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Blde, TREGHERFE, FTHEA: T£ KRATHE, (&
TERANRFREABORTARER, I TALIABAMBGTFRERE
) A THER, MOERAS, W TEREXKRENRFABRGT
A, CEAIRTEE, ATHEHEGTEE S THIAD, iy
o, TARTE, XAFAZARTE, RTEAPFAR, F7
A LR (R RY FIRE G —EN 5k

ARIEAKXR, Kt RBEBRENRPREFTHNRFEITE
A e A

KAMZPRERELALBEHT ARG HFETRES
HPAAEFEPE, XE20-FPEAIN-F¥EAE (OG- G) R
ERFERE, RAKEN -FPEEELE (- G) 4Rl fFalt,
o X FELK,

et (1) TOERQAMBEHNEAXRSALECHESAHBEETE
Ae Hl ey AR KA.

XOL) e FRHBIAMBETRA, RAREBRELKTE
Ao/ R B R A TREAKE S - T - ZAHER.

AP REBRREAGETF &% - 2 -8y 545 LH RAEELHX
(1) b Ahikkegidd.
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AL ZAPRAETS S EFREAKRTFRCEEBL R K
286X (1) i,

AP RARXAKFTRAEALRAKEETERI -ELHFTARE, =
LEBKE BRAEEATFHREAPBRTEERAFHRAAX (1) 449
Akikegied, R, FHRBEFRAAET 2 - £ L654400%.

RAHKEGZE P Cy REFKCKE-0-T - ZAHEFAHAEIR
CRPHTTFEERTH 4 -2 LBX (1) 4ud%.

AT XA E, FHHRKEH:

O-T-2
T o)
W (.n
R3

E¥ R, R, Re, W, THZHEXE (1),
FAFAMELET XNEWAKLE, BRI RKEH:

(1.2)

18
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‘ﬁ\—“PR" R37 R“’ w: T#Zﬁiiﬁﬂﬁ]( I). ‘
AT XM AERLE, EMNLHK AL

so, (1.3)

AEFR, RFRAZLWA (1), TREA(CG-C) BREAB IR
EEA, 2 -BRACESRE, 2- (2-%%) CARACAEA, B
LR F W

#t—F kit T XA E, BRI AKEY:

(1.4)

CONHC(CH,),

E¥ R, THRIHEZNWE (1),

AP LA R ZaiX(1.1), (1.2), (L) A.HLESHE
HIAhKixedib o, RSP EN it oK% A Kk
i E Y.

19
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KRk, EX(.1), (1.2), 1.3)F 1. 4)KsHd:

- RRERBRTRTAE,

- TRE(CCG-GIEREHIREZAE, 2 -BATERKAE, 2
- (2 -8%) CAEATERE, SHhEIKE

RAEEZ L TFHX (0.1, (1.2), (.3)4sd, L+

- RREZRTFRTEAL;

- BREEARTEL;

- RARETFTEREE, —CEKRAE BRAEAEREAFPHESPRTERE
Vb,

FEEFTRE (G- GRRE) AR LRKERRK, 2 -ERT
AEEE, 2- (2-8%) CEATKARE, GHAREEGLESY.

AREKEEF Cy REFKCHKEO - T - ZAALETHREFRTKE T
MsTFEHE 4 - EaX (D), (1.1, (1.2), (1.3)F(.4)1s,
Fr R A2 T 7 40é-:

SR -3 -¥-[4- (2 -HHKRCAL) KR -1 -[4
- (N-BRTEEAFEL) - 2 -FEEAESBRL] &5 - 2 -
BRl;

*S - CEE-3-¥-[4- (2 -RACTER) FOBE]- 1 -
[4 -~ (N-BRTEREFHL) - 2 - FPAREEZBRE]I —S9%- 2
~ &;

5 -THEAE-3-HE-[4- (2 -(N-FE-N-Q-BREATH)
FR)VCEE) ORI -1 -4 - (N-RTEEAFERRE) - 2 -
HEREAXBEBE] — SV % - 2 - 8;

S -CRE- 3 -E-[4 - (2 -BHRKRCAR) K] - 1
-4 - (N-BTHEAEFTEE) - 2 - FPRAFE] —E%I%- 2 -
&;

S -CZHRA-1-4- (N-RTEAEAFSL) -2 - FEL
Fapgek] - 3 -8-[4 - (2 -BhRTEAR)ZFROUK] - —&93%
-2 - B

S -CHRA-3-%- (4 -BAVERRTE) -1 - (4 -

20
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N-RTERKEAFHRLE- 2 - FAEAXS®BRL) —&74%- 2 - &;

*5 -ZAA -3 -8-[4- (2 -GHRRZAEL) FOLR]- 1
- [4- (N-REEZEKEFTHRE) - 2 - PREEEHBE] —S735% -
2 - B;

S -CZEA-3-F-4- (2-BRATER) KK -1 -
(4 - (N-®BEXEXZEAFEBRE) - 2 - FTAEESBSL] A3 - 2
—- BF;

*S - ZRAE-[4- (N, N-—zZAKE) -2 -PEAESS
K] -3-8-[4- (2 -ZFREACAR)RTIR] —&%I%- 2 -

*S-ZERE-3-F,-[4- (2- (4-TERERTFR)TEA
Eriyzerl-1-4- (N-&RTEARLATHRL) - 2 - PAREA XS
BER] — & - 2 - &

5 - CZRE-3-8-[4- (2 -HARALZAR) FTK]
-1 -[4- (N-RTEREPHE) - 2 - PARAESBE] -4
- 2 - &

"5 -ZAA-3-¥-[4- (2-0N, -—FPEHEBRAD T
FAIREKI-1-[4- (N-KRTHAELAPERRE) - 2 - FALE
AABA] S5 - 2 - 8

S -R-3--4- (N-0C-—_FARARR ERATESRL
TEA)FRETKI -1 -4 - (N-RTEAFAFH®RRL) - 2 - FPARL
FEBK] &9 - 2 - 8

S -ZEA-3-B-[4- (2-0U-—wEAEATHREAER T
FE)RERI -1 -4 - (N-RTEAEAFEA) - 2 -FRAEE
B R] S5k - 2 - B

*5-ZEEA-3I-B-4- (2-0-RTEEN TERL)
Aokl -1-4- (N-RTEREFERE) - 2 - PAEESHABKL]
—anl%- 2 - 8,

S -ZERA-3--[4-(2-(-1L-y-BR88%EL) T
FAIRFREK]I-1 -4 - (N-RTAERAPSE) - 2 - FELEE

2
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HEBE] &R 2 - 8

*S - ZARE-3-¥-[4- (2-(-L-£58884) A
Aryzwexwl-1 -4 - (N-BRTEREFHE) - 2 - PAA XS
A AWk - 2 - 8

*5s - ZEA-3--[4- (2-Q-Q-FEXTED TEERD
CEXA)KTHE]I -1 -4 - (N-®TEEAFTSL) - 2 - FARL
¥sE] —&9%R- 2 - 8
URECHHTHAL, ENCHRKEY R LRERNESATHHH
.

AEPIASHTHEBTERE L HE.
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P A
R, OH
(v
N" o
R, |
H
R, l o
Y]
N™ o
R, l
H
e
‘ CY J>~o.1x
N™ o
R, | v
H
R, l O-T-X
(m
(1) . o
— R, |
R3
ZH y Hal-W——@R‘
Y \2‘) R, O-T-X
R, O-T-Z : A
o}
R, J\J
N
R3 l Ry .
(11B) H \ Hal-vv—@a 2 R, . X
/ \ @ m \\
u
(' B)

U
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AEPEFEX (1) uiHes8&F%k, LFEA:
1) ¥TFXsY:

EFR, R, Ri, Re, W, CyFRTHANAX (1), BEFHX
AEEEHE, wid (i, fKoh), XRARTED, FTER
BAA X PHBAL,

EREEN e —FLATEE, WEXHRTHEF, TO0C- 120CT
EXZH (1) FiaiiAHAE, AT ILHELrRAARRGERX &
EEAAAX (1) VAR, #lelbhafri HKikffE HF XK
ATERBREA, REL ZEAAMETERREE

(2) &%, %7 =- COOHA, ¥TXis:

R O-T-OH

£d#R, R, W, R, ReFeCy @ 2R (1), T'"AAT - CH. -,
5 EAH e BB EBEN R TETT 0 C- 100 CTRAE, H#&
EEEHBEIBELEIBLIEENHEBRLERE;

(3) RHFLELEEAY, Pliiitd, IBEEELE, HlikT
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BALEET, EXKEMNww Skl FETXLEH:
@ O-T-Z
H.

