OBRAE. AFTE. FR). CETER
(Bl dm, ShBRBAEREALFo B 8 KM Bdrsedn, F K. e R) .
BERA Blde, FRFAM. FAR) . BAR (Fde, KT, BR
AMARRAF) ., BEHRER B, B8, AE. AR FLERESR,
QIR AU BRIEEOIE) . LAMER Hle, AFLREMER.
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HEB. BRAMALE, XFBHXF X, BEAR). FEHAZRAAA
A Flde, FBERERLMERAITEFRERA) . AHHAR.
Rl REMER Flods. RFZMETE. LKA, ARFH
KRR B, FRARE. REARFHBETHAE. TXFX). X
ARANFRBARTA TN RB @RGSR ALT.
REWHGEFREL (QEHFIDIRBHBUEXFT R PELGELE
RGBELE) . FRANEGERELT, QIEARSIRBIASHRFH
SHREREER (BP, HARAGBER) . AFMRT BN )RR .
R HERGERFH R0 XK., KLANT RPLeY (4246
M) BTAFEAEZAPEAT. WA, SfihbF R4,

AFRGEX PN FHACEELRRTRARBR. ARLEAR.
EARAEERML. LFRTFHNEZBR. BHILRBR. WRESHF
HRE. ARARBR. FARBHR. LA RMR. A-LRR. A
k. BAt ki, FARARSR. AATFARR. FTHMER. BFFD
MNEER. FERANEEABAFREZAITFHERBAR, URARM. &
. ik, BH. ErFS. EFFRFRRGRE.

ARG (L) FFETE R RIBRAE S D FF ik
BARA. Flde, REPAFETE A AR RBARN I X M &AM
HAMEEEBRCD . E&FLHMHERY AR (PED . FHTF 3+ FN
¥ B 4& B A (SPECT) Fe ik Ak 3R MRD) BRAR A . #lde, FZEAKN
A (AA%) FaFETE CT A MR AGBRARA, A EAH il
£ERAREBRB B RAd 5 —HRRHX = A 0§ BARGRE RN
2 BF kR L. B30, 5 MRI X CT a4 2Kk, BAHX LR
BERAEBHZRIHE, ARAHEY (LLH) RTELTH
X-#¢4&. CT. PET. SPECT A4 A, FEAKXAL MR & BHARL
WA R B R RAAT LT AA ANk, LR TR ek,
R RF AP 4 A CT. PET. SPECT fe MR S IRAR X AL,

XA &
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ERIBRGASY (BoW) TALEARMNE, XXM LT
BROSATFASARABRAR T RAZ LM AL DHERRASF
WA, ERMREEACEIA—FRNE: st KA K
FHRAGLSY (H4%) FRRAXLAS, TLABCEATARAS/
SAIBAKER. NEREAREMLL, ANETEL O
(L8484) HES, et (H44%) ARATLHRASLT &
#-PEHAFAANERRBSNREBX, S TFRARA, KHNET
A OAERAFHAEAGH TR XS (B0%) , Fi
BN . BEALMNE,

RA) BT A G4k 0 A B T A R h F SR A EY, W
A TFENBRAB G FHM. 2HAEHS. T VARG,
BARE, RANETRAESPRE, RN EABREAETALTH
HIF—RESREFH, ANAHRABLERGTHE (Fldoh S0
MREHLE)  XAXBTUARNEARSASRANE, Fo5, #
AR F XA ET QA B FhARKIRRLSY (L0%) HiEw
A, HletAARE. BRAR. RMNEETUAELESETFHEREA
At (840%) BB B, TAREINEHNRA F 2R F0%
RRAEENE. AFRHSEAGSRBAGELNE; HoA RN
ETOLAELRALSAREENEINE ( “RIUEQE” ). TR
WA St R AR, ABOEN. AT, XTFT.

