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1. UTEXINEREED:
A

K & L—RF ()

Hrp
KAEKREA I NEREED:

k )
Hr

R' RFEARFRE R TFEN 21—29. 39, 42, 44 3K 57—83 1%
BETFEND,

R*A%E C,—C, hi,

RPREZETF, MH

U RFE C -4 WHEEE,

ARKRERTF. HEEBHH C—ColiER—L—R", Fid C,—Cy ket
GRS 1—15 NMEBETFA/EBTEE 1-10 MEE, 124
COOH /8% 1—5 /4~ OR* R, K R*RRARFHE C,
—Cr ke,

LARR H BB C — oo Wi, Z W e EATIEHIE R 1 — 10 MR T
1—5A—NH—CO—ZEHAF/H 1—2 I~ —NH—SO,— [, mH
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Hep4<n<1s, MA

X REmERIR T T BRTFHEART,
T HLAE 128 77 75 B R 5 AT AT 4 3 LAAG HL AL/ B TC AT B B 2 A R B R R Tt
Ji& B #h B AR LE

2. WALFIESR 1 ridfib&ad, HESMTEET, €BETENMY R
BIETFFEHCH 27, 29, 39, 62. 64, 70, 75 8% 77 BTG,

3. WALRIESR 1 Fridie ey, HEMEAET, RPAK C—Co b,
R ARFA, T RMUEEEL C—Co ik
4. WALRIESR 1 R b6, HBEET, AREK:
HIET. Cois ke,
CoHy—O—CHy. CsHg—O—CHa-
C,H;—O—(C,H;—0),—C,H,—OH.,
C,H;—O0—(C,H;—0),—C,H;—OCHj.
C,H,OH. C;H,OH. C,H;OH. CsH,(OH. C¢H;;0OH. C;H;,OH.
CH(OH)CH,0H.
CH(OH)CH(OH)CH,OH. CH,[CH(OH)],CH,OH.
CH[CH,(OH)]CH(OH)CH,0H.
C,H,CH(OH)CH,0H.
(CH,);COOH.
C,H,—0—(C,H;—0),—CH,COOH. X
C,H;—O0—(C,H;—0),—C;H;— C,Fy X,
Hr
s=1—15 FIEH,
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t=0—13 %%, H

u=1-—10 K4,

n=4—15 BB, UX

X=%. &. RIMETF,
AR EATT G 43 52 e A 4

5. WARIESK 1 Frid &Y, HAFEET, A R%:

2. C,—Co ki,

C,H,—OCH;. C;H¢—0O—CH,

C,H,—0—(C,H,—0),—C,H;—OH. C,H,—O0—(C,H;—0),—C,H,
—OCH;,

C,H,OH. C;H4OH,

CH,[CH(OH)],CH,OH,

CH[CH,(OH)]CH(OH)CH,O0H,

(CH,),,COOH,

C,H,—0—(C,H;—0),—CH,COOH,

C,H;—0—(C,H;—0),—C,H;—C,F3, X,

)
|

x=0—5 FJEH,
y=1—6 FIEH,
w=1—10 I8,
p=4—15 WEH, UK
X=%JR T,

6. WAFIERK | Fridfib&dy, HAFEET, LARKRUUTER:
a —(CHy)x— B,
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« —CH,—CH,—(0—CH,—CH,),— B,

a —CH,—(0—CH,—CH,),— B8 ,

« —CH,—NH—CO— 8,

a« —CH,—CH,—NH—S0,— B ,

a —CH,NHCOCH,—O—CH,CH,— B ,

a —CH,—CH,NHCOCH,—0O—CH,CH,— B,

a —CH,— (CH, — CH, — 0), — (CH,);NHCO — CH, — O — CH,CH, —

a —CH,NHCO(CH,);,—O—CH,CH,— B,

a —CH,CH,NHCO(CH,),,—0O—CH,CH,— 8,

a —CH,—O0—CH,— C(CH, —OCH,CH, — C¢F)3), —CH, —OCH, —
CH,— B,

a —CH,—O—CH,— CH(OCoH;;)—CH,—O—CH,CH,— B ,

a —(CH,NHCO),—CH,0—CH,CH,— B,

a —(CH,NHCO);—CH,0—CH,CH,— 8,

a —CH,—OCH,C(CH,0H),—CH,—0—CH,CH,— B ,

a —NHCO—CH,CH,— B,

a —NHCO—CH,—0O—CH,CH,— B,

a —NHCO— 8,

a —NH—CO—CH,— 8,

a —N(C,H;5)—S0,— B,

a —N(C1oH21)—S0,— B ,

a —N(C¢H,3)—S0,— B ,

a —N(C,H,OH)—S0,— B ,

a —N(CH,COOH)—S0O,— B,

a —N[CH(CH,0H),]—S0,— B ,
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a —N[CH(CH,;OH)CH(OH)(CH,0H)]—SO0,— 8 ,
H k=1—15 23y,

r=1—6 FIEH,

o ARSRRFEENE, UK

BHREER R EEME.

7y WAMESR 1 TR E Y, HEEETF, L RUTEA.

a —CH,—O—CH,CH,— 8 ,

a@ —CH,~CH,—(0—CH,—CH,—),— 8,

a —CH,—(0—CH,—CH,—),— B,

a« —CH,—CH,—NH—S0,— 8,

a —CH,NHCOCH,—0—CH,CH,— 8 ,

a —CH,—CH,NHCOCH,—O—CH,CH,— B ,

a —CH,—(CH,— CH,—0),— (CH,);NHCO — CH, — O — CH,CH, —

B,

o —CH,NHCO(CHy);y—O—CH,CH,— 8 ,

a —CH,CH,NHCO(CH,);,—O—CH,CH,— B,

@ —CH,—O0—CH,—CH(OC,¢H;;)—CH,—0—CH,CH,— 8,
Hrhy=1—6 [fi8#,

o RRERRFEENR, UKk

BRELER R EEME.

8. WBAER 1 Fridiifbay), HFEET, X RERERETF.

O\ WIALRIER 1 B Bk & Y 7E )% (R 4290 2 AR R PR 3 5 30 £
A
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10. WIBURIZESK 1 Frid M4k & H07E & B T2 Witk 2 R S AR Lk
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L1\ IR ZESR 1 prid M40 & 7RSI 4 vtk B RARAR B &S5 P Y
A

12, JOALRMIEK 2 Frid )4k & M7l NMR — 1 X S22 W F &
- Zil ROl

13 WAURIER 3 Bk B4 & YU FE & U 12 Wi RV BUR YR 97 g 3¢
FHP RN -
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Hod A RE R, F U 5RGFIE Sk 1 hige XAER], T R'RES
EF B BTHY 21—29, 39, 42, 443 57—83 ML BE
FENY,

MmAEL. REA A SRFIER 1 e XA,

ZHERIEET, BRBEMPAEFEER b L&

CO RS

/_ K/ )\W j\OH
Com

(I1b)

H RREBEFFE N 21—29. 39, 42, 448, 57—83 WEEEF

CO,RS

EMEE RAER
fFi% LLIEW R 585 IV BT A R,
HN L\RF
| (v)
A

Hd A, LA R SRFER 1 S #E XAHE,
HAFIE P B W BT IR A E R, BRER la IEY):

CO R1
CO,R!
(la)
HARL R, Us L. RPMA SRFIESR | e AR, R
RIRTFHFHH 21—-29. 39. 42, 44 5 5783 M&B&EFEMN
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v,
BE, R R REREE, WIER K GIEERE RS B iZE
PE, RESETFFEN 21-29. 39, 42, 44 B 5783 (T ENLE
FMYEEeRERN, MRFE, RERFEMNREETHTIRES
BB ST RERREERBRER.
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ERREB. HHETEURESEH FRNA

AR\ RENRNERPPRENER, 0. KHEFREBE.
HEEHEURELCHPRINA.

ERBERT, TERREZEEN, IXRTLRE.

1. RAFTRREE, HEM 3%,

2. A — NMR EHRAE.

3. ML ERMEBRUTE - —FANETHARNRZUE.

4, BAAE R,

5. REEBYRFAFE (BRFLSL), FRUTHENTFRETH
BT RBEERNREEEA.

X R R E A R R AR SE IR o Benk 2 M T R SC iR P 1R
RREE: M—19—- K. hEEisk. Kk,

% 4,639,364 BEEEF (Mallinckrodt) FULEEH=# BLm
BERE/E AR — 19— BB ER M.

CF,SO,NH,

CF,SO,NH—CH,—(CHOH),—CH,0H

#ELH) DE 4203254 (Max-Planck-Gesellschaft) 1 K —19—

BB, EhIRIAE A AT
CF,

CF3§—©— NHCOCH, |
CF

3

F—19—RBRE WO 93/07907 (Mallinckrodt) WX HE, HPEE
YRR ERN:

10
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¢ CFs H @ oer. N
H
HO,C COH N oF,
/ N
CF3 CF3 HO CF3 H
0)
HO OH

ZHELEANLADHTE TR —19—B&. Bit, % 4,586,511
E%EEH (Children's Hospital Medical Center) RI|£MFER:
CF,(CF,),-Br. Ek#ll%F) EP 307863 (Air Products) $RE|&M—15—BE—
5—H8X:

F F
R F
F
F L~
F F
\r
F F
F F
F FFF

T 4,558,279 B3 E%E#F] (University of Cincinnati, Children's Hospital
Research Foundation) R EF|EFHRALEY, WMEEF THEELEIN
FEhw, SEABEIN A HAL LR

BE B2 HA R 8

11
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CF,

CF,
F %—O—CFZ CF,CF,— o~<— F
CF, CFs

7 WO 94/22368 (Molecular Biosystems) FRBALESYBRATHT
F—19-BR, XBUEYHWE:

. 0-CO-(CH,)¢-R
CH,(CH,),-CH = CH-(CHZ),-CO-——O—-—C
0-CO-(CH,)¢R

H+ R EZUTEH:
/CF3

C\CFC:F3
<:§ /CFs
: C—CF,

\CF3

HEAEFREDARELE—1H, IH-FHRE.

# 5,362,478 SXEEFR (VIVORX) R HMEHIANAFTER
ek, RPRABR/REVDREAETHTREERN. RETEE
ITEMALEAES. B4, ERZEENTERRRFIEARREE
WE DL RN RS EERNERREER.

% 4,586,511 SXEHFFPERIETERMLESYETTHTFEM
5E o

7ZE4EEEF) DE 4008179 (Schering) 8 H & H AR BB 7] FH 1E

pH #&t:
CF,

F@ NHSO,CH,CH,CO,H

12
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TF NMR iZ2¥i, WO 94/05335 1 WO 94/22368 (#E Molecular

Biosystems) &8-S BMAETH1LEYb ] FBEST g sa:
|

| | Et

NHCOCF,
C(CF,),

oco-(CH2)4—C{
C(CF3)s

A NEERATFHEETRTR-19-RE, FHRFESES

M), 7E WO 94/22368 (Molecular Biosystems) iR :
CO -

I (CH2)6°002

H, |

N
H,C - HNOC «~ N7N""">N""\ COHN - CH,

(@ o ooy

C(CF3);  C(CFy), Ga* C(CFy)y  C(CF,),

7E EP 292 306 ( TERUMO Kabushiki Kaisha) HIT0LE:
R

/\N/\/N\/\N/\ co,-

) ‘\ Gd3*
C CO,-

-0,C

..02

13
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F F
R= —CH,CF,, —cnz—-<;>-—qcr=3)3 , —CH, F
| . .
CF,
CF,
CF,
— CH,CH, —N ,  —CH
radl] CF, A 2
CF,
CF,

SRS Y, 7E EP 628 316 (TERUMO Kabushiki Kaisha) 440
=

—ozc——\m/—c% "0,C \| |/_‘C°2
E Gd3+] E o ]
Coz CO -
CF,
. —CH, CF,
= CF,
¢F, CFs
CF,
CF,
— CH,CH, —N
CF,
CF,

DE 4317588 (Schering) M BEF—H T E&BASETHT NMR

14
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-0,0— /'—\ /_ CO,-

[ Lo ] N
\_/
<

Hrp Ln £#EHL: La. Pr. Dy. Eu.

BREASHFENRTENLEYFEFMLZBREREMEE
H, BESSFAMEEPL (EA. £RET) HAAYTHRAE
BEAEAR, HRIAAFEAFENBBE. ZEARKPRRT
SERBETFZREMNETFHHER (Gd* > Mn? >Fe** > Cu®), TIHER®
FIRRE FH F RFZERHEE.

SRETFHEREZHRRT BT, MACTIERBEL, NHRZH
1 R I 5 R B K

2t T4 B 1) B 48 45 BE A BE TR B F I BE B T 34k, B AY [R] 4R
ERESAHSERENZPEREAER, EHERTFPHEME, M
A htEZBENE X HE&EMHEE (Magnevist®. Prohance®.
Omniscan®. Dotarem®) FJ ZRIEERH].

BRZE 'H-MR B CH—MRD #, MEFETHMREHNE T K
T2 HRAFHE, . FERKVETF, MARBRENGEN ). S
MBENECREFERBEY (relaxivity) (L/mmol * s). NIBE FRISZ
YR THERBNE. ETRPRET —EHERARBE
.

15
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KPR T — it MR PH T — MR
(L/mmol * s,39°C, 047 T) (L/mmol * s,39°C, 0.47 T)

MAGNEVIST® 3.8 4.8
DOTAREM® 35 4.3
OMNISCAN® 3.8 4.4
PRO HANCE® 3.7 4.9

EXEAEYT, NERFALEFZEHRETHEER. XTFX
BEKFREER, HIEREBL 4 L/mmol « s B3R,

Hik, 3F MR R SR ER T HFR—19— RBHFRLED
DPEAESHRAUEY, SEPERTRENEERREE, MEEF
BB T KR FRHIRET R

EMEEEREATIASTLFRROERD, 0. 4820 RBIE
WEYEERER, FARTRTHRAKLEYEEUSNETIIRE
BT 5XKRFEXMEBYE. HREDERT 10—50 L/mmol * s B
E, MEZMHE, ZLRP—EHE~RIMEZE 35—38 L/mmol *s Z
.