EFR, R, Cy, THRIGENXLRA (1),
ETFTX Q) 44HF- 40C- 25 CTRE:

RI
R,

EF W, RFRGEILLR (1), BHl KREJRT.
(4) &, %7 =- CO0HH, #£TXsd:

R O-T-OH

H (" B)
AFR, RFeCyHEXPR (L), ATRET - Ch -,
L5 & ( II'A ) $4 ( 1) 3o e RN A, G Ko BT

B4y T X B
R, @ O-T-COOH
]I N !o (1 B)

R, l
H

EF R, R, CyRTHEXLRA (1),
ARy Eadfy, 78T bk
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R, @ O-T-COOP
j N !o (1" 8P)

R, I
H

EFR, R, CyFPTHENXR (1), mPHALRARE, fo&iT
EIFANRYFE, KB, #ibsH (II"BP) 5X ( 2) 47AHI4T
%A, EREFE, FHX (1) 4o, HEEARAAMR R
ARAR A HE RS HLRE.

5% ( 11A) Fo ( 1IB ) THEBTRZE 2 G444 ( 111)
#&:

)

% : W R,
Hal-
O-T-X W_@R

R " ZH()

|-|| (1 > (IB)

et ((11A ) BHEFTET: ELEEADELH, A&
EERE, wRTEHNGET, EAXKEN _FEAIRERDEA%
W, F-40C~25CTF, #£=E%5%- 2 -8 (11]) 5585
BE (HWRKRE- SO -XAHAH), A5FERRE (WAL - CH:
- AHe) .

e (IIA) ETAEB NG — £ 708 ( 1I'A) #4&.
Blke, TIRZHEIE: XA Angew. Chem.. Int. Ed., 1975, 14, 801
T e = KR/ v WAL AR Z, & Carbohyd. Res., 1978, 61, 511 45
WRAETHZFEM/CHal) &KZE, LFHl RESE, X FELLAB
BAETEREENTESE - AREFBRBRSHE. X AR THE
4L, #lde, BB J. Chem. Soc., 1949,326 Frrik, @it 545
AL o BRLAR B, HREEEEATHALR (LY, it d. % X
RERSEH, B AAKRE FRNK, MESHEE ] Med. Chem., 1995,
38,7 130-136 PAEM A ZEALEBEAN e/ ZHETER, TAK
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it ( 1IA ) 4B ( 11'A) .

X CIA ) eeHmETRABELELEFGEESY ( 111 ) #H4R
( 11A ) FPHEHEHTRABEH —S%%- 2 -8 ( 11I') B EH
Wit R g ( 2 )RTRBE LS. ( 111')F 585K 4 B EP 636, 608
PRk AR R (e PASwaHE) BHEY (S48 IIT'P) .

54 (11B) THRTHEFERNE& AHEEN 9TV,
WEEWMKLHEY, FO0- 120CTF, RESHEARAFEEAAGHKR
Fi, %A IH 4744 (1) (HlefaSsifk) BRA=K9%%- 2 -8
(I11) PeyBALAHX.

EP-T-724/K%&-T- COOH #4444 ( 1IB) TR Lidmit
W CIMAVR (1) ZBEPHEAGFHRLELPTRE-T-CH: - #
B (II1') k414

g (111 ) R#He, FHRTARPY—F4. €MNTER
TRERERE 3 HE&:

AR 3
OH ©
R, rlu o R, T o)
H (V) H (V)
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B, —&%%- 2 -8 ( 111 ) T TFHEHNE: ALY
F, #ldedB J. Org. Chem., 1987, 52, 2594-2596 w Ffrik &4 7 ik,
FAMENFE=ZTFTREATRERERIALETEARXEARBREN (=
AF) FPE R (IV) F5, REHEBI. Org. Chem., 1993, 58,
67566765 TRk F ik, AP - BLAAMA-RTEBE=F
REBAATARI AT FERSGE (IV) £33, LB LG
& CIT'A) B ( IIA ) FFEa ek, T8 (II1) #)45:

R, S/O-T-OH
R N

2 0]
J (i

EFR, R, CyFTHiELmR (1).

Gk (IV) TEBRANRF, FMRAKBELT, 23 0850
B (V) PBERAF. ZHE&THRELS R (Synthesis), 1972, 419 ¥ Ff
R R AK T XRES T % ALETHAT.

B OV) ThoTHaed: BEBAABRERAARN 06046 4% 8 £
AR kR apegirE: (VI ) #1&, Flelk LBANE LR AL
BAEBREMN LB LB —ETR T AN AR I oW 8585
R B AT, AW KBER (1V') H4F.

BR (VD) TR FARERG) 2 FAEE TR R w Sk A5 654
RACSHHFF. XS WIET EP 636,608 32 EMH k2
5. FhetbBZP e T Xs9:

R O a
2 T 5

(XI)
T-5SCENCTAHLTERLETY, XA ELm A
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o
ot ((111') THRBTRARE 4 #14:
AL 4
R|
HO
~~
0
R,IZ)\NHNHZ * >_@< 0\_/7
(1X) ° (Vi)
R| O/\ R, o/\T
m Fo\_/-r @-\—go\/
R NH-NH -
: N R, o v

T
H
R J O-T-OH
1
() — i I l
R N

(o]
()
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AEHERE (1V) $1&4s4 (111) m#, b4 (111) Td
KGR ( IV, W= RURFRHAF, mAPorREs ( IV) Mg
BEMF ( VII) #14&.

¥R E@miiitsdd ( 114 ) BRAe4 ( 11'h) FoF ek
fik, T AERY ( 111) $#4bm ( 111) .

LR EwAE s kit ireiieed ( 1A ) 34 mdbé4 ( 1IA)
RS ARE, BdLEBREMNFERBEAETRARTFERERX
EABmARRE, B ( II1I') BTRABERET X AZELA LR
RERBE S ((111) .

4o LA, b ( 111) THARLFERABRyPGLESD
(I1I'P) . BBWERE, 444 ( 111" P ) TR i ¥ X
Al ey RGeS ( 114)

BeBAAL (V) B (IV) RS AkefH, 58N - T
-~ OHR &, TAHE (V) F&XFTESFT - CH:LH - ¢4iéB
( IV') . #J Moore R. F. %A J. Chem. Soc., 1951, 3475-3478
¥ A #) Brunner B R, @it 4R N5 AL 8L FE
T, AEEMeEak i, LTANARSGER ( VI ) EEHF4L
a9 (IV) . bR BT RAEBB Wolff J. A4 Tetrahedron, 1986,
42, (15), 4267-4272 PR F %, ARMAEEEHREN Sk P
IKERFG4EE AR, EBREEN 1, 2, 3, 4 -wEHALEK,
A&1, 2, 3, 4 -wPEEX PR

T RBBATAE ( VI ) TREBAGBREARAAT A AT
MFEEBRALETEHER ( 1X) fo58 ( VIII ) 4714544, £+
RS A Ctb X TH Qi kiE&, mE& (VIIL) &
FTABUTAA 2B, AR BELIERTFTEREAELEEAITRFT
B R LB IFmSBF. B ( VIII ) AR TH O E4HE.