Beik B AR, KERA WA ERFAFERELA S ALNA RN
BAATHEABRARAEZRGMFAHEL, AT 5 ERRMELY
A AR MR ENGF kAR TA FERARRRALYN, 2ETH
BRTOENFT EfAA, ERRENHABES. APk, $4
i hE LA T LXIIAESRF. Rt HH. FEFEH
R A M PR T R b,

EARPH—BEEFETY, RLPHLAHTE:
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5% 2645

T AEFRE M EABIEE T N, N-=IRAR BB K LB 694 .
THATFHEALALSHORARMBF kAT F#—FHE,
A ] (XM FR) AREH B RBGRA, AX AT
—Fsbit, BERAGSH L4 E&2 HPLC F kR

A A: Agilent Zorbax 80A, Extend C 18, 4.6 x 250mm (5
Mm),

AshAa:  THE, 25 oM BERR = T4k,

B #: Varian Dynamax, 100A, C 18, 41.4 x 250mm,

Az THE, 25 oM BE= T4,

C #: Phenomenex Jupiter, 300 A, C18,

A TH, 25 oM BB = T4k,

L4 1

W 6-RE-1-BABBE (10 g, 45 mmol) (TCI). HAAM (1.8 g,
45 mmol) Mallinckrodt) #e B #KE44% (3.7 g, 54 mmol) (Aldrich) 4
HF 50 mL K, FHABHARMRF OB EFR, WHERAH
E 0 CHAEIS VAP RBMAELEKR/EBPAHECO TH 50l R
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LA 30 gy, FHALEL (18.7g, 99 mmol, Aldrich) BEF
50 mL#) 6M B, HAASHE 0 CHAE IS5 F4AERBIAHIRAN
ELREHRAHFT. WAHNHAREARAEI CTHAL e, ERE
$ERRMFARBK, T8, AAHELREATBRBRFUIKEK 9 g
FBEM (84 %) .

B 2,3, 3-=FEFH | R-T-R L 1T 6H &

e%s% /
TG

& 6-pE-1-RaABR% (5 g, 21 mmol). FAFTERB.1 g, 93
mmol, Aldrich) #=BBR47 (6 g, 61 mmol) & FE A Ht3h#4) 100 ol
HEEBEFH T0 oL RERP. WEEIHFHAWBE 145 T 22
i, BRBMEANLBR P HH T AR ERLERARDERTT
B, RELR. RARERDEFIFALS WYX ERT M EK,

Cipsyr. TA-4-(FARR) THEEME 111 4 &

B‘OT\/\%‘

W 4-(FEEA) TEE®E (7.5 g, 49 mmol, Aldrich) HM%T
75 oL K ZEEP, HmA LB FEH 4 oL 2.0 M HCL (Aldrich) . #
—Em#KE 10 CHROTRANDIERDA 20 I oF, EARZFREE
F, X FSREGH EEAREME, 'HNMR (300 Mz, CDCL)) B
1.20(t, J=7.2 Hz, 3H), 2.13(m, 2H), 2.47(t , J=7.2 Hz, 2H);
2.67(t, J=5.7 Hz, 3H), 3.00(55% m, 2H), 4.07(q, J=7.2 Hz, 2H),
9.50 (% s, 2H).

D 4. 2,3,3-Z FEKHGI%R-6-[N-FK-N- (T A-4-T B4Rk
A) BB IV 8 4%
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NT ™~

# 2,3, 3-=FEAEHF|R-6-AM4T& (3g, 9. 2mmol) X-F 50mL
AARTHEY, BRAZHMLSH (4 g, 19 mmol, Aldrich) , H#¥
BHRAMEA LI FARATREEARGLETR, KT & Bkt
RABLTEARETRELRMRENK Y E 10 mL. 3 ERMEN 200 oL
LB b F R R TS BARRRY., HABKFERTFTHTH
MATEA4-(FEAL) THRERE (25, 11 mmol), LEMAZT
Be (1.1 g, 11 mmol) . ARk iL®. RAZTHR, FELTERE
kAR 60 LAA 0.5 %= LB K FiRkplseib,