B DE 196 03 033.1 FEMEELRRENEREEY. AW, &
RBHANEYHRTETREFEFHMER, FlNE=/MEENHKELEY
(station) FEFMPWMELERE, FHFHERER, ERPAEEE X
MNTF i vHKBERERRLEEF), URERRS R T BEH
B, XAUERBFIBFENLESYIBIF T AT 6EHE.

MRI S ZFEERLATEBRHMEEY.

TR EAFNEBERENESET, QB TREERTZMHE
k. Bk, 74 50— 69% KM BB E PRI T HESHBIE (Elke,

16
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Lymphographie, In: Frommbhold, Stender, Thurn(43%8), %5132 55 M
5} 212 B (Radiologische Diagnostik in Klinik und Praxis), 58 IV %, Thieme
Verlag Stuttgart, 55 7 AR, 434-496, 1984). HBEFWMHELHLHXT
BT R REERRIEFEEN. FARKRREE (CT. US # MRD,
B R R T S AR R B R B MAL, XREANERSHERT,
NAEEMBERRAMER SR, Eilk, ZERMAMREETHNE
B (<2cm) FRERFETHMBERFAMELEHMEXR (Steinkamp
A, ERBHRREERENE X STERHER: IRRNEHEERE
MAELEEBEIYX S LE (Sonographie und Kemnspintomographie:
Differential Diagnostik von reaktiver Lymphknoten-vergroesserung und
Lymphknotenmetastasen am Hals), Radiol. Diagn. 33: 158, 1992).

MRAEHBERFHNECLMEENCSREARENERAX
4, BRIEFSABEN.

BOEE X SRHERHER (EERZFHKEEPENmIEE
EAEER) E—HEAENE, HFASEEH, mANTENIH
B ER.

FRFENARBE LT ESYRRPLREMER, RBERRS
HEMBHESIH. MEBEERB/ENASERTERBHER
BEEEMFCYRAFUTHAR: EMNRRAASNERNSR (“B
B, NABNEREERER RERRNNREY (2R LR WO
90/14846). B, BTEMNARERBURLESHNMERTYE, WAE
T BB, EREFEBRXT FEEERCRAEARNREAES
i

EAGHELEEEN TERERETEMRAEBEREREFTL
E, NEEREKCEERENERAFN, HTEHRERANHEN
B

17
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BETRNERIREAROREN, SoWEXMER. LW
B3 AERYSTRRERE—H, BRCAFEN. aTREWNER
ot HE B, EEMUETHABNREREK. IRESHER
FISRILAR A, RUTERBEGERS, N THRNELBRERERN.
RIFRIRB R LN

ARBHEHRAUTER I HAFEFRELAYIRN:

A

K—N—L—RF  (I)

H
K ARBAAREER 1 NEREEY:

r/COOR1
R R O

Q (i
COOR!
e

R'REFZETFHERFFHERD 21—29. 31, 32, 37—39. 42—44,
49 B 57—83 MERETENY,

REARREBEET. C,—C . FE., ¥E, —CH,0H B —CH,
—OCH,, A |

URFEAL, HP LM UMERHLHFETUARREAR,

ARREETF. HERTHE C,—C, EH—L—R", PR C,—C, it

AEEHIES 1—15 MRFR/SEERE 1-10 MMRE. 1-2

A~ COOH #H. . FEFM/E 1—5 4~ OR* EHAHRM, HP R

REERFEE C,—C, 5

18
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L RRESRIE C,—C, Uk, XUSHEAEEMIFE 1—10 MUE
F. 1—5 ~—NH—CO—EH. 1—5 —CO—NH—#H. FikH:
¥ COOH £EHBRMTEE. 1—-3 MHRETF. 1—2 4—N@B")—SO0,
— 2@/ 1—-2 1—S0,—N@B")—£H, H+ B' K A, F/m
P A Ak s 4 R EFHBRAL, TH

RFRFER CFpuX MEERIHLRIRE,

K 4<n<20, A

X REHBERT. LEF. RETFHERT,

R TEMBRE AL U A/ T RS B ER R T ERB Y

MR FE.

BELAEZBHHAESR 1 2BR | PESTLERENFLADEER
fARFMEREEY. HFAREFERETXH K LHERETFENMDN
BRI UEPRAEAR, TRERETARA K LRNEBRETFENMIN
WEDNHRAERESY.

A REFENY, HBRRTERBUSYEIRBINA, UT
ERREEN:

1. ZEF NMR 2HiH X HELH P RERTHRECH 21—29.
39, 42, 44 F1 57—83 KRN ETFHEAY,

2. LRATRETSWMBENET PR RERFFES 27, 29, 31,
32, 37—39. 43. 49. 62. 64. 70. 75 F 77 KITCEMIHETHEELIE K
ZEY.

RFFEH 2129, 39, 42, 44 H 5783 WA EMBEFRMIEM.

ELEFF L.

& R R, ROATUZHEDEN, AINTTUREFRE. Z&.
WE. #RE. ETE. | -FERE. 2-FERE. ERE. 1-F
BETE.2-BETE. 3-FETE. M1, 2——FHERFE.

19
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SFF R: RPAIRY, MRERERN C,—C ik, AR ESFELE.

FENEE R’ A M B' EXR PR LLRBEIAKN. EARRE,
COOH EHARAE.

WRER I WUEYRNESERA LA U, WL MU EHEAR
.

C,—Cy EEF IR EHRIHN, AINMELRE,. FZE. ¥
AE. TRRE, VIETE. |-PEIRE, 2—FELXRE. LIERX
E.I-FELTE. 2—BFETTE, 3—BFETTE, 11, 2——H
ETRE.

N FRRERER U, iER C,—C, EinE; HRIER C,—C,
Wit

C,—Cy 5t A WLUREHNIHN, SlnTURFE, 2. A
. RRE. ETE. 1-FERE., 2—-FERE, ERE. 1-FE
TE. 2-FETE, 3—FETE. 11, 2—-—HERE,

C,—Cy b A THEHE 1—15 MR FR/ES 1-10 MRE. 1-5
M ER 1—-2 1~ COOH ZFMA, #lm:

C,H,—OCH,. C,H,—O—CH,,

C,H,~0—(C,H,—0),—C,H,—OH. C,H,—0—(C,H,—0),—C,H,—
OCH,;, X t=0—13,

C,H,0H. C;HOH. CH,;0H. CH,,0H. CH,,0H. C,H,,OH LXK
BTN B Rk,

CH(OH)CH,OH,

CH(OH)CH(OH)CH,0H. CH,[CH(OH)],CH,0H, H® u=1-—10,

CH[CH,(OH)]JCH(OH)CH,OH,

C,H,CH(OH)CH,OH,

(CH,),COOH, K s=1—15,

20
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C,H,—0—(C,H,—0),—CH,COOH, X+ t=0—13,

C,H,—0—(C,H,—0),—CH,—C,F,.X, % t=0—13, n=4—20,
W X=%. & HKEBMERT.

A REHE. C,—Cyhit,

C,H,—OCH,. C;H;—O—CHj,

C,H,—0—(C,H,—0),—CH,—OH. CH,—0—(CH,—0),—C,H,
—OCH;, H#x=0-5,

C,H,OH. C,H(OH,

CH,[CH(OH)],CH,0H, X y=1—6,

CH[CH,(OH)]CH(OH)CH,0H,

(CH,),COOH, H#F w=1-10,

C,H,—0—(C,H,—0),—CH,COOH, X" x=0—35,

C,H,—0—(C,H,—0),—CH,—CF, X, H# x=0—5, p=4—15,
W X=®EF.

MEER I AP aEHEA L—RFER, XSEEAMEELATURAR
R

FER L, GImEUTER, Koo AREERTFEZNR, T
BREFSER R ERENE:

a —(CH),— B, HFk=1-15,

a —CH,—CH,—(0—CH,—CH,),— 8, XPr=1-6,

a —CH,—(0—CH,—CH,),— B, ¥#r=1—6,

a —CH,—NH—CO— 8,

a —CH,—CH,—NH—S0,— B,

a —CH,—NH—CO—CH,—N(CH,COOH)—S0,~ 8 ,

a —CH,—NH—CO—CH,—N(C,H,)—S0,— B,

a —CH,—NH—CO—CH,—N(C,.H,)—S0,— 8,

21
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a —CH,—NH—CO—CH,—N(CH,;)—S0,— B ,

a —CH,—NH—CO—(CH,),,—N(C,H;)—S0,— B,

a —CH,—NH—CO—CH,—N(—CH,—C¢H;,)—S0,— 8,

a« —CH,—NH—CO—CH,—N(—CH,—CH,—OH)—S0,— B ,

a —CH,—NHCO—(CH,);,—S—CH,CH,— B ,

a —CH,NHCOCH,—0—CH,CH,— 8 ,

a —CH,—CH,NHCOCH,—0—CH,CH,— 8 ,

a —CH,— (CH,— CH,—0),— (CH,),NHCO—CH, —0—CH,CH,—
B, H¥r=1-6,

a —CH,NHCO(CH,),,—O0—CH,CH,— B ,

a —CH,CH,NHCO(CH,),,—0—CH,CH,— B ,

a —CH,—C¢H,—O0—CH,CH,— B, HHPEEEEAE 1, 48 1, 3
fr E,

a —CH,—O—CH,—C(CH,— OCH,CH, — C¢F,;), — CH,— OCH, —
CH,— B,

a — CH, — NHCOCH,CH,CON — CH,CH,NHCOCH,N(C,H;) —
SO,CgH,,— B,

a —CH,—CH,NHCOCH,N(C,H,)—S0,— B ,

a —CH,—0—CH,—CH(OC,H,,)—CH,—0—CH,CH,— 8,

a —(CH,NHCO),—CH,0—CH,CH,— 8 ,

a —(CH,NHCO),—CH,0—CH,CH,— 8 ,

a —CH,—OCH,C(CH,0H),—CH,—O0—CH,CH,— 8,

a\_ W-QiCHz—O——\___
B

a —CH,NHCOCH,N(C,H,)—SO,— B »

22
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a —NHCO—CH,CH,— 8,

a —“NHCO—CH,—O0—CH,CH,— B ,

a —NHCO— 8,

a —NH—CO—CH,—N(CH,COOH)—S0,— B,
a —NH—CO—CH,—N(C,;H;)—S0,— B,

a —NH—CO—CH,—N(C,H,,)—S0,— B,

a —NH—CO—CH,—N(CH,;)—S0,— 8,

a —NH—CO—(CH,),,—N(C,H;)—SO0,— B,

a —NH—CO—CH,—N(—CH,—CH,)—S0,— B ,
a —NH—CO—CH,—N(—CH,—CH,—OH)—S0,— B,
a —NH—CO—CH,— B, '

a —CH,—0—CH,—0—CH,—CH,— 8,

a —CH,—CH,—0—CH,—CH,— B,

a —N(C,H;)—S0,— B,

a —N(C¢H;)—S0,— 8,

a —N(CyH;)—S0,— B,

a —N(CeH,3)—S0,— B,

a —N(C,H,OH)—S0,— B,

@ —N(CH,COOH)—S0,— 8,

a —N(CH,CH;)—S0,— B ,

a —N[CH(CH,0H),]—S0,— 8 ,

a —N[CH(CH,OH)CH(OH)(CH,0H)] —SO,— B .

UL 2:

a —CH,—O—CH,CH,~ B ,
a —CHz_CHz—(O—Cﬂz-CHz_)y— B ’ ECF' y=1_6’

23
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a —CH,—(0—CH,—CH,—),— B8, HFy=1—6,

a —CH,—CH,—NH—S0,— 8, 3KHifi 10

a —CH,NHCOCH,—0—CH,CH,— 8,

a —CH,—CH,NHCOCH,—0—CH,CH,— 8 ,

a —CH,—(CH,—CH,—0),— (CH,);NHCO— CH,—0—CH,CH, —~
B, H¥y=1—6,

a —CH,NHCO(CH,),,—O0—CH,CH,— B ,

a —CH,CH,NHCO(CH,),,—O—CH,CH,— 8,

a —CH,—0—CH,—CH(OC,H,,)—CH,—0—CH,CH,— 8,

a —CH,—0—CH,—0—CH,—CH,— 8 ,

a —CH,—C¢H,—0—CH,—CH,— B .

B £ RO RIR LR R 2 A R B3 Y8 P R L HE B4 PR 2IRIAL
AR ERAL.

U #HAIRARERERER L. MEMSIMRENER, LR ERE
BT AR, MERSIRENER, KEAGERABHRFE  — AR
FUEBE (8 —4) SO, EHH Co EH.

MEE B' A HESIHE C,—C, iE, ik C,—C, EAE
EHIEE 1—5 MEFH/EREERE 1—5 M2E. 1—-2 4 COOH #
H. 4E3%# COOH EHABRRIZER. FHF/H 1—5 4 OR* ZHBMA,
He RIRREFETEE C,—C ki

Rk HER RFRREBER CF, X WEEREERRE, P 4<p<
15, TH X RRHMWEEF .

AREUT HFEHIEER I ERBLEY:

24
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He K RREAFISGER I MERESY.
COOR1

R2 Rs3

)WJH

COOR‘

|\c00R1 ®

FHkA |

ERX M HRRECESERFNI R,
co,R1
R2 Rs
)\n/ j\OH . HN- L\RF
cozR/_ P |

G

() )

CO R?
R? R3

/_k/ /H‘/ ‘/L\

A

— = COR!
co R
"

R R REEREFENYIHEELRIAEUNRR T 5k IV
EBBRNP RN, HRBE I

ZHE S REASYRBBE I 7% AFF7E DE 196 52 386 .