SREPTRE-CHh-, Z/K4E- COOZAH, EAFLK44,
(C-C) REXRFEANALSY (1) 95 —F k034 nTX B

30



96198579. 8 oM P FE21/5T])

AP+ R, R, Ri, Re, W CyMEXLRX (1), #EHLEEHA
& 4o = 4 H 3 BB EP 636, 609 4)&-. 388 Carbohydrate Research, 1975,
44, CCr PR =R PRI LBES TR, EB2, 6 —-—RT
AR BET, EBREMN R PRIWELE T, ARREELHN,
wABI=RFRBRBES A ERTEDREH N T L8 X
CF:80:.0-CH.~CO0Alk (3) =R Foarmmbu it Lkag, L FX (3)F
# AlkRE (G- C) it

oG ETUAE LAOHEG —BE4 TRAIRIER.

B2 (11 C) THERBTHEAE S $14:
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AL S

Sy
(X1) @(

|

(1 C)

@

B2 (11 C) TaxdgEb#4isd ( XI) Riddh (V1) 4
i Aa R e 4 T AP L RF AR AES (X)) k314,

ot (X)) 8 &HeT: 3B EP 636, 608 PATRE 5k, &
P amitqie S ( IIB A (1 )Fedeibib S ( 111 ) ( 11A)
PHOLHBEHGEHT, 464 (X1) i (2) RE.

X I) e ETABICREA S 2, FHH R L-NRuCORi: K-
CONRRuFTEX S BRALGHEEX (1) bW, BB TUERY o
Bodansky M. f&£ Principles of Peptide Synthesis 2nd ed., 1993 =
Bodansky M. f& Peptide Chemistry, Springer Verlag ¥ Afif &) .4
SRR AT, Bk, REFEATHRELALART THREAY
RatAR A s KA K AR B

XN(1) REYINATERRBERBROCT EFE.

X (2) 749
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TR Ry m W&, B, EFV=--S0-ARFREXIF
(1) BEXBFBQRACoHEdE&E. Hlo, 4 - —_FRAEAXBBEE
B Sukenik C. N. et al., J. Am. Chem. Soc., 1977, 99, 851-858
PRE G R A, B, —FREBRKGERBE N iR
#Coh kg 4 - FTRAXRBAN K EP 229, 566 4.

REREXBZBRIAREEEXZRANE, AP REALEGRA
AFMESE L EREFERAR LR F.

¥:# Col. Czechoslov & Chem. Commun., 1984, 49, 1184 Jpf
Rk, EARBETHAMRAABRRGEBRTEDHE, LR
Fe AT A2 A 5 ) W AR B 0 A R AT A W4T 3.

A4 - {5 BB Y -NHCON (CH:CHy) . 5 578 8b 5 ( 2 ) T@at £
BRBAN, N-—_ZE-N-FXEBRREHE WN, N-—CTHK-N
- XA B X RS — LA RATRER SR F.

HRARRAREN -BRRGREFTEER, TULELF R AR
W N - FREATRRAGLSY (2) %4, BEadEMKE
PR, REFEMEGERSES, IFLTREENEL Y R A
PRAAESY (2 ). RE—KBdE BB X L, X%
e A 5 W 3833 3F SR AR B 6 B AT A Wb A

=B J. Heterocyclic Chem., 1986, 23, 1253 fri&, ¥ ¥kk
FTRFEMHTARAERERNFELANRAELET S S0 RE.

EFWVRE-Ch-#FRAIR o FHhchFEdes. T
Aty k¥l 4R J. V. Rajahbabu, J. Org. Chem., 1986, 51,
1704-1712 ¥AZ EP 636, 609 Pk a5 75 ik.

RARFTREESTAEYD —H TS N - GRIBABE R ARG TE
MAMRE, FHEIEP 229,566 FrE AR %,

LEERERAETARNETRELETEEMN pw fAE TR, &
R EFITEDETRAS MBI ETRAENM AL = 0L A%
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Fl R XA B L BB A&

et (3 ) WALBRREABF=ZATHRRELRLEFNES (LR
Chem. Reviews, 1977, 77).

X (D) ebPhesFad, N-Rihi S - Aithiridhbt
AXRE—3Kg, FoiBELERAEANRE, FAILAALER TR
Joit AR ) R F B W A R A6 AR A UE G X4
%

NI ) eI TOALREARAIRETRE, XEFTRASHNE
i 55T 6,8 R ARG BRATE Y R B BATE Y R o 5L B BLEE B R
B. TREGEE CHERKMABRBARAR %065 RINH B E K
B, 43R AKA AR F 6518 6B 5, T4 Wunsch E. , Methoden
der Organischen Chemie (Synthese von Peptiden), 1974, 15, band
1+2, Thieme Verlag, Stuttgart, &AM Jones J. H., The Peptides,
1979, 1, 65-104, Gross E., Meienhofer J., Academic Press, ou M.
Bodansky, Priciples of Peptide Synthesis and Peptide Chemistry,
1993, Springer Verlag.

ERX (1) REBEALERET—AREAEA, EXF (H5)
AR BTFRCMNAGAHHREE (HlomiE - 14) EHRGM
B, KBRS TA THH, RBXGDIIFHLINHA
ZHRBAAR T LKL T.

K A Lynch C. J. ¥ A4 J. Biol. Chem., 1985, 260(5)),
2844-2851 ARG 0 7 ik, RO R R AL RSBt m R F TR
VithEfolk, X—F A AR MEEAER KBS V45 L6
A JE ot e 7 0 B ety oL,

Fl4f, #BEAM T Elands J. F AL Eur. J. Pharmacol., 1987,
147, 197-207 PATEMAHER, @idAsMeR 54k X KL H &%
BB ARG RATRG B F E R MBI EHRAKT, HERLBLR
a8 (1) st E ke F otk

Rt Crause p. FAH F ik Molecular and Cellular
Endocrinology, 1982, 28, 529-541]1 2% 2 #téy Stassen F. L. FA
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#% % [J. Pharmacol. Bxp. Ther., 1982, 233, 50-541, HFAF%
REREF) TR AKX RS (1) 2 V. 2theg Tk,

AXPESHIPF MRS - Bt R 5B S SHRGLE
A, KEXRASME ICofibd ik, —A&E 10 " - 10 MEHEA.

#:B Br. J. Pharmacol., 1992, 105, 787-791 ey ik,
st iE 4% K (hydrated) X & (Sprague-Dawley & %) O ke Al X X 8i4L
L4, MEXEBULSHEtmEESKGLEIRILER. AL
Py (1) bt HANAXLFH—BEMNZNTEFT 10mg/keg &
—BMEB EAFEMER, TERAX (1 REAHHRT 5BV
FE A

AXRANSHEBEIRRAEZ, FHNERT O REFZENGAHE
T EH.

EHHEERNEFRFTEARAEAN IS ASFRES, Bt
EAEAHHIERE, SNBSS EMNYESAEIMEL.

AL PRS- DAE TREBKGEFRIFH B EE /2B HE
FERGAER., XSz F, BrmEESARRATALEAY
FARISEVEIR, FHRAEKR, BFBFHER, FAAKSAD LY
R A ACTH) B3, ErihmEAMFHAELTFEHAELRFT
KL ERETREFRLENY;, CENLTATRFEAEARTAY
abdr: B I e A %K von Willebrand 424 X Mo DA BEER £ AN,
Laszlo F. A., Pharmacol. Rev., 1991, 43, 73-108, Drug
Investigation, 1990, 2(suppl. 5), 1-47 . MEAY: BvimEF
Aol et B E AR CMEG R IR EMS TG —RRATATF, BAE
AR ALk €45 %) 4E 5% (Vasopressin. Gross P.et al., John Libbey
Eurotext $Hrg, 1993, 4532 H #9243 - 257549 - 562 . Laszlo
F. A. A= Laszlo F. A. Jr., Clincal Perspectives for Vasopressin
Antagonists, Drug News Perspect., 1993, 6 (8); North W. G., J.
Clin. Endocrinol., 1991, 73, 1316-1320. Legros J. J. et al., Prog.
NeuroPharmacol. Biol. Psychiat., 1988, 12, 571-586; Andersson
K. E. et al., Drugs Today, 1988, 24(7), 509—'528; Stump D. L. et
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al., Drugs, 1990, 39, 38-53; Caltabiano S. et al., Drugs Future,
1988, 13, 25-30; Mura Y. et al., Clin. Nephrol. 1993, 40, 60-61;
Faseb J., 1994, 8(5), A587; 3398).