B ¥4 2,3, 3-=FE-1- (BRERARAS R X) -FH9|REF-6-[N-F
E-N-(ZA-4-TEIRA)] BABE V5 &

: l
wi’\’"‘s%:f:
e
¥ 2,3,3-= FE-6-[N-FEX-N-(TE-4-TBRARA) | 5ABLAE (250
mg, 0.6 mmol)#F= 1, 3-A BB A BF (140 mg, 1.15 mmol, Aldrich)i&
BT 2 ol 4R —F KT, HFEORRE 120 CTTFEHHFRET Pk 16
JoBE. RIEEARAHETE, REMA 400l T8, TR SR E K,
WEAZA 25al HLRAp A ELZT TR, £2) 260ng R ER
KEMAK (80 %) . MALDI-TOF-MS m/e [MI+ CusHiN:0,S,"3F JH4K
% 539.19, FEM4E 539. 19,
P, 6-BrA-1,3-BA B VI H#&

O ¥
So,s ®
NENH,

76



200680040360. 8 o B 15 ZE55/681

¥ 6-RE-1, A s =4 (10 g, 29 mmol) (TCI) &M T 30
mL K P HAAZE 50 oL Kie 15 ol #HREBR P, FRARLEK/ AR
PAHEO THAE L1054 AHEAEMRE (2.2, 32mmol, Aldrich)
AN 40 mL A KPP, HRAEH (11 g, 58 mmol) (Aldrich) %
BT 30nLKA6mLRERT, £1054ARRSHE 0 THAA
LREERAMT 10 04  BHFAYERALEIIFARRAARE
TR, FHRFABERR, HAERATRARZLR Y KRAFA
MAFRABLEE T, WixFHitR. AAIBREFLERET T
.

GERA. 2,3, 3-=FREHIIR-5,T-—aE VII 9414

=

:‘.

¥ - E-1,3-FA—sE s (10 g, 25 mmol) . FAFTAIA2 g,
140 mmol, Aldrich) feB$&R47 (6 g, 61 mmol) & FAH Ht 5445 100 ol
HEEBPH ISl ABRRY.HZEZHHIHMAE 145C 22400,
AT ERF BT EELETRER. ARG ER T FTEEY HiLiR.
REAFAHBATEHRE AT ZHHFEATR. ARRRPT
Bt A AR T T TR,

H 34, 2,3, 3-=F&-1--sBARLAL) KH5RA-5T-=
AR VIII ¢4 &

¥ 2,3, 3-= FRAENEI%-6, 8-—mB ¢ (2.2g, 5 mmol) EMRT
50 mL & 7K DMF & , R 2B F R k. e 1, 3-A BB A B (2. 8 g,
23 mmol, Aldrich) H#HZBERAFHE PMRMKE 145C 158, M
6EARBEE, FERRAIAMEAN 150 oL ¢ 2-H8E+F, HFixRs
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HBSHAMME LR, WERKRFHAEALERS EA=A 50 oL k454
-RB, XEM S50 L BRI AEREF TR, 43 2.5 g5 ¥
& B4k (90 %), MALDI-TOF-MS m/e  [M]+ C.:H.,NO,S, "3+ HAE % 492. 05,
£ R4E 492. 05,

I 345 144 IX ¥ &

BV

& = w4k & E I3 4 VIII (250 mg, 0.44 mmol) M -F 5 nmL
KEEMA 2ol ZERNT., AR A—BBEMKR(112 ng, 0. 43mmol)
(TCI) H#HZEREAFHFT PMmARZE 120 T2 poF. B HERN
A 250l TR TEREFE IR, HEARSH B SHAMNTE LR,
FHEM 25ul ZRLEBRABRKRDR. KX BARWHRERT 6 ol 26k
BAe 2 ol o) ZEEFF. HABLAEEFFIRMBV (235 ng, 0.44 mmol)
5300 mg BA B AT — R AR ERAF T T A E 125 CI8)H.
Mgk, HmA 25 ol ZRIBREEHLR., FEARSHESIH
My LB TEE, HEM 25 ol ZBRLER, XEM 25 ul LHFR%E
4. Wit HPLC sb4b =%, #4%5) 67 mg ey ZEIRH (13 %) .