ERBERNFHANEBRESYRRTEEE SR EANCHER
ER/RBE, ELHRNSRPIHEZEREEGYRR 11 HEEY
DR ZED—FEEEYR, ZURNEEN TERESYRBARS 5.
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K3k 0.5—2 BE/RME, (FIBETERKSE. HTRERETHRERST
R B EKORE R, REAENEFAMRERPRE 48,
RIETE DMSO F5BAKFRIUREEHBBRER RN, HEILE DMSO
BERPRMEELYR, H&BEAMRR. BKRRUREERE
BRAE T BRALFE B

BERP—FTEHEHNRNBEE 0—50C. REEZRTRRF
1—24 /B 403 3—12 /e, BTFRUALE (BREHD.

WG, HER IV HE:

AN .

T (v)

A

HehER R L. RFA A 5ERENAER, ERMETE AR
ﬁ%%ﬁ&%m:*%nm\ﬁ\?ﬁﬁ\:$ﬁﬁmﬁ\mﬁﬁtﬁ
BRIKEEYS, IABFANEFE. ZB. RANREINESY,
MEE—FETR. KRESKREHERN . X TERERK, FEE
i R BEESAE 0—70°C R 30—60°C F{R5F 1—48 /Ef. fRik 8—24
N

EEEERT, ERNPFHEEANBREKRIERAREMNN, sk
MihREWRE. AR, B, N=2K. —RRELERK. N
—EEE. ME. SRER. =S TER. S80E. KRE. S84
PERBRER SN .

EENFEN R ENTIRER.

RN AREANREARAR AN TESE, RERBEIER
BATOE, MENBAEAE. 2—TH. LB, ZBRZE. FENT
£ft. RABRENWESY. THNESEESE. & REBIEHT
BAMOAHIS R

ERBBHYT, BERE. RIERE. SRERYE. =KhEH

26
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. R. N—RBEBRTE. BESEX=w, RARKERLRFRFTEN S
HBREEEN. BNFMTR: S48, RUE. BUYLE. R B
fosh. ERBEME. TR, X TRERE. X TR, W
. ML, WAL, RIS, EALE. BULE:. MZEXNPERRE.
DO B xR ARG . X MR . S 2B PRHEEBE. 2— 9
W ZEHE. 4—-THEER. 3, S—HEEXR. 2, 4— _FEH.
N—BRERABTE. N—-BESE-FREK. K. HFER. N—H
Bt PRERULTER, KP:k s PMRRER.

VERBEKF, TERASECMMFTERKR. FlmaERmRL
WS EN Y, MK OERUL_TE (DCC1). 1-Z%—3— (3
—CHREERE) —BA-TE-HRE (BDC). EH=M—1—F
SE= (CHEEE) ARBEB (BOP) M1 0— CGRH=M—1—%)
—1, 1, 3, 3—EHENEHR wonium (HBTU), {£i& DCC1.

T, Pl T UTEENTE:

« FEALRE: T Houben-Weyl, HHLALZ K H ik (Mothoden der
Organischen Chemie), 3§ XV/2 %, Georg Thieme Verlag Stuttgart, 1974
(LLE J. Chem. Research (S) 1996, 302).

- B —TRIE: R. Schwyzer 1 H. Kappeler, Helv. 46: 1550
(1963).

» E. Wuensch % A, %8 100 %: 173 (1967).

- AW R/ARERAEB T EEIL: J. Am. Chem. Soc. 86: 1839
(1964)A % J. Org. Chem. 53: 3583 (1988); Synthesis 453 (1972).

-BRE S, 2— ZEE—1-ZEHERE—1, 2— _E R B. Belleau
2 A, J. Am. Chem. Soc., 90: 1651 (1986); H. Kunz % A\, Int.J. Pept. Prot.
Res., 26: 493 (1985); EAK J. R. Voughn, Am. Soc. 73: 3547 (1951).

» kM. B. F. Gisin, R. B. Menifield, D. C. Tosteon, Am. Soc. 91:

27



00805415. 0 oM P FE19/67Tm

2691 (1969).
. BEEE, THIBLE: Helv, 42: 1653 (1959).

o EIfE¥: J. Org. Chem,, 29: 843 (1964).

M F LSS RN EEER, FEEASESEARARCHNRRESE
i (Houben-Weyl, B HLLEM ¥ (Mothoden der Organischen Chemie),
% XV/2 %, Georg Thieme Verlag Stuttgart, 1974). FIIMAI R 4— &
%M. N—REBEFIBTE. 1-BEEH=W, 1—BE-7-RAR—
R, 3, S—INEEMATRER. R 4-WHEERT N2
BB TR, ERAFIRESE — MR,

RPEHFRTRELTRBEARAR RO TERET il fnsE it
KR, SHE. TEK—BEBRPTF 0—50C T ARE R E#THMA B,
By BBt ek, REEHNRTEMSA=ZRZR (BHEK
oh 423X (Protective Groups in Organic Synthesis), % 2 i, T. W. Greene
1 P. G. M. Wats, John Wiley and Sons, Inc. New York, 1991), ZEFEBET
&/

YE AR T A PRI %IE I DE 196 52 386:

COzR‘

R2 Rs
q/ )T Lo
kco,R1

(ny

CO.R!

B IV K
AN

J\ v

EHER 5 (Fluorochem, ABCR) EETRFBUT HikhilER VvV RIb
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Ayl 5EA VI MERN. REERER VI I EHTHE:

0
RF
R4O)J\L'/

+

0O
H —_— R3 /lL  RF
. \T LA
A

V) vi) (viny
R RS AN
- T (Iv)

A A
H:
RF. A. LAR S5 FiRE XA, fiLS5Z@AL KEXHER, HPEF

a —CH, %@, MH |
RARBETRE.

RE_ERECRTHROBLRR I K, RVESEVIK
N2 BEH. STTRREELN R, THITER.

ER V B SR T ER S (Fluorochem, ABCR) B0 £ DE 196
03 033 Frid AT Hl %

BR VI B RTESH (Fluorochem, ABCR) FERELLT
SRR IR IR $1%& . Houben-Weyl, BHLENFTE: XU2 B
4% (Mothoden der Organischen Chemie, XI/2 Stickstoffverbindungen),
Georg Thieme Verlag Stuttgart, 1957, 5§ 680 7T; J. E. Rickman H! T. Atkins,
Am. Chem. Soc., 96: 2268, 1974, 96: 2268; F. Chavez # A. D. Sherry, J. Org.
Chem. 1989, 54: 2990.

BRIV LA (Helv. Chim. Acta, 77: 23 (1994)) #E
mEEETEEER VI HAEYUREREFERSE, ERRN
B H 0 — BB A SR AT .
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JiE B:
Rk, FRET R AEAMER T RR, HIEEEAE

BETFENY R'. REBEXFRHERARDHNTERTRY, R
FER b BEY, HF RRAREARTE.

co ' cozra5
z Re R3 R? R3
j\ 2R N
OH /
c 5 H C02R5
2
COH coF
2
(tlia) (Hib)

NTREGYE, UTEARGEN. HEHESHE C—C kE.
FENERE, flnPE. 28, RE. TE. XE. ¥E, _FEHF
B, SEEFE, = CGIMEXE) —FEURSREFERE. Ui
KRS T E.

cost

R? R3
N/W j\ )
)wr T

~ CO,RS k/ \> A
kcoza5

(V)
(1t1)

COZH
R? R3

)\W /L\
-R5 I
e

A

co2
COM

(la)
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SRR b 5BR IV RERNUREFENNRE T
A PETREITH, HAEMEHSES, W7 DE 195 25 924 TR,
FBHRR b 50— HREFFERTFRFENTRNEREMLYIER
EE&RIERN.

MBHIE A BB BENLRESYWEEIHFE COOH £H, Xt
B B 7T A A AR A AL S HUR A SR R TE PR EE

RBHEBFIME. 4. &, ESENTHIE (Flnasiy. KR
HhERBREA L) R/EREHRUNE. PSR, WZEE. . #E
Be. N—REMEEAN N, N-—BEWEK, UAREEERTBE
R HERASER, RERAPHRRESERNBE, HMEENE
FERIE B BT P A |

SHFEEFEEEY, FNEREKSYRNKERREBFZBPE
MESRFAFRENR, UEEPHS. BENBERTREZERET. &
SR IR R FIRITR TR R i B Y R B, FrREHe
MRRERE (FH. 2. FANS). K (RB%). Rtk (0
rmE. %5, 1, 2—ZHREELRS), FHUBIESESEME
B RE. EBRERNEEYHESHREMAEERNEERSHF
B, FaEPFERNIFR.

FAXRBHLEY, SHAKRSNERFEL T EIE &8 MK
BE. 7 i v.?%ﬁﬁ’e{l‘mﬁﬁ&m’é‘mﬁﬁl% B it 5 40 B 41 3E R
LRF REHMRSE. '

LS B P ERR, BERNEAMEERD N AE.

ERALEYHRTETAAERNASE, EEMESNHRES
P EEOMELERE GXXT i vIKEREEARLEEFR). BRE
TIAEES AT MRT HEEERP.

BEXARAMLESYES AT NMR 28H X St limETEs
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AT WIS 69T -

Hitk, £RBEHENTEEEZR\NOLSYESZHAT NMR 2
A1 X ST AR TGS W MBS a7 R R KA.

ZREKENEETEEEL—FMHER | WEERZEAEDUK
EEAELHE T EREARORIRNEDAED.

HEREBEARPHAYHSYREBATHC M T ERTH, K
PIRIEA R BB S YL REER MO AR ZE P ERERBENR, &
BREBBESKNFEP, REEENBEBRBBHITRE. 4ER
EmApmEEBRTENERA (M=ZFE). BARNEMNSRE S
KEEY (M-TZE=ZREZBRIREHANTREFSRANERSEEY)
) Ca &%), REMBTEFNBMA T ALY, RENETESRN
AR MBI L. |

MERIBARBRAYEKREEBEKBRPHEEZRTEBRR
HFGEREEEHELGREEEN, eliITs5—MHBHATZEL
EACEHANERN (FnFEREFEE. AE. HER) f/RREEFEN

(IERBENE. Tween® Myr®) RY/BLH F OBRKIERAKF (k)
B’E.

EA FTESBERSYRTTHERELRBOAYAEY. EET
BRT, EEENBEERHIM, UERELXRBREEVELLESR
REANEBEHEBRET.

X ATt 4 Bh B 6B 3R R RGN Jn — EP ZREMIRE it ) & i R A X PR
EXRFR. B, 2EBLGRFEZEYRHAENFE. BEERA
P2 BREED.

EENSARBARBENAYN, EEVTSEENBAEMMERE
HHKBEHRUEEBHEAWALBEEERD (HAS) —&4%4.

BEAZBNAYERRZOEBHERRES, ik i v&RE
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25, AT AR A SRR R R TS, X TR S
i ERAR.
RIEARBNEWASVRELS 0.0 mol—1 moll A,
FIEE % % 0.0001 —5 mmolkg.
PTEHEABTEANFANREERR, TARNAFRKATERR
#.

SKHEpl 1
a)2H, 2H, 4H, 4H, 5H, SH—3—8F 2R T=HB-N— Q—H
) —ZE—Bikk

8.90 g (70 mmol) KIEBEIMTE 30 g (57.45 mmol) #2H, 2H,
4H, 4H, 5H, SH—3—8 2%+ =HRKT 300 ml — PP HE
WA, REEZETHEE 12 /0. KERRET. REYEHEE 100 m]
—EEESR, REF OCTHMT 451 g (60 mmol) 2—REAEZER
#16.07 g (60 mmol) =Z &7 200 ml —FFRTFHERA. £0CTF
Pk 3 A, RISEZETHRE 6 NEF. %50 300 ml () 5% EhERKEH,
oM 15 8. FEEHME, ERRELTHR AERZERRE
F. REYERK E3HTEENE s —EFR/RE=20: 1).

F=E: 30.28g (ERMEK91%) NEEEHKE

TR

. C31.10 H244 N242 F55.76

s£#l: C30.87 H258 N235 F55.51

b) N— 2—B&EZE) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H,
SH—3—#5%) —2RT=hkk
30 g (51.79 mmol) EHEH 1a HIIREHEYIERLE 300 ml NERK
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mih, SRSV 31 ml 9 10 M R FER (D&M, FEIH 16
ANE. WHIZ 0°C, Bin200 ml HEE, RERZRRET. REYHK
A 300 ml Z®/50 ml 10%EBKBBKREAYT, & 40CTHH 8
M. ESERETF, REYWERE 300 ml # SHEELPHAKBERT,
REH 300 ml H-EWRRSHNER=R. ERBELTRANME K
SERET, REERR LEEIEREY RsR: —8FR2-R
BE=20: 1).