B ERKAESHEG M BRANSTFEA SHEFIRBEHRBAKX
BESHIRAR L, KB E, KHKRE (water disorders), K457
BFERREST. ZENGHEFTETHRRAFRIYGITA BT TR
BREEAGFRAANERY., ETARBFXENS D SR AL CHE
M B - AR, BRI FF R T BRI SR N 6
R EHLESRTHT GhkE,

B, AZXANEHRAINERTEAPERSIANLESL, Sh
TARR, ASEPHZS%, BHE2%, B. MM A%ER, BALER
VA B A Fa Gy 0 6 AT A K.

A, AEXANS —BHIRBEAAREFALNIELY, i
THME, BRI KESHEE SR A G Ehmbd.

P 3 BB 50 AR 38 25 0% XA TR 69 36 1 o ok m ok i 38,

ROk, €T, LT, LA, #KkA, BF, LETA, &A,
ZR, EMABRARAGEZAGHALH T, EEFRAGHBRAEARS
R X (1) FHAS, ETROGE, EHNDRKEHAEL
LHFANBIAERTHDFA, ATRGREA LEREPERBD, &
UL HREEABDOKEToOREAGHN D b #, AREE, &
F, MERNFORERIEFR ETEFT, GH, AFTAXREA®
RAEFE, ETFET, MA RN R EE T WA 6
B, X THHFEA, KXARESWHTAER, HEFHN, HAXFR
I K& .

ARXRBFMATGERETAR, FHERLSAFNTTHE 0.01 -
50mg/kg #h &/ K Z la] L.

FFRAEFETEH 0.5 -~ 1000mg , 4% 1 - 500mg 5 HHFARR
SR EERSG. BRELEHNERRTRA L - 5k, EHAEAGA
FE®RA 0.5 - 5000mg, Rk 1- 2500mg .

RPN ERAFNBAGEKREALSY, NTHIZERALS>EED
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B, &, LB, RIS, mo6, FMEABEFHEARAEARSES. AN
STRERE. HEEITEBRALCcESEDBRAR, EFeMLToEE
T &, ABREMNEARFERERKEFBRFRELERFIAMETE
EHER S

PEREHZXFNFN T THE: FEERSEHEMNRS, FRA
FRAMPIAKIERRIEEA.

R R EH T X R A B oy XA G H H T2 FEEBLS I
ek (LALEEAHHEN) , FABBMNAGERETRIESZ
P RAEARER oG HERH.

Ay BEBRIBEMNTEAESEAXZRAN, XEFAH (P
RS bOE ) , AR SRR RBFRIN R0 RS

stF AR, BEAMBETRBACHELE N o T TRAER
L =B H ARG AR .

TR, AAE LY LTSS HENF/RNEEN (#
ol R T ) WAENR FHEERERIALA SR,

W R X T ABER R RGN, LB ThA—FHRZFHK
hEFEmA, REERR RSV —REHN R (R HEY
B o) .

AAPBSHTRATAHATIAG EFETmEEZRBAERERE
PR E R R ERAR G R E RGBT E T £ LR,
' ERm, e/, Bk, SHHERE, BHHEMEREL, SN
IR E, FHRBHERLI ARG TEE (FNEFTRBEE),
FRAEFZ S LA PTCA (BEBEEIKRFIBRLETRHBA) , S
fr, W EFEL, HHRLAXFX von Willebrand 24 5; FHA
ZEGER, Hlehkih, BLETREE, BiEh, XBEKMN, 4R,
BRE, REE, HABRKARLRER FRfEFIERSG, oK
B, BFhEBE, BERARE, BRESESE, KARE, K4F0RiE,
Y& S#%, schwartz-Bartter 22O B RBE L5, BL2%5%5, B2 E,
Mk ERE, HREE, K%, BebBEE, #ld B, GIERLFE
IS RGBS, TR, R K EFHRE S 5354545 ( SIADH ),
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KA R, HBRESAER, HBEE, BRKARFEFKFGIIRY
AR s#mzE, W EMEFH ( Cushing %) , HHNALAF EBREFIEELHEF
SREFLE. KXPASDETH TEFERELEPICHEAN T
AR, XTI HBREITIX—IFE T CIEM 658 F) K25 AT,
NTak, KAVASUTRTHETFAZLRARTE. AXPHLY
RTRATHIT I mME, ©Md S EER, Raynaud #%, Meniere
AR, M¥FEsE, FARUABRGGARAENRTFREHFZHER.
SRR e SR F KB 658 57

AEAALSHFEEEX (1) oI ETHRAE, EXiH
XKESWI, RAEFETHATHF EXABESERGLCEFRERS

B, AXPHHF BT RESFEHEFRERS, EF—FEKR
KRN EaY.

Et, RERAEXA, TRHAELFALALXBSYHARE LRESY
THRTEZE - oTERKKELGHLEY (iibBEirHFl, ETF
AR I BAFMKEEHHF) 655 usdh. AXPLSHETIRE
Bl b B fe AT IRA], SN, B - FABTH, o - EBHIRAKHE
SR, ZFBEGUERNERATETGRERS B, KAXAY
HFAL AT AL, B Vi SRS FRERERAN S ST~ %
AR FBRERANES, IV RRMNAP LREM, X V.REHNPF VLS
Fl kA2 A .

AEPasbpirtsb A EGX .1, (1.2), (1. 3)XKI.4)4ks
DIAETHRE, BERCHIKESH Pa4E—F. LSBT E
—AEETAE R FHELEERKE I BHRH (KL irbesartan )
go1E .

XS5 XEA TEREZRAL PO WEL T EHR.

TowGHFe bl ERTHARAKLE, 2EAXAFRHRT
.,

FiRk 335 82 AE DMSO — do ¥ F 200MHz TR, {25 Ao%
5h, M BLALE A4S VA ppm K F 45k R

ALXRBPERT FH%S:
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s = i
m = %4
t = Z&4%
q = A &%

&1 X (VD) B

5-CTHRE-3-8- (4-FEHxTk)_&a75%-—2 -8 4
44 (VI. 1)

¥ 22g BB EP 636,608 #) &85 - R E -3 -3~ (4 - P&
AFEAFOKE) —&w%Ik~ 2 - B 130m] FEEf 9ml KB ( 36
% ) PHIERAE 40 Chdk 3 8). AR SRAY, BHERREY,
AL+t kFFR FRARMILSHGRBEFHEK Mp. = 225 T,
WMIER PN SOl K, REEXAXTE, AKTRRR, Fhiamk
sk, THRIFAKR, FABRMSW, ARH#hRe%; Mp = 170T,

5-8-3-3- (4-REAFRTR)_EB%E-2 -8 4&sH
(VI. 2)

BBE5 FRARE AT B, A8 EP636,608 FHIEFEE 5 - &
—EWR- 2 -BEHEN S -K- 3 -%- (4 -FAEFEAKRT
k) —&BlR- 2 -EBARA#ITHE. EA_RKTRERE, 25
FEZFHERESD G Z%H; M p. = 260 C,

#HE&EID XN (V) &

5-CAKE-3-- (4-8RFIR)—E3%-2-8 4
a4 (V. 1)

3.8 5 -ZREA-3-8- (4-ErHpik) —&3%- 2
- VLD (FHEKRSY) F 5. 8nl BeET 250nl ZHRTLEF,
MANERAE 29z PHEAAE LM 6.3 APERR 6. MEXKARAR
A¥dE 25 CTHH 16 buf, REidE, A bans. EER
BEETRAPEELRE, 53 3. 4g WA=, Mp. = 168 C.