MALDI-TOF-MS m/e [M]+ CiHsN:0:Ss 3t H4H % 1066.23, 7F
1066.18, A (H0) = 673 nm,

T34 b X Hl &

o IX (65 mg, 0.048 mmol) EM-F S mL 0.4 M #) NaOH
b A 20 CFHE 1, #Bid HPLC Z F4LRB T R, HiHiERk
B IMHCl B34L % pH ~3, BAMBEHFLDATHRAZLERBYGZ8 X,
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MALDI-TOP-MS m/e  [M]+ C.H.N:0,Ss 3+ H 4 3 1038.20, £ a4k
1038.21. A,.(H,0) = 673 nm,

K3 H& 1 Hd4&

¥ X (21 mg, 0.019 mmol) EA&F 1.5 mL XK DMF .,
WA B A RMER (37 mg, 0.14 mmol) (Aldrich) g 4-=
A A (2.5 mg, 0.02 mmol) (Aldrich) —RFlmA. HiZRRAFMBE
FHiuARE 60-65C 1 ot, HiXFEMEA 20 ol TR TR HFE
HBECHE, REARBECEAM 44 20 sl 6 ZRIBBANAELE
b T RARFREAASY (4% A) . MALDI-TOF-MS m/e [M]+
CisHssNiO,Ss 3 B4E 3 1135.21, K R4E 1135.19, A, (H,0) =673 nm,

5% 3645 2

ABA. 2,3, 3-Z F A 9% S-skBLA (XI) 9 4l &

ClO2
Q /i—

N

TR kKA 5-8-2, 3, 3-=F A v|"k(indolinine )X 2 (5. 45
g, 19.6mmol) ERAATHAZREFZRSRBYBAARMYHA
#4108 (PCLs, 6.12 g, 29.42 mmol, 1.5 % ¥)# POC1,(3 ml) BRi-%
b, FHEAL 120 CTRIABH 45 947, HASHAHETER, M
AN=RFHAA TR 25 %THRBABIITIE, FELRILELLN
Fitik, A —k, FACTKRFTH 10%ZBRTER%E. HEKRDRKH
BERFYARAERLTTTIRINCH, $FIHHK (XI) LEA
Fit— P BB (3.2 g, 53 %4 =EHR)

B34 44 XII &4 &
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EtQOC
e
4,

2. 22 g ABEXI AT 250l ZHTHAHE0 C. #1.35
g NAFMBLE (8.6 mmol ) IEBEF SaL sy ik¥, H4A254R
BN 3ol Z 2, A EERFREANEFAERARRE, £ 0
CTH#F IO 594G, RAERSHAREER, AR TIC(AKR, =
FTHEF 5 %TH) MRIANRZHER, BidkHRLEREN.
BRBABE T EAR L RTEREFRATH-—ELTRRLSH (10%
E 50 WeARE) sk, M 1.2 g RETFREADK (XII) HER
# 43 %, IR (E§% 1728 cm') .

C 34 4% XIII #H &

EtO0C
' O«é"

1.2 g A L@ R AFe9 BB XIT (MW 395.2, 3.06 mmol) £& 20
mL# 1 ,2-—f X b5 20l 8 1,4-THERAE (20 mmol) KA, HE
125 CFAefhit & (16 JvBF) . B LB EMMERFARLA 10%
BB TR ATE) 300 ng K T8 XIIT 694 &8 K( >
£4H20 %) .