FeiR. 2693 g GEWAEK 92%) KWEGEE

FTRMT GEXTEKYB):

WE: C31.87 H285 N248 F57.14

$Wl: C31.69 H3.10 N227 F56.88

o1, 4, 7= (RMEE) —10—[ G—ER—4—ER-CHE—5-8
—®—N— Q—F&Ez#) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H,
SH—3—8Z) —&RT=HEE) —BEKI—1, 4, 7, 10— NERHFA
i, LEEY

10 g (15.88 mmol) K 10—[1— CGREEEFHRE) —LE]—1, 4
7, 10—HEBRF+1m—1, 4, T-SZBHHNELEEY R 135 g (3176
mmol) FALELE 60°C TEMAET 100 ml —FETERF. AHE15C, ¥
75N 8.98 g (15.88 mmol) SLHEM 1b MR EY. R 10 540, R
BRI 7.42 g (30 mmol) 12— ZEH—1-ZHEHE -1, 2— %
WEMK. 7EZE THERE 12 /B, RS B{EIFE 200 ml THE4/1300 ml &
BESY, REESETHE 2 M. SEHTRY, BHERE
HEZEIKNEBSYT, RFERR RP—18 LiTERIESHE (WS-
DU e/ ZFE 7K M BB BE D o

PR, 15.14g (EREKN81%) MEE. ERHEHK
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KER: 5.7%

TR GERTEADR:
. C3470 H3.77 N7.14 F2744 Gd13.36

sTil: C3451 H3.94 N7.02 F2725 Gd13.18

L 2
a) 2H, 2H, 4H, 4H, 5H, SH—3—¥#—2F1=HM—N— (2, 3
——RERE) —Bk

8.90 g (70 mmol) KIEBEFMLE 30g (57.45 mmol) #J2H, 2H,
4H, 4H, SH, SH—3—8#—2F+=HKEKT 300 ml —HFRPHE
WK, REEZRTHE 12 /00, KZRRET. REYHERE 100 ml

ZEFRT, RET OCTRMT 547 g (60 mmol) 2, 3—ZRERE
B 6.07 g (60 mmol) =Z.JRFE 200 ml —E P HKERA. FEO0C
THiH 3 M, REEZBTHH 6 K. 30300 ml 8 5% EHEKE
W, FRESBH 15 6. TEFIME, ERRELTR, RERER
RET. REYERKR LZTEESE (R —KBKR/LE=15:
1),

FEE: 29.70 g GEWER 87%) HTLEEE

TR

HE. C3032 H220 N236 F54.35

@M. C30.12 H241 N218 F54.15

b)N— (2, 3——RBXAX) —N— (IH, 1H, 2H, 2H, 4H, 4H, 5H,
SH—3—H&—2R1T=RE) K

30 g (48.8 mmol) LHEHI 2a FIHREAL A YIS REFE 300 ml [UEKIE
th, SRIEHRM 50 ml 45 10 M B — R (FEUERRRS). FElR 16
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M. BHIZE 0°C, W0 300 ml PR, REEZTERET. REWK
A 300 ml ZE¥/50 ml 10%EBKBBEHEEYS, HE OCTHH 8
Mit. EBRRETF, REVISMHE 300 ml i 5% EFULPKEBT,

REE 300 ml W-EFRAVER=R. ERRELTRENME, K
HERET, REERRELAHIEREY (FAxH: —RP5HR/FE

=15: 1)
FER, 24.07g GEWMEM 85%) WEGEIE
TR

&, C31.05 H261 N241 F55.66
s, €31.91 H2.78 N233 F5547

o1, 4 7—= (RBFE) —10—[ G—ER—4—ER-CHE—5-F)
—B—N— (2, 3——RXERE) —N— (1H, 1H, 2H, 2H, 4H, 4H,
SH, SH—3—%&%) —&8+=HEE) —Bik—1, 4, 7, 10— D&
B+, A8eY

10 g (15.88 mmol) ) 10—[1— (RFEEFHRE) —ZE]—1, 4,
7, 10—MUERHF+=5H—1, 4, T-=ZBRPELEEHE 1.35 g (31.76
mmol) EALETE 60°C THEMBT 100 ml —FHETFRF. #HE15C, ¥}
70 9.21 g (15.88 mmol) SEHEHI 2b KIAREBLEY. WEHE 10 29, R
JEURIN 742 g (30 mmol) K 2—ZEE—1-ZHEHRE—1, 2—°&
Wk, ZEZE THERE 12 B, BRI 200 ml PIEE/1300 ml &
BEESYT, REEZETHE 2 Ant. SEBTTRY, BHERE
HERZELKBREYT, REERK RP—18 Li#TERIESE (R3hHFH:
DUk Is/ 7. B 17K K R B BR B ).«

PR 16.09g (EWHER85%) KWEA. FEBHK

KEE: 63%
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FTES AT IKPIE):
. C3426 H3.64 N7.05 F27.10 Gd13.19
SEW. C34.12 H3.83 N691 F26.88 Gdl12.93

IR 3
a) 2H, 2H, 4H, 4H, 5H, SH—3—H A& T=HRB—N— (5—2
B3P RE) Bk

8.90 g (70 mmol) HIEBEEEINZE 30 g (57.45 mmol) HI2H, 2H,
4H, 4H, 5H, SH—3—8H—2R+=HKBRT 300 ml —RFRPHE
AR, RAEEZETHHE 12/ . REBRRET. REYHEMHE 100 ml
—EEER, REFOCTRHMT 6.25 g (60 mmol) 5—3RE—3—H %
REREA 6.07 g (60 mmol) =ZKEE 200 ml —EFRPHIEREAN. %
OCTFHHE 3 Nbt, REEZRTHH 6 B, %0300 ml § 5% R
KB, HFABEE 15 26k, FEEIH, ERRELTR REX
SERET. REVERRERTEESE (A3H: —HFHR/AEH

=15: 1),
FEEE. 3220g CERMER 92%) WEAEE
TCET

##: C31.54 H265 N230 F53.01
$W: C31.61 H2.84 N214 F5285

b) N— (5—BE—3—f#—RE) —N— (1H, 1H, 2H, 2H, 4H, 4H,
5H, SH—3—&#— &R T=KE) — K&

30 g (49.24 mmol) SEHES 3a HIFREAL A YA ARTE 300 mi MOk
WP, RERM3Iml$ 10MBR_FER (EEERmT). [FEH 16
M. WHIZE 0°C, #0200 ml R, REASERET. BEYK

37



00805415. 0 oM P E29/67m

A 300 ml Z&¥/50 ml 10% HRAKBFBEREY S, FHZE S0CTHH 10
M. ESHERETF, REWEMRL 300 ml i SHUBEULPKERT,
RISA 300 ml H-EWRRIVNER=K. EHRRELTHRENME K
BERRETF, REEERKELEEIHREY (H3hH: —RFR2-RA
BE=20: 1).

FEER. 2609 g (ERER 89%) KWEEEE

TCESHT:

W&, C3228 H3.05 N235 F54.25

szl C32.12 H3.21 N218 F54.09

01, 4, 7—= (RMPE) —10—[ G—EF—4—HAR-CHE—5—3)
—®M—N— (5—BE—3—#&—- %) —N— (1H, 1H, 2H, 2H, 4H,
4H, S5H, SH—3—#Z) —2Ft=KE) —BEK -1, 4, 7, 10—
BRF+ 5, 4B

10 g (15.88 mmol) B 10—[1— CREZEFEFBRE) —LE]—1, 4,
7, 10—NERF+=45—1, 4, T-=ZEHELEEWRK 1.35 g (31.76
mmol) EALEZE 60CTEMBT 100 ml —FETHF. BHE 15C, #
7N 9.45 g (15.88 mmol) SEHEG] 3b HIARELAY. BiHE 10 409F, R
BN 742 g (30 mmol) By 2—ZEAE—1—-Z8ERE—1, 2— =&
HEN . ZEZBTHEEE 12 /M. HZEEHBIZE 200 ml AEE/1300 ml £
BHESYT, REESHETHE 2 Arf. SEBREY, BIERE
HEZEIKBEYT, RIGERR RP—18 B#TE %S (Fshil:
D48 i/ 7, B 17K M BB ) o

R, 16.10g RRER 84%) MER. EREMAK

KEE: 5.7%

TCESHT GEXN T RKYIRD:
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HE:. C3483 H3.84 N69 F26.76 Gd13.03
scil: C34.65 H3.96 N684 F26.62 Gd1291

LHEB 4
a)2H, 2H, 4H, 4H, 5H, SH—3—8HK 2R T=HR—N— Q3=
EZE) —Bi

8.90 g (70 mmol) BIEBEEAIMNLE 30 (57.45 mmol) BJ2H, 2H.,
4H, 4H, 5H, SH—3—8Z&—28+=HRT 300 ml ZEFRT RS
WK, REEZETHHE 12 /00, RERRET. REYERE 100 ml
—EmEsS, RETF OCTHIMT 3.66 g (60 mmol) 2—EHZEZEEM 6.07
g (60 mmol) =ZJEFE 200 m! L FRsEP RN . 7 0CTBER 3
B, REFEZETHEE 6 . %0300 ml 9 5% EBKER, FH7un
B 15 . SEEHE, ERRELTR RERZRRET. B
WWZEERER EHTRIES S (KahH: —EP5R/RE=20: 1),

PEEE. 28.90g (EB{ER 89%)

TR

HE: C2975 H2.14 N248 F57.14

sEfl: C2961 H229 N237 F57.01

b)N— (2—BXZE) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H, SH
—3—ER 2R T=RE) —B&

28 g (49.54 mmol) SCHEHI 4a IR A YIHEAELE 300 mi [N ERR
i, REHEM3Im §10MBRE_FER (EEARMET). EH 16
M. WHIZE 0C, N 200 ml FEE, REEZRRET. REUX
A 300 ml Z /50 ml 10% EBMKEBIBEY P, FHE SOCTHH 10
M. EBERETF, REWERTE 300 ml B S%EELBKERT,
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MIEH 300 ml W-MPERSNER=K. EHBRELTRENE K
SERRET, REERRLAESBEREY (WA —KPR2—W
B=15: 1).

g 25.12g (EWMEM 92%) KEAEHE

TR GEXFILAKYR:

WE: C3050 H256 N2.54 F5859

s£ill: C30.32 H271 N248 F5843

o1, 4, 7= (RMEE) —10—[ G—FH—4—HR-CHKr—5—F)
—B—N— (2—B%Z%) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H,
SH—3— %) —2F+=KE) —BK-—BEK—1, 4, 7, 10— DR
B+, LEEY

10 g (15.88 mmol) B 10—[1— CREEEFHRE) —ZE]1, 4
7, 10—UERF+—m—1, 4, T—-=ZRALEEW R 135 g (31.76
mmol) FALEZE 60CTHAET 100 ml —FHETERF. AHZE 15C, ¥
70 8.75 g (15.88 mmol) SEHEGI 4b BIFREILEY). Bi#k 10 28, R
JEVRIN 7.42 g (30 mmol) W 2—ZEE—1—-ZHEHE—1, 2— =&
EENk. 7EEE TR 12 /e, R ZBERIEE 200 ml AE/1300 ml &
BEESYS, REESETHRE 2 I, TEEEY, BHBERE
HBZEIKESYD, REERRK RP—18 LTS E (FshH:
VO R/ 2B 7K R B B BE )

P=E. 1681g (ERMEM %) BEE. EREHRK

KER: 72%

FTRS CGEXTTAKYBD:

WE: C34.08 H3.64 N7.23 F27.77 Gd13.52

sziil: C3391 H3.82 N7.14 F27.58 Gd13.41
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SLHER 5
a)2H, 2H, 4H, 4H, 5H, SH—3—#R—&R+=HRREK

8.90 g (70 mmol) KIEBLEAMZE 30 g (57.45 mmol) K 2H, 2H,
4H, 4H, 5H, SH—3—8&—2H+=HET 300 ml ZHFHRTHE
WA, REEZATHE 120K, EERRET. REWHERTE 200 ml
—EEES, RET OCTHERTBEAESR 2 Mi. £ OCTHEHH
4 NEE, REESETHE 2 /0. 70300 ml i S%ERBKER, 7
FABE 15 S0, HBEVHE, EHRRELTR, AEAZRRET.
BREVMERER LHTEESE (HzR: —HPR/AER=20: 1.

FEE. 27.82g (EBWRERK 93%)

LR

HE: C2766 H1.55 N2.69 F61.97

scil: C2749 H1.72 N2.54 F61.81

b) 1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—3—$R—2FT=HEKE
B

27 g (51.8 mmol) SEHEH Sa MAREIAL A YV ARLE 300 ml U ZUR
i, RETM 31 ml #4910 M BMR - RER (ENERmT). ElH 16
ANEF. AHIZE 0T, WhN200 ml HFE, REEAZHRRET. REYK
) 400 ml Z.E#/100 ml 10% thBKBBEVB AP, FHTE 60°CTHEH 10
NEF. HERRET, REYALENIB/IZBES &.

PR 26.75g (ERMER 95%) WEGEER

TR

7. C2651 H204 N2.58 F5941 Cl16.52

s£l: C2637 H221 N246 F59.25 Cl16.38
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03 6 9, 12, 15—HEMXTA%R—N— (1H, 1H, 2H, 2H, 4H,
4H, 5H, SH—3—&HK) — &R =) —BE

1424 g (50mmol) 13, 6, 9, 12, 15— HEAFTAKEBEET 0C
TRiTF 26.5 g (48.74 mmol) SLHEH 5b B EYIF 148 g (146.2
mmol) =ZMEFE 300 ml PP RSN, BRFE OCTHA 3 A
Bf. %R0 300 ml ) 5% ZERK¥SH, HFMEA 30 8. SRV,
ERME L TE, REETERET. REVERKR L#TEEIE (R
. —EBRRAE: 20: 1).