5-FK-3-3- (4-8KKIK) —&n%-2 -8 445
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(V. 2)

BEREHEASH V. D MERRSFE, IS -&-3-3%- (4
- ZEFRTK) —AWR- 2 - B VI D) HNE&iaidW; Mp. = 220
c.

W& III X (IV) HE

5-ZHRAE-3-8-[4, 4-=(2-&KCTHERE) rOLBE]I=&
wlwk- 2 -8 44wV, 1)

BR3g5-TRE-3-%- (4 -8KKTKR) —&73I%- 2 -8
(V.1) & F 30ml FE, jwA 4. 6ml 2 - K28, 20g5%5FRHF0. 22¢
VxR, WREREGWAE 20 CERBHHF 18 o, RETEFA_LK
Pt s Fim. AREN, ERRCHRALRES; Mp = 170
c.

S5-CTRE-3-8-[4, 4-=(3-8FER) xTK]—-4&
ik - 2 — 8 LS4 AV, 2)

wRALSY (V.1 ) BEEIBARAGTE KAMARYHR
(V.1) #3 - LABRFTHE; Mp. = 147 C.

S-R-3-%¥-[4, 4-=(2-R2Z&4) xTKE]_A3%
-2 -8 ey, 3)

BRAAEGY (V.1 ))GHE&EIRME ST %, ks (V.2)
Fo 2 - RTLEHFTH A& Mp. = 174 C.

HE IV X (IIL) #7449

5-CZRE-3I-F-[4-(3-KBEAL) ORI &A% - 2
-8 (FHERRESY) . e (111.1)

0 CTF, ¥ 2.2ml 0.29M &MMiL4F 8% % (8 Chem. Pharm.
Bull., 1984, 32(4), 1411-1415 A A FHEHEILIEEME 0.55g
GEE(IV.2) /3ml —RFRF, BEMmA 0.3l =FPRELR. LR
S 20 CTHHF 16 I i, KEMmA 10nl 485 NalHCO: K%k, A&
LB, FHAMARRIaH NaCl Edkiik. ARARBETFRPELR
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B, A EE 0.4g ¥, Fuibd@daR e, A 8/2(v/v)HTk/ L&
LEERSWEN. 5 EBAWBEYIXBH > (FHERSH) .

1y NMR, CDClz, 200 MHz : 7.75 (s, 1H), 7.03 (d,
0.25H), 6.83 (d, 0.75H), 6.79-6.65 (m, 3H), 4.06-3.9 (q,

2H), 3.72-3.58 (m, 4H), 3.54-3.50 (m, 1H), 2.18-1.53 (m,
10H), 1.37 (t, 3H).

5 -CAR-3--[4-(2-RTZEAR) ROE]Z&%% - 2
-8 (FHERRSY) . e (111.2)

BB (111D &4 mE 05k dikdsd V. 1) H
%.

H NMR, CDCl, 200 MHz : 8 (s, 1H), 6.85-6.63 (m,
3H), 4.03-3.93 (q, 2H), 3.81-3.74 (m, 2H), 3.70-3.58 (m,
3H), 2.21-1.55 (m, 8H), 1.4 (t, 3H).

5-RK-3-8-4-(2-KTCAK)KTIUK]=&E&%%- 2 -8
(FHkRSH) . 44 (11 3)

R EASY (111 1) ¢4 &3R8 R & 7 & dibda (IV. 3) #
%.

14 NMR, DMSO-d6 200 MHz : 10.49 (s, 0.25H), 10.39
(s, 0.75H), 7.40 (s, 1H), 7.21-7.16 (d, 1H), 6.81-6.77 (d,
1H), 3.7 (m, 4H), 3.55 (m, 1H), 1.96-1.61 (m, 8H).

5 -CZRAMK-3--[4- (2 - PEZRBAERL) XIK] —&%%
-2 - 8. 5% (111.4)

0 CTF, ¥ 17.97g PEBBEME] 19. 255 4464 ( 11I'1 ) [R
& X PAE]/130nl e F. WA BERASWAE 20 CHHF 308, &
BRR BERSHBEIN 650nl KF, REHIE I 4. 2itk. KEp
EERANBHALETT 40 CAETRZE, 45 5535 28. 06g FH =
Y. HEFHE (111'1) F5)68 2%k 152 Tk,

HE&EV S X (I A) 474%
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5-CHRA- 1 -4-(-RTEAKAFEREL - 2 - PEAES®
Al-3-3-04- (2 -KTZER) roR]l—4%5%- 2 -8 (}
HhRASY) . 4% (1IA1)

MEAIHE- 60 TH 0.75g RALFT LS (111.2)F 0.75g 4- ( N
-RTARATHRE) - 2 - PREAFSHAL 90nl wEXH PR
BN 0.29g RTER4P, BRI E20C, WHREREY 2 )8,
G AAN 30ml 15% NaCl %%k, BEMLBRTEREK, AHIAM 15 %
NaCl & e, A MgS0.-F, ABER, AGHpadadik &4, &
A 85/15(v/V) KT/ LER LB i, 4 BAFRMIEH XM =9,

1H NMR, DMSO-d6 200 MHz : 8 (m, 2H), 7.5 (m, 3H),
7.04 (s, O0.75H), 6.85 (m, 1.25H), 4.0 (g, 2H), 3.6 (s,

3H), 3.66 (s, 4H), 3.58 (s, 3H), 3.5 (m, 1H), 1.9-1.6 (m,
8H), 1.34 (s, 9H), 1.28 (t, 3H).

5-ZARE-1-[4-(ON, N-—ZHEBR) -2 - FTAEAESARRL)
- 3-F-[4- (2 -FEHBRAEATLARL) RTEK] —&73%- 2 -
&. 464 ((11A.2)

0CTF, ¥ 0.25c PHARBLEWF A 0. 18nl = ZEH 0.25¢g 5 -
ZaF*k -1 -[4-(N, N-Z—THEKERE - 2 - FREAEHSRA] - 3
“¥-[4- (2 -2RCERA)FORI—E93%E- 2 -8B (XHER
EP 0,636,608 ) #3 3ml RAKDGEXBERY. BRERSHAEL CT
HEH 48 A uF, FeA 10ml 484 NaHCO: 5%, KER LB LEIRR,
HWAMATARBRE TR, AhEA, Rghadaik e, mBRH:
LR 99/1(v/v), BRIS/S —RFE/FE; Mp = 80T,

S-ZHRAE- 1 - 4-(N-RTAEREFED - 2 - FAREAEHSK
Al-3-2-[4- (2 -FEHBBRAACAL TR &A% - 2
- B. 4ed ( 11A.3)

BEASY (11 A2) MHEMEMEFX, RS -TRE-1
4= (2 - BZATER) ROLR]I &% - 2 - BARANETAY
B, REEAEH UL A D) REIRMELST, #£4 - (N -R
TARAFTERA) - 2 - TEAXBBRANLSYH ( 1114 ) REH
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&=, Mp. = 142 C.

#EVI X (II'A) 8B

5-CGAEK-3--[4- (2-RRTHEL) FTHE]I-1-[4
- (N-®TERAFPHRE) - 2 - FAEREBBRA]I —&3I%- 2 -
. a4 (1A 1)

a) 5 -ZHEE-3I-E-[4- (2 -AEEALZEKL) KAK]
—I—M—(N—ﬁT%ﬁ%?&%)—Z-Viiiﬁﬁihfml
- 2 - 8. s (11'A.1)

B 0.6g 45 (IT A1), 0.8g #iEs4RAe 0.25g #B4L4R4E 10ml Z
HpdyathhE w48 ey, IESHEFALEN. BEBKE
¥, A 80/20(v/v) SREH/ LB LEE RS, 45 BIFEME=W;
M.p. = 80 C (K4) .

b) ¥ 0.5g EiEAEYE, 0.5ml FTHM 0.5g 10 %42 - KA
15ml ZBRF —FEe i 1 o, REERBELMN, AKXEHN &G
Wit EAT, AR R FPREB, MEMR 99/1(v/v) —RK¥R/¥
BRRA- b, 5 BRABEH EH M ARRAS; Mp = 120 C(F
KE&H) , BEFIABREFAL, (KARAFAARP LB TEREY
(1/1, v/v) ¢ &; M. p.=189°C (Xx&%) .