D ¥ 4. A4 XIV ¢ %) &
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¥ 0.1 g 2,3 3-=F%-1- G-BtBRARA T &) -7 R4R-5-stB 3
(0.25 mmol) &£ 110 CTF%5 10 mL ZEABEF+ 49 0.072 g N-[5- (K&K
£)-2,4-B R KB —L B MV 284.8, 0.25 mmol) — R m ik
1N, XA WBEEEA 42 0 C. mA 0.133 g(0.25 mmol) F 4k
& XIII, BB 0.082 g BEAR 4 (1 mmol, 4 5 F). £ 0 CFTHH#
10 4P, A 15 4P BRMAARETER, REA 30 24P &b An ik
365 C. £65 CFakém#h 70, AHPLCURR B #HAE, KR
TR ZABRM DAL, FERZHRAARRAAR L X
F (4 55 %) BE. REZEARSHEH LRSS, A5HRMH—RL
pRPRR., EVSHRF (PHFALR) LitRKEAALY, HAALT
B AFamvkik, FRFEMTFAKP, #$4E#SE% RPC 18 HPLC A& L&k
W, EHER=MFERFEGFERY, RREEAZR SRIARGS
8 (speed vac) EREXEMA TR, SH B4 A MALDI XX,
MALDI-TOF-MS m/e  [M+1]+ C.HN:0,8, 3+ ¥4 % 952.18, Kk W4k
952,26, Au:(H,0)= 758 nm, FABEGRaFARFH XIV 2h 42 ey = %
(0.1 g) KA.

B3y &2 4l &

¥ 0.05 gt XIV (Z8) BMBTF 20l HAFHBMAF 4 1 nl
K, HELBEHAIE 0 C. AN 100 ul 2M & RAALBERI;
0 CFatsedtik 1 vat, HPLC B R LB AR B AR, HiFRE
WA S MEBR (100 ul) PRAMERAEA TR SRARBELT
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B, BRI/ ARBH—TSURATF T—TREFE, JE 65C
F F DMP ¥ &) — 3% 34 8% 32 Bic X 2K BR B8 A= DMAP 47 30 4%, A o (H,0)
= T48 nm,

k& 3

A4 o XV K4 &
Euooc\‘

ffNjﬁf) !
N/

Yo F k4585 3.0 g 2,3, 3-=F A% 5-58t&K (9. 65 mmol) &
BT 250l A ARKTHTHEASNE) C.LEALS4ARMERT Sl
HTAAe 3ol ZTAPH 1.86 g (N-F ) HRKMZTE(12. 11 mmol ).
BEEERTFHERREHMEEARE, 20 CTHHE3IINE,
WEEBROWABETE, BT TLC (BAK, —RTHRTP 19 % TH
o 1 YW ZTAR) BRAMMNEAR., Bil#EELEZREN. HRA
W E M AR L AT S AT A T - R T RREAY (10 %E
SO%Eg A ) BeBl. M2 1.Tg K EHM, FRAH50% IR(BH 1732

cm') .,

B34 Adh XVI 494 &
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E'OOCV'L;;'P

¥ 1.7 g A L@ EFBBLE XV (5mmol ) /£ 20nL 89 1, 2-=K
EbL 2 nl #y 1,4-THEAB Q0 onol) B, H4& 125 C Tl
TR (16 hBF) . ALBRREBAERAA TR/ G RO TR
HAAE 1S g BN FELEFBERK (FRH63 %) .,