FrEE. 32.03 g (EWRER 87%) WEEHMRY

TR

HE: C3657 H400 N185 F42.75

LHl: C3646 H412 N1.76 F42.53

d)N— (3, 6, 9, 12, 15— H¥EHF+A%E) —N— (1H, 1H, 2H, 2H,
4H, 4H—3—EHR) — 2R +=5E%) K |

31 g (41.03 mmol) STHEH Sc BARERAL A YD¥EARFE 300 ml TUERR
W, ARSI 25 ml 9 10 M Bt FRER (FEMERRRET). [FEl 16
ANET, HEIZ 0°C, 0200 ml R, RERTERET. REYK
A 300 ml Z®/50 ml 10%EBUKERIBEYP, FHE A0CTHH* 8
I, EEERET, REWEMEZE 300 ml § SHEELPKBRT,
RIS 300 ml H_EBRRLSWER=R. ERRELTREIME, K
FERRET, REERKLAESIEREY (Rapfl: —KFKR2—K
BE=15: 1),

FeER: 27.68g (BEB{ER 91%)

TTEIHT:
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JE. C3726 H435 N1.89 F43.56
sgill: C37.11 H451 N1.73 F4341

91, 4, T—= (RRFE) —10—{ G—ER—4—EAR-BK—5—%)
—®—[N— (3, 6, 9, 12, 15— H#R—TAkE) —N— (1H, 1H,
2H, 2H, 4H, 4H, 5H, SH—3—##) —&R=KE]—-KEl -1,
4, 7, 10—MURHFF+ 5%, LEEY

10 g (15.88 mmol) &1 10—[1— (REEEFHE) —ZE]—1, 4
7, 10—ABRF+ =41, 4, T-=ZBRPLBEEWME 135 g (31.76
mmol) EALEZE 60°C FHAMT 100 ml —FETFRF. RHE15C, IF
¥RI0 11.77 g (15.88 mmol) SEHEH 5d MISREWEY. Bid 10 58F, R
JEVRIN 7.42 g (30 mmol) H12—ZHEE—1—Z8ERE—1, 2— "4
BEW . FESRIE TR 12 /M. BRI 200 ml PAEE/1300 ml Z
BIOBSYR, REESETHE 2 M. SEBITRY, HIEHE
HEZBIKERESYS, REERER RP—18 L TRESE (HsHH:
U0 &k / 7. B K R BB B D

FrEE. 18.05g (BW{EN 84%) WEE. ERERAK

KER: 62%

TR GEXTFIAYR): |

. C3728 H447 N621 F2387 Gd11.62

fl: C37.11 H461 N6.03 F23.64 Gd11.42

LHER) 6

a)l, 4, T—= (RRFE) —10—[ G—BR—4—HA—Chk—5—%)
—M—[N— (13—8%—4, 7, 13—_—;%3# RE) Bk, 4, 7,
10— AEFF+ 5, LEEY
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10 g (15.88 mmol) KJ 10—[1— CRPERFBRE) —LE]—-1, 4,
7, 10—NERF+=m—1, 4, T-SZBILEEWE 1.35 g (31.76
mmol) FALAEHN 3.66 g (31.76 mmol) B N—REIRHBI A 60C T
VAT 100 ml —FETHF. AHZE 15C, #4351 g (17 mmol)
KN, N—HEERIL TR, 3HE ISCTHH S M. SEFRE
SRR . TERRI PRI 14.66 g (60 mmol) K 1, 13— —FHE—4, 7, 13
— S ZRSE 2.02 g (20 mmol) KIS ZE, REEZRTHH 12/h
B, HERVEMIEIZE 1500 ml Z8¥/50 ml IE T EE, FHBiHk 30 540, T
MY E A, H7ZERER RP—18 Lt fTHREAE (JshHl: [ERKRE/
Z &K HI BRI R o

fEER. 12.66 g CEWHEM 69%) MEE. FEEBRK

KER: 3.5%

FTEMST A TR FR):

WHE:. C30.16 H454 N849 F27.96 Gd13.61

seHl: C30.02 H4.68 NB835 F27.81 Gd1345

b)1, 4, 7—= (RBPE) —10—{ G—ER—4—FR-BHR—5—%
—®—[N—4, 7, 10, 17— JUERE—14—FBR—17T—FHR—Cy—Cp—
+L8) ——+-biE) Bk —1, 4, 7, 10— ORI, L%
&Y

113 g (21.64 mmol) K 2H, 2H, 4H, 4H, 5H, SH—3—&%H—
LE+=18. 085 g (20 mmol) FALEF 4.95 g (43 mmol) K N—
PBRIBTRRE 25 CTERT 150 ml ZFEEHRF. #HZE 15T,
JEVRIN 6.19 g (30 mmol) HIN, N—ZHEEBRU_TRK, REE 15
CTFHEHE 5 /aF. TIBEW A BAR . WA AN 12.5 g (10.82 mmol)
SLHEB) 6a BIAREALSF 3.29 g (3247 mmol) =21k, REEER
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TR 12 ANBF. S EWE{EIZE 1300 ml ZB¥/100 ml AERA, FHHE30
Geh, TIEHTTEREE, HFERR RP—18 L TAENE (HshH:
VO &8 kR / Z B 17K BB B )

PeER: 13.01g (BR{ER 90%)

KER: 6.7%

TLEST AN TFEAYR):

. C3686 H430 N7.34 F2417 Gd11.77

S£l: C36.68 H441 N7.25 F24.03 Gd11.55

SEHER 7
1, 4, T—= (RMFE) —10—[ G—EBHE—4—HR—Cx—5—
—~®M—N— (18, 1H, 2H, 2H, 4H, 4H, 5H, SH—3—& & 2%+
i) BRI, 4, 7, 10—AERFTTHR, A8EY

10g (15.88 mmol) f 10—[1— (RFEEFBE) —28]—1, 4,
7, 10—UEFK+5—1, 4, T-=ZEBRIELLEEYWER 1.35 g (31.76
mmol) #EALERM 3.66 g (31.76 mmol) K N—RERHB VAL 60CT
BT 100 ml ZREWFRF. BHHE15C, HEM3.51 g (17 mmol)
MIN, N—_RHROEBRAL_T, REE ISCTHHES M. SEER
DAY BERR. 7EEBWRYRIN 8.63 g (15.88 mmol) SLHER 5b BINREHLEY)
#15.06 g (50 mmol) M=ZE, REEZETHH 12 /DI, KERT
{817E 1500 ml Z.&#/100 ml PAEA, F8EH 30 480, TUEH GTRHIE A,
HERER RP—18 LHTEREHE (JRshil: WERRM/Z B/ KRR |
B,

. 13.86g (BRMEM 78%) KR, EREHER

KER: 93%

TEMT GBS FRAKYR):
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. C33.28 H342 N7.51 F28.87 Gd14.05
STHl: C33.12 H3.61 N7.37 F28.69 Gd13.89

LB 8 |
a) 2H, 2H, 4H, 4H, 5H, SH—3—8#x &R T=HR—N— (2, 3,
4, 5, 6—HEE) —CEBEK

8.90 g (70 mmol) HEBLEEMZE 30 g (57.45 mmol) KJ2H, 2H,
4H, 4H, 5H, SH—3—8RX—2FT=HRET 300 ml —HFRTHE
WA, REESETHE 12 /0. RERRET. REYEEE 100 ml
—EFEP, RETOCTHMNT 1087 g (60 mmol) EHERA 6.07 g
(60 mmol) =ZRE#E 150 ml —H F5E/150 ml — i RBEHEA. £ 0
CTTHEHE 3 e, RIGEZBRTHAE S BT, %0400 ml K 5% EHERK
W, FHRSBE 15 8. 2EEHE, ERRELTR, REEZ
RRET. REVERK LR TAHESE (Fahi: —HP R/ FE=S:
1),

PEE: 3071 g (BWHEK 78%)

TCE S

W& C3155 H294 N2.04 F47.13

SE@: C31.44 H3.09 N197 F47.01

b)N— (2, 3, 4, 5, 6—HFERECE) —N— (1H, 1H, 2H, 2H, 4H,
4H, S5H, SH—3—ER—2RT=HE) — K

30 g (43.77 mmol) SLHif 8a HIAREW S WVERELE 300 ml PIE AR
W, REHRMSOm K I0M ik —FER (ENERMT). Bl 48
M. AHIZE 0C, N 500 ml MR, RERTERET. BREYK
A\ 500 ml ZE/100 ml 10% thEQK¥EHBAIEE Y, 37 60°CTHiH 15
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MEt. BEHRRET, REWEART 400 ml 1 5% EFALPAKER T,
RIEH 400 ml B EEBEHESBIER 5 K. EHRRELTREENME, X
SERET, REEERLAEIERBEY (FzsH: —KPRHR/FE
=3: 1),

FZE: 19.69 g (BREKN 67%) HWELEHEE

TR

HE: C3220 H330 N209 F48.11

fil: C32.05 H343 N197 F47.93

01, 4, T—= (RRFE) —10—{ G—ER—4—HR-CHh—5—)
—B—[N—2, 3, 4, 5, 6—HEEE) —2E—N— (1H, 1H, 2H, 2H,
4H, 4H, 5H, SH—3—8F 2R T=RE] B -1, 4, 7, 10—
RAF+ 5, LEEY

10g (15.88 mmol) 7 10—[1— (RFEEFHE) —ZE]-1, 4,
7, 10—UEIRH+4E—1, 4, T-ZZRRIELEEWR 135 g (31.76
mmol) FAEZE 60CTHEMT 100ml —FEEF+. AHE 15C, F
¥sin 15.88 g (15.88 mmol) SCHES) 8b BIRREIL &4, #1008, R
JEVRIN 7.42 g (30 mmol) K 2—ZEE—1—-ZEEHRE—1, 2— &
EEWK. ZERIE THEHE 12 /0. K REBIZE 200 ml AE/1300 ml Z
BEESYE, REESETHEE 2 M. SEBREY, BHERE
HBEZBIKBBEAYT, REEREKR RP—18 L#ITEELE (F3hH:
D0 e/ 7 B/ 7K A R BB B o

FER: 16.10g CGERMEN 79%) KWEE. EHKEHK

KEE: 63%

TERSH GEXT K-
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HHE: C3664 H393 N6.55 F25.17 Gd12.26
still: C3449 H4.13 N648 F25.03 Gdl2.11

KHH 9
a) 2H, 2H, 4H, 4H, 5H, SH—3—fRK—2FT=HRM—N— (2, 2
——H¥—5-BE—1, 3—dioxepan—6—%) —Bilk

8.90 g (70 mmol) HIELBLEFINZE 30 g (57.45 mmol) Kj2H, 2H,
4H, 4H, 5H, SH—3—EH—2HT=HRET 300 ml —HMFRPHE
BN, REESETHE 12 /0. KERRET. REVEEE 100 m!
—EET, REFOCTHMT 967 g (60 mmol) 5—&E—2, 2—
—H#—1, 3—dioxepan—6—EEF 6.07 g (60 mmol) =Z X7 200 ml.
—HFEEP RSN . £ OCTHR 3 e, REEZETHH S DT,
70 300 ml B9, FHFESBEE 15 Hbb. SBWAEHME, ERRELTHE,

RERZHRRET. REYERER #HTEESE (RF: —EF5%

/RE=15: 1),

FEER. 27.62g (EWREM85%)

TR

#&. C3430 H3.03 N211 F4854

S£@l: C34.15 H3.19 N2.04 F4837

b) N— (1—RBHE—2, 3—-R&EFHE) —N— (1H, 1H, 2H, 2H,
4H, 4H, 5H, SH—3—8H— 28 T=FRE) — K

27 g (40.58 mmol) SEHES] 92 RFRE/L A YI¥EARLE 300 ml TUERK
Wi, REHRM26ml B I0M Bl —FER (ST, EiR 20
M. AHIZE0C, N300 ml WK, RAERZRRET. REYR
A 300 mi ZE¥/100 ml 10% E£BKBERKBEYT, HE0CTHHE6
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Nt HERRET, REYHMIE 400 ml 1) SUERILBKEEF,
RISH 250 ml f_EPRLRER 5 K. EHRBRELTREIME E
FERRET, REERRLGESEREY (RHF: —HFHR/FE
=6: 1).

FeR: 20,09 g (BREK 81%) MEAEE

TCE D

WHE: C3144 H297 N229 F52.83

£@l: C31.26 H3.11 N2.18 F52.67

01, 4, 7—= (RRFE) —10—{ G—RBR—4—AR-CHR—5—F)
~B—-N—1—RBFE—2, 3——2ERE) —N— (1H, 1H, 2H, 2H,
4H, 4H, 5H, SH—3—&H#—2R =& B -1, 4, 7, 10—
MEAF+ 4%, L%EY

10 g (15.88 mmol) K 10—[1— (RFEEEFHBE) —ZE]-1, 4,
7, 10—-WERF+=f—1, 4, T-SZRRLEEHR 135 g (3176
mmol) FALEZE 0CTHMT 100ml ZFEFRF. AHNE15C, H#
%N 9.71 g (15.88 mmol) STHESY 9b BIAREEALE4. BiHE 10 4480, R
JERIN 7.42 g (30 mmol) K 2—ZEE—1—-ZEERE—1, 2— &
M. FEEE THIRE 12 /6. B ZEBMEE 200 ml AEE/1300 ml &
BIEEYT, REEZETHEE 2 6. SEHBTEY, BRERE
HSBZEIKHESYT, RSERK RP—18 E#TAIESE (R3HF:
DOk A/ 7. B /7K I R I BR B D

FeER. 1340 g (B 69%) ML, JELERK

KEE: 9.1%

TEST AT AP R):
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WE: C3437 H3.79 N687 F2441 Gd12.86
SEWl: C34.18 H3.95 N6.71 F2425 Gd12.70

s 10
a) ERMFERM—N—[ Q—FERERERE) — L& Bk

40 g (1734 mmol) B 1 —FEEFEREEE 22— FELIHRE.
87.1 g (173.4 mmol) KILHMEEFIHM 3542 g (350 mmol) =2
BR7E 80°C T i 10 M. AHNEZE, RBEEERKRE ERTEME
aigl (R —EELH/AE=20: 1).

e 4222 g (BWRER 36%) WELAEG

TR

JHE: C3197 H1.94 N4.14 F4775 S4.74

cfl): C31.83 H211 N4.03 F47.63 S4.63

b) £WIEEWMM—N—[ Q—&E) —ZE] B

30 g (44.36 mmol) SCHEH] 10a BIFFE &Y AELE 300 ml FEE,
RSN 5g EEAH (10%Pd/C), FEERTEREAL. TBHEN
7, HEBREZERET.

=& 2405g (BB WEBEHE

TR

WH&: C22.15 H130 NS5.17 F59.57

LHl: C22.04 H141 NS5.05 F59.62

o)1, 4, 7= (RBFE) —10—{ G—ER—4—ER-Ch—5—&)
—B—N—[ Q-2RFEHBEEE) — 78] -BK -1, 4, 7, 10
—MERF+ 5w, LEEYW
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10 g (15.88 mmol) B 10—[1— (RFEEEFERRE) —LHE]—1, 4,
7, 10—EFHF+5—1, 4, T-ZZBRAEEMRK 1.35 g (31.76
mmol) FALEF 3.66 g (31.76 mmol) K N—REIRHABT A 60'CT
YHETF 100 ml —FERTFP. AHZF 15C, &M 3.51 g (17 mmol)
BN, N——HROERL_TE, REE ISCTHME 5 M. TEHER
DAY BE R, ZEREMPERIN 8.61 g (15.88 mmol) SEHEH 10b ML E
YR 2.02 g (20 mmol) KIZZRE, REEZRTHAE 12/ K. BER
BIBIZE 1500 ml ZEK/100 ml PR, 3EBEHE 30 H4h, TRHTRME
%, FFERERX RP—18 L#fTEREAE (Wahfhl. MHERRM/ ZE/KH
RRABEEE ).