S-CEEA-3I--[4- (3-B2HER) FTHK] -1 - [4
- (N -BREXEBAFTEBRL) - 2 - FPEAXSBA]I &%~ 2 -
B. 4t (1A 2)

a) S5 -CRK-3--[4- (-FAEFEARERL) kT
el -1 -[4 - (N -BRELKETERAL) - 2 - PAAERZBE]I =
£l - 2 - &L

BHBHEV PN ESFE, KPS XS -CTREA- 3 -¥-
(4 - (3 - FPARFPEAAFARL) - ROTR]I—&%%- 2 -8
(I11.2P) BN - AERATRL - 2 - PARSBASS, £35
B, RAAEBIXKRESTHATTIREP.

b) ¥ 0.5g a) PATHIAESHA 1. Sul PEEA 0. 2ml 3k 38 (36%)
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PG RAMAE 50 Chedh 1 5B, MmN Sml K, ATEBTERK, K6
EERF, BREBRENEGIFA 1/1G/VROLR/ LR LERS WA %
B, 5 BF3WmFH; M p.=1207C.

H & VII A (IILB) —&wi&- 2 - &

5-$-3-3-[4- (2 -BfRTER) KT&R] =A% -
2 -8 (FHERSE) . e (1B 1)

35 0. 57g 4684 (111.3), 0. 5g "Bekfe 0. 27g Nal £ 6ml —F &
P ELE b &GRS T 85 Chedk 24 Jvaf. AA B RS F A 10ml K
F= 10ml 485 NaHCO: 3k, REA LB LERER —k, AMNfAMFERLE
FIg, RBREHN, ZREHEISEREN, AA_EKTFTREMR, KREA
98/2 (v/v) —R T/ PR WM, 5 555 0. 5s mRAM .

lH NMR : 10.4 (s, 1H), 7.4 (s, 1H), 7.2 (4, 1H), 6.8
(d, 1H), 3.6 (m, 7H), 2.4 (m, 6H), 1.9-1.6 (m, 8H).

5-CHRE-3-F-[4-(2-N-®TAEAEE - N- (FAR
ZRPHRER) zERA) ORI —E9%- 2 -8B (FHERSYS)
44 (11 B. 2)

¥ 1.5g PERBEE (ILL.4) (FHERRESD) , 0.66g HRBEF
B dhdt e 0. 35g AR/ 80ml ZAEF T 60 Chmk 48 B, BMEE
REH, AGWET 40nl LERTE T, ANiaA Kk, AEMATIE,
FAREN., REHBEREKEN, KA 99/10/v) ZRK¥k/FER
Sk, o BEFA Y, FEET 20ml =%k, £5CThA
0.13g Mg0 Foi5 /2 10ml — okt &5 0. 539g — B — R T &, R EBA
A 20 CHHI 16 D oF. K dh, WAGHETLRLE, A
AR pH=2 I E H R, EEREMIOFERPKIEE.

FARRBRAA-TIRIIFARER. A S/50/V) LEELE /RO BSY
A Bk, HATREEESL, FHARBEXTRNES.

14 RMN : 10.12 (s, 0.3H); 10.03 (s, 0.7H); 7.30 (m,
SH); 6.88 (d, 1H); 6.70 (d, 2H); 5.14 (s, 0.7H); 5.12 (s,
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0.3H); 4.05 (m, 2H): 3.95 (g, 2H); 3.3 to 3.6 (m, S5H);
1.4 to 2.1 (m, 8H); 1.2 to 1.4 (m, 12H).

5-ZRE-3-H-[4-(2-N-KRTAEABESER)LER)
FROUR]=—&Wl- 2 - 8. 444 (11 B. 3)

a) 5 -CLARER-3-8-[4-(2-RBATZEA)FLR]=E"
- 2 - &

¥ 1. 5g 4684 (111 4) (BB FARAKAIIDFF), 023z &
S 15Sml —F R FERE P RAHA S0 C ik 16 8. mA 30ml
X, BLUBRLERERBXR. AVMRARAKATIE, REARRIFSEMN
EEBEABAH 20ml Hak. f£ 0. 6g Lindlar 4465 ( Pd/CaC0s ) A
AT, ¥HAERAE10CPa ESATTF 60 CAMAL., BRELN, AEE
s, AEHALAREEN, B 90/10(/v) —&Fk/PERED
., MIBRELRUETYEL &, REALRLUE THRL, KM
FER R e koL Ed; Mp = 168T.

b) E#+5CT, §0. 27g LRS-y 20m] —eERE R F 4k
K 0.4ml 2N S AALH, 0.05g BAALEREE Tl _Au,%a,%vlvéﬁ
0.19g =2 B~ THE. £ 20 CHeH 2 I B, AREMN, RE¥HA
BWETLERLE, AMAERLA pH=2 MEF&, HREAAMBPER
Fek e, RBRBRATIER, FERREN, 2 BFARBHEXTH>H.

IH RMN : 10.02 (s, 1H); 6.91 (s, 1H): 6.68 (s, 2H);
3.92 (q, 2H); 3.55-3.35 (m, 3H); 3.05 (m, 2H); 2.05-1.45
(m, 8H); 1.36 (s, 9H); 1.27 (t, 3H).

& vIIL X (VID) Bept

N- (4 -ZREREAFEHR)- 4, 4 - B _BARTE TSI
H (VI1. 1)

A£-40CTF, ¥ 1.65nl KFBRFTEME 2.63g 4,4~-F L%
AATBAY 200l WwERKHRAW T, BEMA LSl LK. HE
BEREWAE O CTHHIF 2 I, REAL- 20 CHhA 2.4g 4 - ZHEE
KM, RERSMAE 0 CHEIE 2 ey, KEMA 100nl X, A
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LB LERR., AWtk MAAK, KHS0.3 & (pH 2) fosk B 4viafo ik
ik, REBETHRFAAR. LLBELE, FRHMEH; Mp. = 158
C.
N-%(K-4, 4 - RL_R/ERTETER. HEHVILD
44 (VI 2) AT HRAMH#F. Mp.=158 C.

HEIX X (IV) S8

S-ZEKE-3-8- (4, 4 -BL_REXRTKR) &% -
2 -8, e Iv. 1

- 50 CTF, 3 2.15ml 1.6M TR IRERME] 1g Bb
(VILI. D & léml wE k@ B FR Y. HHREREW 15 574, N 16nl
1, 2, 3, 4 -wWEHAR, KRBwR=khiiE 180 Theik 45 5-4F.
REETETHA 20n]l ZHRTE, MERAKRKE ANRARRET
B, BEERERN, RQp@Edaik e, R T1/30/vVFTR/TE
LEERASMA BN . ERLBRERES BRI ~Y; Mp. =183
c.

ESBYTFHABLES - FTERRALT, 835 - THE- 3
—3 - (4 -BRFTE) —E%%E- 2 -8 (s V.1) 5T
BARTLR YRR, LTRFEAHE~D.

5 -ZEE-3-8- (4, 4 -FTHR_GEAKRTE) 5% -
2 -B. s (IV. 2)

BRE ERASH (V. ) R4S RIERG TR, Wia BB
&, ZEFBILE S BT RHABULENS - PEFZRALET, EXRT
BTFE S - CGRA- 3 -%- (4 -8KHKIKR) —&%%- 2 - 8§
(A V.1) Fol, 3 -"-_EBRAFEEHITHE; Mp =2167T.