C34-. 1% XVII ¥ %

|
EDOCVNsﬁlp
d

- GO, ol

(L

3 0.22 g 4644 XVI(0.55 mmol) £ 110 CFL 10 mL ZEAEFF
8 0.157 g N-[5- (XA RR)-2,4-B R A XE—E8 (0.55
mmol) —& A — A it W E AR BB SHE 0 THmA 0. 261
g (0.55 mmol) 4 ¥ 1-(d-BBMRASTH)-2, 3, 3-= F AM3I%-5-
AR, MEMmA 0.1 ¢ B84 (1.22 mmol, 2.2 5¥). 20 CTF
BEH2 044, A 1S54 HRRBARETR, REE 45 54 A BW
MmP{ET0 C, £70 CTFoEim 4 ot it HPLC SRIFE A &,
ABFLRZANPHRMEH, BEYRTHRERBEARERNGE
(#50%). REARSHE LRSS, A ERMRA—RBEHIE.
AVSHR: (FPHFAR) LERKEMEYS, WA LRALYRE,
HFFRAMEA . HEEHAERTARY, @it 0.2 uM iR BLR;FM
EAE# & RPC 18 HPLC A& L#hft, ¥R ARAEZB CERARGE LRL
A H-FHR4F2) XVII(43%). MALDI-TOF-MS m/e  [M+1]+ CioHsN,0,:8,"
P EAEA 912,12, FTR4E 912,22,

83



200680040360. 8 o 1 ZE62/68m

v

D34 444 XVIII %4

@4
N

R

SOH
H#0.22 gt XVIIE M T HREAMP 4 10 oL K ¥, HPHFR
PEIASHE 0 C. Wtea 0.5 oL M B BALSER‘E 0 CTRE
Btk 1 A, HPLC B7>98 % BT AR KBARBRR., HiXKER
A SMERR(0.250L) PAHMEBER A AL ER SRANRME S LTk,
HFA ARSI RBH—THARA T T —FREFE, AL R#TH
AIAR —M (£ 0.19 g, 90 %) .

B384 04 XIX ¥ &

¥ 150 mg XVIII(0.160 mmol) £ZERER T 1 mL LK DMF F &9 206
mg DCC (1 mmol) #= 138 mg N-#2 X XA B B (1. 2 mmol) K B 16 B,
o 3R TR MR Sl 4k DMF P &g 9] 4. MALDI-TOP-MS m/e
[M]+ C..HsoNiNa,0,sS, 3+ 454 1025.10, L R4E 1025. 27,

REKETEEHRANZAHE 0 CH -REATHGKER
(210 mg, 1.6 mmol, £ 2 oL K¥) ¥, ANHKH. Re@AANL
RP HPLC M@, 347K DMF R8I R ARG ALIHER
HPLC #hib i /= £ 1044 XIX,

W H AT RARLILG EH (FF 110 mg, 69 %) .

F3a. #& 3 84&
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Wit E 65 C FAnih LA DSC F= DMAP 49 % 7K DMF ¥ 44 $e B 5% 90
24P R ERALS W XIX @ E ALY .
L #H) 4

A ¥ 4. 5-(S0,~NMe—CH,CH,CH,CO,Et) -2, 3, 3-= ¥ & - (3H)-"| %4
(XX) & 4 &

| 0

Q‘Q(N\/\)Loa
-—-2\ ]: | ©
N

EFRAOKAUAT, 1.2 g B4 XI (4. 0 mmol) Aw A Z T HRE
100 mL B RIBHE T, MEMA 25 ol BAKTH, HFREERARS P
A3, WN-FETREBGERSE (1.5g, 8.1 mmol ) EMTF 25 nl
RAKTHF HAuA 1. 20l = Z 8 (8.9 mmol) M4 K 444 AR A8 AL &5 3 %
AR, HHIEER, —EFELNE, RWEXERMEANSEFRKT
F.E0 CTEINIHPRAHEMEAB A BN, —LRANLR,
FHRRE, FLZRBEAEATETHSHRT1 P, AXATRiTRH
REABREEN, HAdBE ks, 2o BA—KTRITH 1% &
ZTEAL % LA ERM TR I R THHMNE. EREARMHNE
AT 660 mg AABEA: XX (1.7 mmol, 42 %) KR EDREH. MEIK
BRABREEAZTREY FRIAR, AAEZTFRIBEFAHALTUA
BRAR | AR % B M X, MALDI-TOF m/z GR&): 367. 0837 (100
%) .