=K. 1576 g (ER{ER 86%) HEE. IEREMK

KER: 65%

TR HHFRERIR):

H&E. C30.19 H3.06 N850 F27.99 Gd13.63 S2.78

szfl: C30.03 H3.18 N84l F27.81 Gd13.50 S2.61

SLHES 11 _
a)2H, 2H, 4H, 4H, 5H, SH—3—&H#—2WT=HRM—N— Q—F
FE-REEE -2 —Hik

8.90 g (70 mmol) Bﬁﬁﬁﬁﬁmu& 30 g (57.45mmol) ) 2H, 2H,
4H, 4H, 5H, SH—3—8L—2FT=KET 300 ml —EFLRPRE
WA, REESETHE 12 /0. EZERET. ZEYHEHRE 100 ml
“HEERER, RETOCTRHMT 13.84 g (60 mmol) 1 — FEERER
——EE - ZREEMET 12.14 g (120 mmol) = ZF&EZE 200 ml & H
RREEBA . 7 OCTHE 3 /M, REEZETHH 5 /. ZS00
300 ml B9 SHERBUKEER, FRABE 15 248 2EEHE, EHRR
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B LT RREZERET. REYERR L3TEESE (HRshi:
ZHHH5/AE=20: 1.

FeER: 3330 g CGEB{ER 83%) MELEBREE

TR

. C37.84 H274 N401 F46.25

stfl: C37.67 H2.89 N3.88 F46.11

b) 2H, 2H, 4H, 4H, 5H, SH—3—&H 2K T=RMR—N—-[ (2—
BE) — 8] Bk |

30 g (42.96 mmol) SLHEM 11a BIAREL & YIEARLE 500 ml FEE,
RIS 5g EEAF Q0%PYC), HEZRTERE L. TEHEN
7, HBBRARZRERET.

=E: 2424 (EB) WEBRKE

TR

##: C29.80 H232 N496 F57.24

s£dl: C29.67 H241 N4.88 F57.15

01, 4, 7= RBRFE) —10—{ G—RR—4—ERK-CHE—5—F)
—B-N—[—ER—6—Hk—4—ER— (C,—C,,—+EH) — A
R -BiE -1, 4, 7, 10— R+ ABEY

10 g (15.88 mmol) K 10—[1— (RBPEEFEE) —ZX]—1, 4,
7, 10—MBHFRK+_Jx—1, 4, T-=ZZBRNELEEWR 135 g (31.76
mmol) FALER 3.66 g (31.76 mmol) K} N—RERHEEWELAE 60CT
VT 100 ml ZFETFP. AHZE 15C, FH&03.51 g (17 mmol)
BN, N—ZHEERL_ERK, REE I1SCTTHAES Dt S@ER
PI4YBERR. ZESEMRYn 8.96 g (15.88 mmol) SCHEHI 11b KIAREALA
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#F1 2.02 g (20 mmol) HM=Z K, REEZB TR 12 pid. BERE
RfBIZE 1500 ml Z&/100 ml AEH, FHHH 30 4480, EEBITEKE
%, FERE RP—18 LHTRIESE (Fzh: WHERKM/ LAE/KHE
Jod:ar ) D

P&, 1531 g (BEK 82%) WX, ERFHXK

KER: 64% |

TR GEXTRAYFD:

WE: C3371 H351 N834 F2746 Gd13.37

£#l: C33.61 H3.63 N8.17 F27.31 Gd13.20

SCHEf 12
a) 2H, 2H, 4H, 4H, 5H, SH—3—&#*—&F+—HR—N—[ (2—
PR — 2% B

8.90 g (70 mmol) MIEBEEIRINE 24.25 g (57.45 mmol) #J 2H,
2H, 4H, 4H, SH, SH—3—&HK—2H =% T 300 ml —HFi+
BN, REEZHRTHAE 12 M. AZRRET. REVHERE
100 ml —® B+, RETF OCTHMT 3.66 g (60 mmol) ZEEFEH 6.07
g (60 mmol) =ZRE7E 200 ml PP HIERA . 7 O'CTHHEE 3
i, MBEZE TR 6 M. %0300 ml K 5% HEKEW, HFES
B 15 8. HEFHAE, ERRELTR REAZRRET. &
BYARR TR E (W3R —EB5/RE=20: 1).

FEER: 24.86g CERER 93%) MEAEE

&S

wH&:. C3098 H2.60 N3.01 F53.09

sEfil: C30.71 H2.81 N2.87 F52.82
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b)N— (2—BEZE) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H, S5H
—3—R—2f T —nE) —B&

24 g (51.59 mmol) SLHif 122 FIAREEM & IVEARZE 300 mi JUZR
mich, REHREM31m & 10M B —FER (ENEERMEF). HA 12
NEf. WHIZE 0°C, 0200 ml MR, REEZRRET. REYUK
A 300 ml ZE¥/50 ml 10% EKEBNREYT, FHE 40CT B 8

i, EERRET, BREWIEMRE 300 ml B 5% EENPIKERT,
RISF 300 ml MM BRER 5 K. ZERBS ETHRENE, R
SERET, REERBLEEIBREY Wahf: —HFR2—-R
BE=20: 1).

REEE: 2095 g (EHREM 90%) MEREE

TR GEXTIXDR):

F#E: C3194 H3.13 N3.10 F54.73

@l C31.71 H3.31 N3.01 F54.58

91, 4, T-= (RMPE) —10—{ G—FR—4—HR-BH—5—F)
—¥—N—[ —3B%) —Z&E—N— (1H, 1H, 2H, 2H, 4H, 4H, SH,
SH—3—ER—2R+—RE-BE -1, 4, 7, 10— DEFF+"H
—{.EEY

10 g (15.88 mmol) #7 10—[1— (REFEBEFEHHE) —LE]-1, 4,
7, 10—UEFF+=4—1, 4, T-ZZEBHREEZEWRK 1.35 g (31.76
mmol) AL 60°C FHMAET 100 ml —FETRF. AHE 15C, ¥
70 8.98 g (15.88 mmol) SCHEH 12b AR EY. BEHE 10 40%F, R
BRI 742 g (30 mmol) ) 2—ZEE—1—-ZEEHKE—1, 2— =&
EEMK. ZEEE TR 12 /M, HZERMEZE 200 ml IE/1300 ml &
BIRESYT, REEZH THYE 2 M. SEBHIRY, BHEREE
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HBZEIKBRESYP, RIGERK RP—18 EHHTEIESE (Rshi:
DU IR/ Z, B /K M R R B o

PEEE. 1401 g (EWREK 83%) MELE. EREMK

TR | |

HE: C35.03 H398 N791 F2324 Gd14.79

L. C3485 H419 N7.75 F23.05 Gd14.58

SEif 13
a) 2H, 2H, 4H, 4H, 5H, SH—3—¥ R —2F+=HB—N— (3, 6,
9, 12—EHK—T=5E) —BEER

8.90 g (70 mmol) HIEBLEARINZE 24.25 g (57.45 mmol) K] 2H,
2H, 4H, 4H, 5H, SH—3—8H—2FK TR T 300 ml —EH&REF
MMWHR, REEZETHE 12 M. KSERET. REVERLE
100 ml —EEBEF, RET OCTHMT 1244 g (60 mmol) 3, 6, 9,
12— U = —+ =5 MM 6.07 g (60 mmol) =ZR&HE 200 ml — & F
FEFRWERA . £ OCTHHE: 3 /i, REEZETHE 6 Dit. FiN
300 ml ) S%EEUKEW, HRSBH 15 o8 FEEHME, TR
BT8R REETERET. REYERR LR TAESE (RshF:
—ER/AE=15: 1).

FEE: 31.61 g (EWER 90%) KNELEEH&E

TR

W&: C37.33 H429 N229 F40.40

£Wl: C37.15 H441 N2.12 F40.18

b) N— (3, 6, 9, 2—UEF+=%H&) —N— (1H, 1H, 2H, 2H,
4H, 4H, 5H, SH—3—8 2R+ —HhE) &
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31 g (50.7 mmol) SEHEHY 13a KIAREEL A YI¥SARTE 300 mi [UERR
Wih, SRIEVRIN 32 ml 69 10 M FEE RS (ZEMNERMT). Bl 16
M. BHZE0C, %in200 ml KFE, REEZRRET. BEVK
A 300 ml ZBE/50 ml 10% HEKERNBEYT, FHE 40CTHH 8
A, EERRET, REYEMRE 300 ml B SHERUAKERT,
RIEF 300 ml -SSR 3 K. ERRELTRANME K
SHRRET, RAEERREEEIEREY RIN: —HFR2—R
BE=20: 1), |

e, 28.17g (EEM 93%) WELEEK

FTEERST GEXFXAKYIBO:

S C3820 H472 N234 F4134

@M. C38.05 H4.83 N240 F41.50

91, 4, 7—= (REEE) —10—{ G—ER—4—HR-DHR—5—2)
—®M—N—[ (3, 6, 9, 12—[U%E#*) —+=#E~—-N— (1H, 1H, 2H,
2H, 4H, 4H, 5H, SH—3—8%) — 2%+ —KE-BE -1, 4, 7,
10— IEBH+ i —dLEEY

10 g (15.88 mmol) # 10—[1— (RFEEFBE) —LE]-1, 4,
7, 10—PIEF+248—1, 4, T-ZZBRNEALEEY R 1.35 g (3176
mmol) EALLEZE 60°CTHAET 100 ml ZFETFH. B#AZE 15C, F
79N 9.49 g (15.88 mmol) SEHES 13b KIAREAL &Y. Bk 10 08, R
EYRIN 742 g (30 mmol) § 2— ZEE—1— ZAEBRE—1, 2— =4
WEWE. ZEZIR THEEE 12 B, ¥R 200 mi AEY/1300 ml Z
BEAYP, REEZETHSE 2 M. SEBTIREY, BEBRE
HBZEBIKRBREWT, REFERKR RP—18 EH#HTEEL B (M3hil:
PO & kI / Z BB /7K A BB BB B ) o
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FEE: 16.13 g (ER{HRY 84%)

LR

WE: C3775 H467 N695 F2043 Gd13.01
Sij: C3791 H4.81 N6.83 F20.60 Gdl13.15

it 14
a) 2—N— (1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—3—fF 2Rt
=HE) —SE -2 TEM

F 50C T ¥ 6.523 g (40 mmol) mﬁam@zrﬂamm 320 g
(58.65 mmol) ZZHEB 5b BIIREBILAYA 24.89 g (180 mmol) FKERHF
F 300 ml ZHEPHEEA, HEZBETHHA 3 AR, 550300 ml =
L, SRHED, REEFERBBET. REVERR LET
EiESE (REhH: —EER2—ABE=20: 1.

FEE: 28.11g (BW{EN 85%) WELBEE

TCESHT:

7+, C3480 H3.24 N225 F51.98

L. C34.98 H3.31 N220 F52.16

b)1, 4, 7—= (RBMEE) —10—{ G—FR—4—ER-Ch—5—&)
—B—N—[ (HTEEREREFE) —N— (1H, 1H, 2H, 2H, 4H,
4H, 5H, SH—3—##) — &R T+=HxE]—BE—1, 4, 7, 10—
BRI+ L EEY

10 g (15.88 mmol) K 10—[1— (RFEEFHE) —L1&]—1, 4,
7, 10—ERF+"f—1, 4, T-=ZBILEEWRK 1.35 g (31.76
mmol) ALEFE 60CTHMET 100 ml —FELFT. #HE 15C,
Rhn 9.87 g (15.88 mmol) SEHEW) 14a ISR AW . iR 10 280, R
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JEARN 7.42 g (30 mmol) K 2—ZEE —1—ZEEHRE—1, 2— =&
EEk. FEERE THE 12 B . B ZBBEBEIZE 200 ml FE/1300 ml Z
BEBEAYT, REEZBTHHE 2 M. SEBUTRY, KWHLBRE
HSBZEIKRBEYP, REERER RP—18 EiTRIESE (RS
DU R/ Z BB/ 7K I R B BE ) o

=& 1664 g (HLHEK 85%)

IV i

i&: C36.04 H392 N6.82 F26.19 Gd12.72

SLH: C3592 H3.83 N691 F2629 Gd12.84

01, 4 T-= (RBEE) —10—{ G—ER—4—ER—-DE—5-%)
—8—N—[ (REFE) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H, 5H
—3—8H) —ERT=RE]-BE -1, 4, 7, 10— OERFTT5
—{.EEY

10 g (8.11 mmol) SEHEHI 14b KIAREAL S W AELE 50 ml =W LER
F, REEZRTHE 5 M. ATERET, REYARGEREK RP
—18 EBMTEESE (MzhH): NEKRM/ZRE KHBEHBEE). &R
RERETYNBSE, REWEBREKT, FA SUARLBKER
W pH A 7.2. TEWEH, HFRHEBRET.

FEE: 1048 g (EWREM 91%)

TR ST FRAY -

78&: C33.06 H328 N7.01 F2694 Gd13.12 Nal.92

STR: C33.19 H340 N7.20 F27.14 Gd13.25 Na2.00

sl 15
a)2H, 2H, 4H, 4H, 5H, SH—3—## 281+ =HxB—N— Q—8
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EZHE) —BEk

¥ 2.96 g (74 mmol) EALB (0% ZMEREEMT) 7 300 ml
D04k e o BBV INZE 32 g (56.61 mmol) LHER] 4a HINFEILED
th, HEESPFEETHE 3 M. ¥ 7.67 g (74 mmol) RZER
TEEYERRZE 20 ml WIERRM T, RERM, FHEE SOCT B S MR,
7 50 ml WHE, REAFRERET. REVERR EHTEESH

(A —EWRH2—EE=20: 1,

FeER. 23.46 g (CER{EK 61%)

TLEAHT

IH#: C3536 H3.26 N2.06 F47.54

sgdl: C35.52 H3.40 N2.17 F47.40

b) N— (1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—3—¥#—2%T=
fedk) —N—[4—HTERERE 385 —TH|-K

35.0 g (51.52 mmol) SEHEH 152 KRN S YIEAETE 300 ml (UK
B, SRSVEDN 31 ml 89 10 M B PR (FEDERRmE ). ER
16 /MEt. WHIZE 0°C, %fn 200 ml WHFE, REEAZRKET. BE
I\ 300 ml ZB¥/50 ml 10% HBKERMBED P, HE40CTH
8 NE. ETERET, REMBHLE 300 ml i) 5% EEALPHKER
d, SREFH 300 ml F-EF L AR 3 K. EMRELTHREIAE,
EESERET, REERBR LA ESBEREY (Ram: —&KF52—
AEE=20: 1).