3-8~ (4, 4-RZ_AXRIK) —&%3I%-2 -8 L&
A4 1V'3

BRE LRSS (V. ) 6#E&3EmR e T %, W@
(VII.2) #4744 M. p.=218 C.
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#EX X (I F (III'P) B

S-zZAE-3--[4- (2-2RZAR) RTRI A%
-2 -8. & (11 1)

0°CTF, ¥ 20.2ml 0.25M & M4 L8 %5 % (318 Chem. Pharm.
Bull., 1984, 32(4), 1411-1415 P& FFERNEI LB HE M) 3. 15 5
B IV.1 A& 20ml R FROGERT, BEMmA 2. 80l ZFRAEER.
B R RA4A 20 CTFHFF 16 A8, KBSk 20n] 48F NaHCO: iFE#&,
ARXEN, REMURUERR, HRARETHR RBEXEMN,
KBk B, A 67/34(v/V) RO/ LB LESRA Yk
B, o BF8TNEZHFHEGRSY, MEFIREFHE Fi
MBS, Mp. = 125C,

5-ZRE-3-F-[4- (3 -2ER/EHL) xR —&A&%3%
-2 -8, 4&4 (11 2)

5 Emiesd (111N 1) YR SFaR &, dgR (IV.2)
BATHE. FERP G HOEFMA M p.=180 C (FX&4) .

S5-ZHRE-3--4- (3-FREFEEAREL) FTR]
&7 2 - 8. &S (111, 2P)

¥1g 5 -CTHRMI-3-F-4- (3 -2EREHX) xTK]=
Swlwg - 2 -& (III. 2),7.7nl —FHLFE, 0.065g LiBr #o
0.07g 2 — PAAELE 15n] — KPR PHGEREBIHF 24 I, KE
Jax 10ml 48fe NaCl Z53&, %-Aaif M- FRANA, EREHN,
HATERBEN, B 1U/1G/v)FRTE/ L8R TE RS HRBLA, 73
AR = e B K, M. p. =89 C,

#MEXT X (X) #%BEPH
S-CTHRE-3-F- (4 - PREAFAEARTR) -1 - [4 -
(N-®RTEAREFEE) - 2 - PEAEXRSBE] —&m%- 2 - #.
144 (X. 1)
MAHIHE - 40 CIHMBEP 636,608 418695 - ZEIML- 3 - 32~
(4 - FEAFTERARTE) —83%- 2 -8 (XXD4dH) &
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80ml v9 S kvhiEk FAeA 0.283g T84y, EBEFAE0C, REH/
KRS HAINE- 40T, A 0.73g Q-FELE-4-N-RTEEK
A FBLR) X888 Tnl WEkwhiER. RORAYEZTE TR
Ja, KBEMA20nl K, RLRUERR, LRAARSEHRTTR A
EHEN, gtk EMsit, KA /2(v/VIHLR/LELER
B, 5 BRI HeGso BB FMA Mp.=165T, &
FE M FHA; M p.=156 C.

#&X11 X (1lc) B

5-CHRE-3-%- (4-FBEKTK) -1 -[4-(N-®T
ARETERE) - 2 -FPRAXZBRE]I &% 2 -8, &9
(Ilc. 1)

A4 (X, 1) R F AR 1. 2l W EEA 0. 24ml 3 3k &% (36%)
HRAWAE SO Cheik 1 . RERRERASY T A 8ol X, E
AZRFRRR, FWARAARETRIFAGREN. RA—ATRA
POBLA), AT EAT AL, FEFA S, M p. =268 C (AHFH
%K) .

BRAFZX, AR (X 1) #5720 R DREFHEA B,
5 BRF TR e R EFHA Mp.=130TC (¥4K44%), 1t
44 (11c. 2)

HEXIIL X (2) AW

2-FTRA-4-N-REEAEATRAEBHRE. BEEH Q.1

a) N-RRA-3-FERA- 4 -AEAXPEE

10 CF, ¥ 30ml B XBEME 27g3 - FAL- 4 - A X FELE
(W 25g AR R Z B A AR ER 4 D, KB LTELHIFT )N 250l
—RIRERY. RERSWAE 20 CHH 30 24F, KA 100ml IN
HEER, WM, REFARBRETRANG, KREABREHN, AY
Yol i B EHT, KA R WA RBLH, 1F3) 31g T8 = M; M. p. =65
-
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ARHEFXEN - RTEHEN -RTHE- 3 -FAEX- 4 -5
A E B, Mp.=118T.

b) N-REE-3-FRE-4-AEXTEE

H3lga) PRGN -SURE -3 - FAK - 4 - EXTBUE,
208 10 % 42— £H 76ml SREHAE 3100l ZEFeRAB B EA 3 )
By, SEBRSWIHARER, 53 25¢ F# > %; Mp.=108 C.

ARIHF XA N - RTHE- 3 - PEE- 4 - AL 5
B &N -RTE-3-FAX-4-RKEXPEE; Mp. = 1607TC,

c) 2-FAK- 4 - BAEAKLTEEEHBRE

¥ 7.9g A4 31ml KIEZRAE 0 CTFheF| 25gN - K - 3
-FRE- 4 -RAXPEEL 1030l Z8F 187ml 36 % E B F g%
BN, WRERASWAE O CHRE 1 I, REREAE ) CHLER
ImE| 6. 8g AL 25ml AFe 140ml ZE( F 0 Ca XY 69g — A AL
tafe) PHIRFRA. BRERGWE O CHAEI I, XEHE2C
WH 16 8, FHFRASHMAZ 150g kE, METF 20 CTFHIFL I
it BRIES, RERAKFR, FAZTIER4I8 I, 535 19g WM
¥, M.p. = 104 C,

4 - N-RTARATESE- 2 - FAEAXZBRE. REH Q.2
ARAFZX, BN -&THE- 3 -FAE- 4 - AAXTEREHETR
B=H; M.p. = 148 C,

3-FRE- 4 -FREAFGBRRA. REH(Q).3

FRAL@ARMAFNES, 4 -RE- 3 - PARETHF
BEARF (Mp.=72C, B3 ELBARFABERAAEAGAEESITEY
M.p. =88 C)#H&), S BFIRAMEAEY; M p.=55TC.

N-&RTHE-4-829%-3 - FEREXTEE KEH Q). 4

ARERBLETAAERECHAGEBHT, H3g N -&RTH- 4
-WA - 3 - PRAXEFTELEE, 2.4g N - BB ERF 0. 16g TR
HE PELAE 40m1 w9 FACHE & 05 RAW A 30 THIE 48 I 8. KBREM,
REMmMAN 25ml K, HRATLEPTR, FAABETE ARABEARERN,
KRG Db s EH, B 8/L(v/v) KT/ LR LE RS K. R
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FRARERZE, 2 EFHMBREH; Mp. =114 C.

ZHA] 1
5 -CTRE-1 - [4-N-RTEARATFERRL) - 2 - PELXSR
Al-3-8-[4- (2 -BhRTZEXL)FOLR]I—A%%- 2 - &.

(I): Ry} = 5-0CyHg; Ry = H; Rz = 2-0CH3; W = SO03:

R,=4-CONHC(CH,), : T-Z=-CHCH,—N O

DA S MK

BHEART, & 0.6g HBHE V ARG EAFTEH (11 A1),
0.26g "Hokfr 0. 15g BRILAALE 6nl — PR PEE T REWE 60 Chu
# 40 B, AEERREN, REWRGHAET 200l 5 % HBEHAK
AkP, MLUBRUEREK, AVAAR 10 % fAMERLEE, FRARER
BT8R, ABRERN, 2 BG53—®EY, BARFTHEEKREN, £A
98/2 (v/v) —R. ¥V it./ F B Bo-4h ..

o BT B Y e o AR ( Rf=0.5; A TLC; 95/5
V/v) —RFR/F8) ., EAFRTHELTSREFALRE .
M.P.=153C,

14 NMR, DMSO-d6 200 MHz : 8.0 (m, 2H), 7.5 (m, 2H),
7.4 (s, 1H), 6.88 (d, 1H), 6.82 (s, 1H), 6.6 (s, 2H,
T L ), 4.0 (q, 2H), 3.6 (s, 3H), 3.55 (m, 7H),
2.45 (m, 6H), 2-1.4 (m, 8H), 1.34 (s, 9H), 1.3 (t, 3H).