B 4. 1-(y-#B8AR4& &%) -5-(50,-NMe-CH,CH,CH,CO,Et)
-2, 3, 3-= ¥ & - (3H) -3| %k (XXI) ¢ %1 &
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0,8
HAABLAE XX (660 mg, 1.8 mmol ) AT Sl &y 1,2-—RE¥P,
HHEAHBE 100 ol HEAAHAFF. A 157 ul 1, -ARABRA N
(1.82 mmol) &, ¥EREBATHRHAA KK, FHHFLF 130 T
s, ESIHESLiA. HhRREERKS 5 ol A8, X
BhE 15 ol ZR#FBARBAINFEREHBRRE. HAREH
it REAERETFRAELE XXI. MALDI-TOF m/z (3% B):
489.1463(100 %).
C ¥R 4. fidh XXII #5414

% 100 mL /& A& 3 520 mg F4:4L69 855 (1. 3nmol) F= 370
mg N-[5- GREARL) -2, 4~ X E] XB— KA (1. 3 mmol),
BEMNAES AN 3 ol Z8F 3 ol ZREEER. WEARAHFAF
BE AT FHHAL 10 CTRHAIIN, ASHEZRE, M
A 50 ol B EHimi, FEH 740 ng, |

D R4 B8 (XXIII) #41%

|
Kwa \/\ioa
€+ NN NN
O3 H035
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% 100 oL 2-3 B AR PEA 3 ol ZRF 3 ol ZBREF, G
FY 500 mg XXI (1.0 mmol) . EBELRAE 75 THI 560 mg
XXII (1. 0mmol) £ 2 R AR F A, EF—KRMAE, A 200
mg B4 BR44 (2.4 mmol)., 6 BB, WRHARFIRIE. LRALR
ETFik, AHPLC B H2 w45,

B 3 4. fL44h XXIV &5 #]&

A

B XXIIT (125 pmol) #KBRMKRA R E 25 ol HHEHK 1L
RS Ad, AHE, RASHEMA 6.2 oL IN ARLAKRER, B
FRBSHABEEBETRTREAFTIIN,XEE4 CTAMILIA,
WiIZBEEHEO CTAINEBRTAZE pHT. 0. &Y EMNHHFELE
WA CI18 A LB, HARstshed 2 A 4 & HPLC B R, ER
BN E, #EH XXIVERTFAKTHT., AL yiRRE. iTRH
ARAEPFHRRIIK 179 ng B & B44h%H/RA. MALDI-TOF m/z (3R AL :
884.2034 (100 %).

P3o. #4844

o; HOGS

Bk XXIV (10.7 mg, 12.2 pmol) BFEMEF 1ol RK=_FEXTF
B, XS 4. 6ng —INABL TR AHMES (18 umnol)#e 2.2 mg
—FHARR (A8 pmol). HFREE 60 CTAM 40 04F, ERHE
TERE, ALBMPRREAEFE022 unitRR LI,
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REH 5
o 5 694

o .‘VJH,:?%?

#1.4ng BRBEEBEN-ZEZAZHRE (7.2 pymol)# 3.8 ul
—RARTEQ2 pno)RANME 1ol R AKR=—FEAFEEP., HiAE
BEABEMEAA 1.0mg A/ARKKAREESR (1.0 umol) HEFHBMP.
KiZEBAEHNHALETETTFRFFRILA, HPLCH ik A: 8.235
240 (7500m) . A 414 % HPLC 4 & R332 49 4t4% . MALDI-TOF m/z (3%
JE): 1006.3552(55 %).