P=E. 31.88g (EWREK 93%)

TCRIH:

wE. C36.10 H3.64 N211 F48.54

£l C3590 H3.75 N2.20 F48.71
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01, 4, T—= (RREE) —10—{ G—Hk—4—fR-CH—5—%)
—B—N—[ (HTHESRE 3% —T#) —N— (IH, 1H, 2H,
2H, 4H, 4H, 5H, SH—3—8#) —2F1+=5K#E]—B&—1, 4, 7,
10— EBRHF+ =5, LKEY

10 g (15.88 mmol) # 10—[1— GRFEEFBE) —2E]-1, 4,
7, 10—OERF+48—1, 4, T-=ZBHLEEWEK 1.35 g (31.76
mmol) ALEFE 60CTHEMT 100 ml —HETFHF, AHE 15C,
YN 10.57 g (15.88 mmol) SLHEf 15b MR &Y. BiFk 10 244,
SRIEERIM 7.42 g (30 mmol) K 2—ZEE—1—-Z8EKE—1, 2—=
S, EZETHE 12 . BEREBE 200 ml AEI/1300 ml
ZERBAYP, REEZRETHAE 2 Mt SBHTREY, HHLEE
EOBZBIKKEESYP, REERR RP—18 EH#TREAE (Fi3zh
) TSR/ B K HI BRI BR R o

PEE: 16.63 g (EREM 82%)

TR

HE: C3668 H4.10 N6.58 F25.29 Gd12.31

@M. C36.81 H420 N641 F2540 Gd12.19

d)1, 4, 7—= (RMEPEE) —10—{ G—ER 44— ER—COHh—5—=)
—B— [N— (4I—RE—-3—&# —T#) —N— (1H, 1H, 2H, 2H,
4H, 4H, 5H, SH—3—#%#) —2F+=KX) -8Bk —1, 4, 7, 10
—EHPH+ i, dEE4Y

12 g (9.40 mmol) SEHERI 15¢ HIMRBAL EERRE 50 ml =R IR
F, REEZRTHE 5 M. EZRRET, REVYREEEKR RP
—18 LHATEESE (FSHA: TUEBRNE/ Z I KRB . ER
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REAET=WNIESE, RBYEREKDP, FHH SHEFLPKER
WY pH b 7.2, TEHEE, HEBERGT.
PR 1141 g (BIRER 92%)
KER: 58%
RS GEXNTFRKIFO:
. C33.82 H349 N6.76 F2598 Gd12.65 Nal.85
SEfi: C33.95 H3.60 N6.88 F26.15 Gd1249 Nal.93

ScH 16
a) 2H, 2H, 4H, 4H, 5H, SH—3—&Hx—2WT=KRM—N— (H,
2H, 4H, 4H, 5H, SH—3—8F— 28 1T=5HE) —BE

8.90 g (70 mmol) AYEBEEAINEE 30 g (57.45 mmol) By 2H, 2H,
4H, 4H, 5H, SH—3—8H—£HT=RMT 300 ml —EFRTHE
BA, REESETHE 12 /). KZERRET. REYHERE 100 ml
—EEES, RETF OCTRMT 32.62 g (60 mmol) SEHEFI Sb ISR
HAYH 6.07 g (60 mmol) =ZEXFE 200 ml —HF T HHEMA. &
OCTHEH 3 i, RIBEZETHHE 6 /BT, %0300 ml B9 105 B
KEW, FR4BHE 15 28 2EEHME, EHRRELTR REE
FREET. REVERRLRTEESE (R —EF5/AE
=15: 1) |

. 52.87g CEWMER 91%)

TLESHT:

WE. C2850 H149 N1.38 F63.87

Stfl: C28.65 H1.61 N1.50 F64.01
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b) N—— (1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—3—8# —2R
+=5E) —

52 g (51.42 mmol) SEHEHI 16a BIFREEAL A YHEARTE 500 ml PUZR
Wik, RETHM 31 ml 10 M MR —REGR (ZERERMEF). Bl 16
ANEF. BHIZE 0C, 200 ml PR, RERZRRET. REYK
A 400 ml ZE¥/70 ml 10%EBKEBNBEYT, H7E 0CTHH 8
M. EBERRET, REWHEARTE 400 ml K 5% EELHKBERT
RIEH 400 ml M- HES PR 3 K. ERBRELTRANE B
ERRET, RAEERKLGENEREY (W3l —HFHR2—R
BE=20: 1).

e 47.18 g CGEWRMERY 92%) MEAEE

pin Tt |

. C2890 H1.72 N140 F64.77

S@l: C30.03 HI1.81 N1.55 F65.00

01, 4, T—= (REEE) —10—[ G—FH—4—ARA—CHK—5—F)
—M—N—— (1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—3—HZ2%
+She) —BEERI—1, 4, 7, 10—HARRFT TR, LREY

10 g (15.88 mmol) K 10—[1— (RPEEEFERE) —ZE]-1, 4,
7, 10—UERF+-5—1, 4, T-=ZRHELEEHR 1.35 g (31.76
mmol) #ALLEZE 60°C F¥AET 100 ml —HETRF. AHZE 15C, F#
¥ 15.84 g (15.88 mmol) SLHiFI 16b MARBHEY. BH 10 2%,
SRIGVRIN 7.42 g (30 mmol) K 2—ZEE—1—-ZEEKRE -1, 2— =
Sk, ZEZBTHEE 12 M. B ZEREEZE 200 ml FE/1300 ml
ZBEASYY, REEZETHHE 2 M. SEHTRY, BHES
ELBZEIKNESYT, REEER RP—18 E#fTRESE (W3
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. DOk Z B/ KM BRI BED .
FEE. 20.95g (BWR{ER 82%)
TCR S
HE. C32.10 H282 N522 F40.14 Gd9.77
sEdl: C29.87 H291 NS5.09 F40.28 Gd9.98

SEHER 17
a)2H, 2H, 4H, 4H, 5H, SH—3—8# 2R T=HER—N— (5—2
B—3—Hp—RE) —BE

¥ 2.80 g (70 mmol) EALH (0% EMMHZEREHMT) 7 300 ml
P04 Rk P ROV IR INTE 32 g (52.521 mmol) LY 3a KIREILEY
, FERSPFERTHEE 3 M. % 9.68 g (70 mmol) RZEH
TEFSARLE 20 ml TERRM T, RERM, FFE SOCTHHE S M.
050 ml M, REATRRET. REVERR LB TAESE
(FEhF: —EBH2—REE=20: 1).

FER: 1931 g (BWER 59%)

TLE A

. C3276 H291 N2.25 F51.82

s£@l: C3298 H299 N236 F51.98

b)N— (3, 6——##—pBi¥E) —N— (1H, 1H, 2H, 2H, 4H, 4H,
5H, SH—3—&R—ERT=FRE) —& |

32 g (51.34 mmol) SEHEG 17a MAREEAL S YIS ARTE 300 ml POERKR
Mg, AREHM31m K 10M R -FER (ENEKRES). B 16
NEF. AHIZE 0T, 200 ml MEE, REETHRET. REUK
A 300 ml Z#¥/50 ml 10% HBKEBRBBEYT, HE OCTHH* 8
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NN EFERRET, REYEERTE 300 ml 9 5% EENPKEBF,
REF 300 ml BoEEESPIZER 3 K. ERBRELTEAIM K
FHBREF, REEER A ESEREY (REF: —EFR2—R
B=20: 1). "

FEER: 2847 g (BBHER 91%)

TLEAH: _

H#. C3351 H3.31 N230 F53.01

stil: C33.63 H341 N221 Fs52.87

01, 4, T—= REBRFEE) —10— G—-FR—4—ER—BhHR—5—%)
—M—N— (3, 6——#%) —F%—N— (1H, 1H, 2H, 2H, 4H, 4H,
5H, SH—3—H#x—4F+=HKE) —BK -1, 4, 7, 10— HERR
+=5, LEKED

10g (15.88 mmol) B 10—[1— (REERFHE) —Z#)—1, 4,
7, 10—UERHF+—m—1, 4, T—=ZZBRIELEEWR 1.35 g (31.76
mmol) EALLETE 60°C TEART 100 ml —FETFRF. AHZE 15C, F
VR0 9.68 g (15.88 mmol) SEHEBI 170 BIAREMLAY). Bisk 10 48, R
VRN 742 g (30 mmol) 12— ZHE—1-ZHEHRE-1, 2—°&
mEnk ., ZERETFHE 12 /M. HZEBRIAEEZE 200 ml FE/1300 ml &
BEESYT, REEZETHE 2 M. SEHURY, BHERE
HBZEBIKNRESYSH, REERE RP—18 LH#TEIELE (RBIH:
0 4 Fe s/ 2, B 1 7K ) R BV BB B

. 16.09g (ERER 83%)

TEST |

WE: C3541 H396 N6.88 F2645 Gd12.88

st €35.57 H4.11 N6.72 F2658 Gd12.97
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SEHif) 18
a) 2H, 2H, 4H, 4H, 5H, SH—3—8F— 2R T=HEMR—N— (TH)
_m . .

8.90 g (70 mmol) AIEELERINAE 30 g (57.45 mmol) HJ 2H, 2H,
4H, 4H, 5H, SH—3—8#&—2FT=HRT 300 ml —HFHETHH
WK, REEZETHE 12 . AERRET. REYEHFE 100 ml
—EELH, RETF OCTHEMNT 6.07 g (60 mmol) IECHEH 6.07 g (60
mmol) =ZEEZE 200 ml —FHFFHERN . 7 OCTHH 3 I,
RISTESTR T HEEE 6 /Y. R0 300 ml B 5% EBAKER, HRLBH
15 4+6h, HEEHHE, EHBRELTER REEERRET. BREY
R ETEEAE (R3hH:. —EPHR/AE=20: 1.

P 30.95g (EiB{ER 89%)

TCE

J&. C3572 H3.33 N231 F5335

sEdl: C35.60 H345 N243 F53.63

b)N— (2#&) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—3—¥
H—2RERE) K

31 g (51.21 mmol) SEHEH 18a BIFREEIL A YIS AELE 300 mi TUZERR
Wi, REHFEM3Im B 10MBR_FER (FENERRT). Bl 16
B, AHIE 0T, Wi 200 ml MFE, REXSERET. REWK
A 300 ml ZE/50 ml 10% thBRKISBEIBE YT, FHE 40CTHH 8
M. EERRET, REWIHEMLE 300 ml B 5% EELAKBBRT,
RER 300 ml M_ERHRLHER 3 K. ERRELTRANM K
FHREET, REEERLAESEREY (FshF. —HEKE2-R
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=20: 1.
FrEE. 28.16 g (ER{EN 93%)
FLRAHT:
HE: C3656 H3.75 N237 F54.62
Scl: C3640 H3.82 N227 F5481

91, 4, T—= (RBEE) —10—{ G—FR—4—HA-CHR—5—&
—®—[N— (2%) —N— (1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—
3I—H R =RE B -1, 4, 7, 10— EEGRF+ "5, &
&eY

10 g (15.88 mmol) # 10—[1— (REEEFBE) —LE]—1, 4,
7, 10—MNEEHF+=%K—1, 4, T-=ZBRELEEP R 1.35 g (31.76
mmol) FULEZE 60°C FHART 100 ml —FETRF. BHE 15C, ¥#
0 10.98 g (15.88 mmol) SCHEG] 18b MR EY). B 10 77-4F,
RIS 7.42 g (30 mmol) #) 2—ZE8E—-1—Z8EHRE—1, 2=
SEEm. EEE T 12 /M. B ZEREBEFE 200 ml KHE/1300 ml
ZBHRESYT, REESE T 2 A8, SBHTRY, KILER
EOBZBKKESYT, RSERR RP—18 L#TEELE (3
. DOEBk/ Z B K I B D

FFE: 16.29g (BIMEK 84%)

HE. C3694 HA419 N699 F26.85 Gd13.07

Sfl: C37.18 H431 N7.18 F26.67 Gd13.19

scHtifl 19
a) 2H, 2H, 4H, 4H, 5H, SH—3—EF—ERT=HM—N—[ (10—
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BTHRERE) —RE) B

8.90 g (70 mmol) FIEIEEE AN 30 g (57.45 mmol) H12H, 2H,
4H, 4H, 5H, SH—3—8&—2H =BT 300 ml —HFRTHE
W, REEZETHE 12 /8. REERET. REWHERE 100m!
—EEED, RETF OCTHMT 1545 g (60 mmoD) 11—&E—+—
Jam i T 2B H 6.07 g (60 mmol) =ZMEFE 200 ml ZF R HIEH
i, ZE OC T8 3 M, REESRE TR 6 Mif. ¥N300 ml BYS
o KIS, FHRABHE 15 2. SEEHNE, ERRELTR
REASERET. REVARR EHTEEAE i KPR
/FE=20: 1.

FEER: 42.04 g CEWR{ER) 92%)

TR

8. C4258 H476 N1.84 F4241

sefl: C42.74 H490 N1.73 F4261

b) N— (10—HTHRERE —FH) —N— (1H, 1H, 2H, 2H, 4H, 4H,
5H, SH—3—8#x—2Rt=5nE) —K

39 g (51.21 mmol) SCHEHI 192 BIFREEAL S YI¥EREZE 300 ml TUERR
mich, MRS 31 ml § 10 M TR FER (FEMERRMEF). [Eli 16
AN, AHZE0C, WiiN200 ml MEE, RAEREREET. REWK
A 400 ml ZB¥/70 ml 10%HBAERBEEY P, FHE 4OCTHHA S
M. EBRREF, REVEMRE 350 ml 1) SUEFMHKERT,
RS 400 ml M-EPES DR 3 K. ERRELTREENME K
SHEEET, REERBELAESBEREY Rz —HFHR2-R
B=20: 1).

FEE. 3484g (BWREM %)
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FTCRIHT:
WHE. C4338 HS5.12 N1.87 F43.20
S£fj: C4322 H523 N1.96 F43.33

91, 4, T-= (RBEE) —10—{ G—ER—4—EA—-OH—5—3)
—B—[N— (10—HTEERE) —%#E—N— (1H, 1H, 2H, 2H, 4H,
4H, 5H, SH—3—8H—2F+=RE] B -1, 4, 7, 10—HUX
#F+"k, LY

10 g (15.88 mmol) 1 10—[1— CRPERFHE) —ZE]—1, 4,
7, 10—UBFF+5m—1, 4, T-ZZBRILEEYWR 1.35 g (3176
mmol) EALEZE 60CTHEMBT 100 ml —FETRF. AHE 15C, F
Vi 11.87 g (15.88 mmol) SCHEGI 19b MARELEY. #E# 10 789,
RIEEM 7.42 g (30 mmol) B 2—Z8E—1—-ZH8ERE—1, 2— =
SEnk. EEE TR 12 /M. BiZERMEEIE 200 ml FE/1300 ml
ZBBEAYP, REEZETHN 2 M. SEETRY, HLER
EOBRZBIKHBEY S, REERER RP—18 L#TEESE (s
F. PO/ ZBR/ KM I BR B D .

PEE: 17.92g (BWAER 83%)

FTEMT GEXNTFEKDF:

HE. C40.65 H489 N6.18 F23.76 Gd11.57

Sfl: C40.81 H499 N632 F2394 Gd11.73

d)1, 4, 7—= CRERFEE) —10—{ G—ER—4—FER-CFE—5—-8)
—M— [N— (10—®R%) —%E—-N— (1H, 1H, 2H, 2H, 4H, 4H,
SH, SH—3—8%#) —&R+=E] -8k —1, 4, 7, 10— HERH
+=5, d%EY, Mi
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12 g (8.83 mmol) LHEF 19¢c BIARE & YIEERRTEE 50 ml =ML
h, REEZETHHE 5 M. EZERET, BREYREERER RP
—18 bRHTRESE (Fshil: MEmkm/ ZRKEREHED. HK
WHEASFYHENE, REYBRIEEKT, #HH SHEEULRKER
4 pH A 7.2, LEER, FHERET.

PR, 1248 g (BR{ER 92%)

KEE: 62%

TR GEXTRAYR):

W& C3807 H434 N6.34 F2437 Gd11.87 Nal.73

scfll: C37.89 H444 N622 F2451 Gd12.01 Nal.sg0

s 20
a) 15—%¥%—3, 6, 9, 12, 15— HAERF—+AKRR—N— (1H, 1H, 2H,
2H, 4H, 4H, 5H, SH—3—8#) —&R+=KE) —BE

8.90 g (70 mmol) HYEBLARINLE 19.67 g (5745 mmol) &) 15—
EE—3, 6, 9, 12, 15— HAHF—TAKERT 250 ml —EFRTHE
BN, REEZSETHE 12 /M. BEERET. REYWHEMHE 100ml
—EERS, RETF OCTHEMT 32.62 g (60 mmol) 1H, 1H, 2H, 2H,
4H, 4H, 5H, SH—3—8 & — 25+ =Bk 6.07 g (60 mmol)
ZZBRE 200 ml —EPHRFHERA. EOCTHHS M, REEE
LT BEEE 6 T, VI 300 ml B0 S% SBUKNT, RS BHEE 15 240
SHBEEVME, ERRELTER, RASETERET. REYEREKR LS
ITEESE (H3hF: —ERR/AE=20: 1.

PR 4491 g CEREM 85%) MEEEK

j—uiﬁﬁ:
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8. C41.89 H4.12 N1.68 F38.84
oHll. C42.02 H425 N1.83 F39.07

b)N— (15—%%E—3, 6, 9, 12, 15— HERA—TAkE) —N— (H,
1H, 2H, 2H, 4H, 4H, SH, SH—3—SRE&MT=5HE) — &

43 g (51.72 mmol) CHE% 20a BIFREEAL A YPHEARFE 400 ml PUSRR
mch, ARSI 31 ml B 10M MR —FER (ZEMRZRRREF). Bl 16
B, WHIZE 0°C, Wi 200 ml BB, RERZRRET. REYK
A 400 ml Z.B/50 ml 10% BUKE BB EY D, FHHE 40C TR 8
M. EFHRRET, BREWEMRE 350 ml 1 S%BELAKERT,
RIEF 400 ml R-EEHRSBEN 3 K. ERRELTERIME, K
SHRET, REERBRLEHSEREY HHHN: —KFH2-H
BE=20: 1)

P=E. 39.32g (BWEK 93%)

TR

. C4260 H412 N1.68 F38.84

. C4245 H423 N1.57 F38.99

01, 4 T—= CREFE) —10—{ G—ER—4—ER—BH—5—%)
—BM—[N— (15—%%—3, 6, 9, 12, 15— AfH) —FARKE—N—
(1H, 1H, 2H, 2H, 4H, 4H, 5H, SH—3— &%) —2&mMT=5K#]
—Bit —1, 4, 7, 10—ARMF+ i, LEED

10 g (15.88 mmol) # 10—[1— (REZEFHE) —2E&]—1, 4,
7, 10—NEHRF+45—1, 4, T-ZZBRILEEY K 1.35 g (31.76
mmol) EAEE 60CTHMT 100 ml —FEEPF. AHE15C, H#
R0 12.98 g (15.88 mmol) ZZHEH 200 MBS . HEHE 10 455,
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RIBHI 7.42 g (30 mmol) K 2—ZE8E—1—ZEEHE—1, 2—=
k. EEBE TR 12 . FXEREAE 200 mi FHE/1300 ml
ZEBRAYT, RABEZETHSE 2 M. TEHBITRY, BEER
ELBRZBIKNEAYT, REERR RP—18 LHITAEIHE (K3
7. PSR/ Z 8 KB EEIBE D .

FoEE. 18.84 g (FER{HA 83%)

TLEAHT:

WE: C4034 H451 N588 F22.60 Gd11.00

Scfil: C40.50 H4.62 NS576 F2273 Gd11.16

d1, 4, 7= (BRRFE) —10—{ G—ER—4—HA-CH—5-&)
—®— [N— (14—8B%-3, 6, 9, 2—%H —+HmE—N— (1H,
1H, 2H, 2H, 4H, 4H, 5H, SH—3—5#) —28+=RE]— Bk}
-1, 4, 7, 10— UEFF+5%, LEEY

12 g (8.40 mmol) SEHEH 20c HIMRBILEYERRLE 150 ml FEES,
RIBHRIN 1.0 g WAL (10%Pd/C), FEZETEMALR. HEH
BALH, RERBERSHEET.

FEEE. 10.13g CGEBER 95%)

TR

. C38.80 H461 N1.10 F2545 Gd12.39

S£l: C38.87 H4.73 N1.20 F25.58 Gd12.50

LR 21
LR 4c F Se KI{LEY5 Dy-DTPA HIEARTE

FH=R 350 g K#EYE (Schering-SPF) ARMEXNRRZY. RIE
Rk N 25 0.33—0.37 ml (ZFFER THRE 100 mmol1) LATE
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BAEE: SAeREENiLaYS (Dy-DTPA) MRREME | HHIR
o4, BZEFEE R TER 1001 mol ) Gd 5 Dy BATHE. &
3 A Eh K P RIS E LA T R R SREUMAE: 1. 3+ 5+ 10+ 15+ 20. 30,
45. 60 90. 120 minpi.. ZEFTBRmEES, FHEREFREEEE (CP
_AES) EAMERAMERATE (Gd) 8 (Dy) HIRE. BEAR
bR AR RN EE TLREEPRERLEY (& Gd
AESENLAYWES S Dy TR Mtsl. ERREERM (Topfit
) mIBORETHE « — R B —£FH. AHFRURSHEER. X
wEEEE N TR FEELEAZRTHLEY. HETRIMHL
B LA B T ER -

8. EFRAERNNE, SARsMERH (Dy-DTPA) Mk, &£
SUSEIALAY CEHIB] 4c 5L Se PR HAIERHMBRE.
EWHE, SRE1RH2:

1, BE 1 BRTERKE (n=3) BKKSZ 100u mol BA
FAERRRE, Gd (ZHES 5o LRmENLSY)) M Dy (Dy-
DTPA) RIMLMIRE GUERI%).

% 19, ERAKR (n=3) BKNSAZ 1001 mol BATEERN
NEE, EHf Se)f1 Dy-DTPA [WZERBN %S (M%) WTPR:

v B B ZE63/67TH

x 1
Se Dy-DTPA
a—t,, min 3.77+ 0.75 2.19:+ 0.59
B —ty, min 102.29 + 24.48 62.59 = 37.47
Vdss L/kg 0.16 % 0.03 0.29+ 0.09
BEBER mY/min * kg 122+ 0.05 424+ 1.52
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wooB B ZEe4/67TH

B2 BR2ERTERKE (n=3) #EKRLZ 1001 mol B4
FFRERFIRE, Gd (CHER 40)MEEREENILEY) M Dy (Dy-

DTPA) WIMLBIRE (FHEH%).

& 2
4c Dy-DTPA
a—t, min 1.01+ 0.32 0.89 % 0.32
B —t,, min 79.68 £ 12.26 2137+ 2.18
Vd ss L/kg 0.12% 0.00 0.15+ 0.03
EIEERE mV/min * kg 1.14% 0.19 5.77+ 1.08

EEKR (n=3) BRALY 1000 mol BAFBENFERE, L
HEB 4c)f1 Dy-DTPA KZRFN AESH (MFK) R 2 Fi7R.

EEARENLAY CHH 4c 1 Se FRLAY) EFERMMmM
BORE R, 5 Dy-DTPAHLL (BRER 1M 29K Vdss) BFEERE
PMZTER, HRER, XEELRRENUEYALR Dy-DTPA
FARELEANZE (ME) URARSNEE, 8RB BE
mMERZEF GEFHRERER). BE, S4£fRENLAYM MR
ETE, BHRIERES —FEHERAIimA (blood-pool agent)
HEEE. SERARENLEYHN B MLBIFERENEE/NF Dy-DTPA,
X 2R BE AR X B B T R

LB 21 PHRIANEEFRENLEY LB+ EE B0 RGE
i'¥), {82 Dy-DTPA KI4E s AR M 2 A EH7 .
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SEREG] 22
BRI ESRE

B 2 B IK B, (5E4 Freund 457, ZEARZE L. THA51% 0.1 ml
im; SHWBYREE 2 B) ETLRE (10umol BABARKE, 5
JR s.c.) J3 30 1 90 FHAAA RN E LB RENLESYE=NEL
WELY (B(popliteal). MMM E) FHMELRE. FEHITH,
BEWTER (fEF ICP—AES WsEsLRE):

YR | HEEER EENELHE LY F 4L A R 1 mol]
At 8] (%7R/ig AR
] B i 1e0] BE
7 30 4+4# 452 1 moV/l 181 » mol/l 228 1 mol/l
13.1% 52% 6.6%
6b 30 4+ 442 1 mol/l 339 1 mol/l 322 1 moll
12.6% 9.6% 9.1%
Se 30 244 581 1 mol/l 166 1 mol/1 111 ¥ mol/l
16.9% 48% 3.2%
3c 90 4+4F 346 1 mol/l 184 u mol/t 171 1 mol/1
10.1% 54% 5.0%
L 23

FIRRGHERAEHIMBLEEE (MRT)

34 BRTR. MBRAABRENREEEL TS (KR, BI)
LG Se (B 3: ERH 3 MEH 4) BELHES 3c (B 4. BR 5 8
F6) MR (EFERTALE 10umol B Gd BAFTEE) 287 (B
Fr3: BiER) URZE 155K 30 24 (BH 4) B MR B%. T, i
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MIBRREEI IS (TR 10 ms, flash outphase, TE 5ms, a40°) RS
AU E TR BRAEL, EHEAN (FL) HEKREBEFHRY

{5518,

SCHES) 24
FEH WA AR SR RE
EBRRNF s.c825 100 mol MBLEAFKER, EARKKIE
FRE BT WALRRE.
491 R S e EHBA O AL R RKY%)
30 min p.i. - 90 min p.i. 7R pi
7 54.2% 36.8% 13%
6b 66.4% 26.1% 0.6%
Se 8.5% 94% —
3c 6.5% 49% 1.7%
SR 25
s RN EEENNRELN

FEL T KR, (5E42 Freund %51, £EHMEAE L. THRS 34 0.1 ml
im; SHUEWE 2 A) KENETERE 101 mol BEELFTHE

B, BEAE T RAERFURENRDHERREE.

s ) ERRETHLIE (AL
i} il i
7 62% 02% 0.0%
6b 1.5% 0.1% 0.0%
3¢ 1.3% 0.1% 0.0%
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SCHERY 26
A RBUADR RIS
Y Rk 7£ 0.47 T 1 37°CETE R1 [L/mmol * sec]
K Mm%
7 18.1 21.0
6b 11.6 133
Se 12.4 30.3
3c 14.0 21.0
lc 13.8 25.7
2c 11.8 19.6
4c 14.4 219
10c 21.6 27.8
Lt 27
FRBLSRHEEE
W) IR <L LD50 (mmol Gdkg 4 E)
2c 3
3c 8
4c 0.3
S5e 15
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R
N

Q11 T r - T 1 T ] 1
0 15 X 46 0 B 0 1B 120
i 8} [rin]

HR2
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A3 B R4

79



00805415. 0 L R 5 H4/400

R
N

B RS BH6
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