+*

% 34 6
& AR IS

B Rmpes s Rtmpata, FLATAL LR BEENRE
Kemi ey (R& D Kit, D8 T @peF £4, MICC500) mE Kivdm
BEEHTH T ERTE, ¥ TaRESUEE 10480 ST
R, @R Fat e Lk, F A 100ul 4 10 mg/nl
ot ARk, WERETBTHT S04, XLERFT2LACHA
B FABGFRPUARBRESHNLAY A, BLRARMATS
i)

¥ X
m f AR L AR R ARAR
s R AT SUBRAR A 400 B A = & 107 AR i) 4 IR UL I AL
R miR B e LRk, HFEMmA 100 ul ¥4 10 ng/ml L4
MARRE, WERATETHE S44, XEHFI1HECHARS
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FABRARFARERESNLASW A, Bt ARBMARE @I,
BZmEAFERDRL 5 x 100 MaRBRRNEADRAT, HALAEEHN
B BPAREEME 24 St RS TF U ERB RRAFE D LR,
BT 4TI MR E B EN, FIAZERHRRE.

%364 8

B A GEREBMEFHTHFEERE S Arg-Cly-Asp 844K
L, AFREEHMERRESTF A TFHRALFE AR A ATCC(Manassas,
VA) RAAPPAB M A HT-29 (AL MHM/HTB-38) . £4 5 % CO. ¥
BARAY, ik HT-29 @mpeF 37 CFAAMAA 10 % FBS #) McCoy’s ¥
A, ERABEAE KN SRETREGBBLE A 3x10 49/8/nl 43R
EAEFTFRA (Hank) PHEHBEP. 44 3 x 10° HT-29 Sa A M
B TFEAM 6-8 B K ey NU/NU J» & (Charles River Laboratory,
Wilmington, MA) #9 & —SLERMEAE &P, —ABE, HMHAH 30’ &,
KEAS>T (E£150 pl 4 1xPBS ¥ ) #ERAEANDRNE 24
EAEEREMNES (PRI, Kodak 2000MM) #F= VisBn’ s &AM EHY
% % (PMT) b s,

%4 9

B A BREBRMRGTHLEABESNRRLEG LN
FL, AFARFRAAFERGOEDAERRESTTF. H5RXXH
BALB/c x CF-1 F, N RA FEANEZRAESTF (£15 pl 1 x PBS¥)
HFE24IHERERRMBRM (FRI) A4 (Kodak 2000MM) AR,
TAE WA LE LA KRR,

g Hp 10

# 10 mg REA4A% X & NHS BRI T 100 ul ¢ A7k DMF ¥,
@ E P A 20 ul KK DMSO ¥ &) 3-B A XA B (5 mg) FH, Hiix
RAMATB T LN, oA 1ol ZRIZEARSHT, FHL
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B 10504, AELHR, AWAGHAERATESKARRBRILTR
5947, BEABEMTRYHAE RPCIS F4| 48048 Faih, AL
FH By, FHRAERETE KRGS LTIiR.

LHEH 11

¥ 10 mg KK BA404% X &9 NHS BR5 A& F 100 uL 49 &K DMF +,
@A A 10 ul £ 7K DMSO ¥ &9 3-He A (5 mg) %k, HHFiXRL
MAETRTHEL IR, A 1ol ZREZEARSHT, HHRE
10048, AELERAR, ARAYDEATESHERARRBLT®RS
S4h, WRAFEBTFRYHFARPCIS 4L b, Rty >
MBS, HFERAARETZR RIS S TR,

%4 12

% 17 ng KA P4LS4h X 49 NHS B35 F 250 ul &9 LK DMF ¥,
AR PAmA 10ulL £/KDMSO A= 4ul = T ¢ 2- Q-R T A -—A %)
bez AR HE (11 mg) 5%k, HFWERAMWATR FTRHIHLA., A 1ol
LML EZRERAYT, LB S 10540, Fx LR, HH#
BREDERATBSALRBBLETRS 24, HABEMTKRYHE
RPC18 ¥4 &R A Lsit, KEFHBHEAY, HHFAAAZR SRR
Réw B LTk,

ERAEARBYZTATEARANRBFTAHBET ALA, 24
MBBARARELER, AP TRAEHXfomP LHSHELERRHK
EHBPURABRBFEAIENEILATER,
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A1
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