E ] 2
5~ CRE- 1 -4-(N-RTEAERAFERRL - 2 - PEA XS
Al-3-8-[4- (2 -SHARZAR) KRG - 2 - &,

(I): Ry = 5-OCpHs: Ry = H: Rgz = 2-OCH3:; W = SO03:;

B K AR HE S M AR
ELYREHTHEZI EXTHES | HH OO RXRBERFH

/N
T-2z=-CH,CH,—N O .
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#; Rf = 0.43; M.p. = 212°C - 216 C.

1H NMR, DMSO-d6 200 MHz : 8.0 (m, 2H), 7.5 (m, 2H),
7.4 (s, 1H), 7.03 (s, 1lH); 6.84 (4, 1H), 6.6 (s, 2H,
1T ), 4.0 (q, 2H), 3.6 (s, 3H), 3.5 (m, 6H),
3.40 (m, 1H), 2.45 (m, 6H), 1.9-1.6 (m, BH), 1.34 (s,
9H), 1.3 (t, 3H).

AARPHAELELHBEFALBLES; Mp = 172.C ( E&H
2).

Ak OB —_ S LB IR BLELEFE —KEBRBER NS
M.p. = 170 C. AABEBIERAELH T EABRKERRSH &
M.p. = 155 C.

34 3
5 —ZRE- 1 - [4-(N, N-—TEKERD -2 - PEREXSR
Al-3-8-[4- (2 -_9FRALER) LRI =A%~ 2 -
AR,
(I): Ry = 5-0CpHg; Ry = H; Rz = 2-OCHz; W = SOy;
C,Hs _~CH,

R, = 4-NHCON ; T-z= -CHCH—N"__
~ C,H CHa
2''5

#0.23s BBHE VFHGPESRETEY (1 A DA 3. 30l
LA 0.23ml 40 % —WHEAKZER T8 RSWAE 20 CTHH 48 W,
MmN lnl HEREABRER, BERCROUERR, FRARRETR,
EBRER, AGHEdARKEN, RAZK TR/ FE/R/K(245/5/0.2
v/v/v) BAM s, (Rf = 0.5; #EK TLC; 85/15/1 v/v/v —&K¥h/
YE/RAK); Mp. =103TC,

T34 4

5 -CHRK- 3 -8-[4- (2 -FAZ8R) xar]l -1 -
[4-(4 - N-RTARAPEA) - 2 - PRAESHEE] —Sm5% - 2
- B (FHARREW)
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5-0CpHg; Ry = H; Rz = 2-OCHz:; W = SO3;
4-CONHC(CH3)3; T-Z = -CHCH2NHjp

(I): Ry
Rg

] n

a) S-CHRHE-3-F-[4- (2-B8ATZEA) rEx] -1
- [4-(4 - N-BRTERKIATERE) - 2 - PAEFEHBA] — S 73% - 2
- 8 ( FHERRSW)

BHAAT, H0. g tamiéd VEABEATES QI A,
0.06g B RALHAF 0. 1268 BL4LARLE Sml — PR FEbBE P44 100
Chd 2 hof. AREBRSH TN 100l K, KGR L& LERIEK,
BEKEAIA, FRARRATE, REEHSENEERERS
20ml , FRERKAWER, ZFYAIFERBXABEATTIAES
.

b) & 0.2g 42/CaC0s(Lindlar 4E4LA]; 5% PAAAT, ¥ a) &
PGk e 10° Pa A FF 40 CEAL 60 B}, ERREALA, %kE
7, AGWHBIRERELEN, XA 8/2(0/v) KPR/ PERL D%
Bo. 2 BEABHEAMBE %, Bt ERRATAT LEAN,
AApmAwsd, F3WMB %, Mp.=138T (—kx&%) .

R A, BEAEFE, TAHASS (1. ) HEFTHZHen
MK, EEREGEFKREDE 174 T,

F A S
5 - -3 -8-[4- (2 -BhRZER) KTKE] - 1 - [4-
(N-BRTEARKATHRE) - 2 - PAEESBA] —E7%- 2 - &

(I): Rp = 5-C1; Ry = H; Rz = 2-OCHz; W = S03;
- . T.z=-CHCH,—N O
R,=4-CONHC(CH,), ; T-Z=-CH,CH, L

H0.073g RTE47MmE) A E - 30 CHRELDHE VI 4175
850 21g A4 (11 B. 1) & 24nl v kb T o9k N, BREASBES
E0C, REFRRADAINZE- 40TC, A 0.19g 2-FPHAL- 4
S UN-RTEAATERRL) 1 XRBEY Inl wESkvhiEk. RER
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B RAWAE- 10 CHH 2 18, mA 15nl K, REATHTER
R, REETER, AREN, FAWAGHALAREN, AA-_KYT
B, MEM 96/4 —R P/ PEREHEM. S E/FABM Y
MIEFARFREEARTEELRAE. FIFELREAFR
A 45, Mp=107TC (42%Kx&%) .

= F#A) 6
S -—zaA- 3 -8-[4- (2 -BEZEAL) KR~ 1 -
[4-(N-BREAABEAFTHE) - 2 - FAAXSEBRA] —8%3I%- 2 -8

(I): Ry = 5-0CzHg; R = H; Rz = 2-0OCHgz; W = SO3;
CH,

R, = 4-CONH —C— C,Hs : T-Z= -CH,CH,— COOH

CH,
0CTF,H lg Zfib—%mu A 1. 5g BHE& VI F365464% (1T
A.2) 85 Iml Z&iAe 10nl KRS PT. £ 20 CHERERESY 2 I
BF, KEMA 80ml K, BEM LR TERR, FiieREkE T,
ERER, HEM 99/1G6/v) ZRK T/ FERE WA BN #AT4
BEMZ )G, FRMBEH;, Mp = 108°C (FXk64) .

Iz 3 45) 7
5 ~EE- 3 -¥- (4 -CLEBETERAFREE) - 1 -
[ U-N-BRTHEEATEEL- 2 - PELD XSS A] —E9%- 2 - &

(I): Rl

- 5-0C,Hs; Ry = H; Rz = 2-OCHz; W = 5027
4.—_4_

CONHC(CH3)3; T-Z = —CHz—COO—C2H5

Py

0CTF, ®0.75g S -CHREA-3-8- (4-i&xTKr) -1
-4 (N-RTAREFSE) - 2 - PAEESHSE] —£73)% -
2 -8 (II. C)# 30nl =R FREATRAIRA 0.47g 2, 6-—RT
Aokeg, 0.54g =R FTREEA 0.27n] LB E. A ERSHIE 20
CHH 48 Inf, RERER B RAY, AKXEN, KEHITHEKEN,

53



96198579. 8 oW P E44/57TH

SiE RO ARBAN, RESEM 20/80 (v/vV)RRTER/—RK FRaES
Y BLA, FRFARBEELL, TR M p.=165TC.

P 8

5-CZAE-3-F- @ -BRAFAEARTK) - 1 - 4-0N-&T
EAATEBREL) - 2 - FEELEXSGBRA]I —&%3%- 2 -8

(I): Ri=5-0C:Hs; R2=H; R: =2-0CHs; W= S0z R«=4~CONHC (CHs)s;
T-Z = —CH.COOH

0. 34g FH] T PAFFHF 0. 01g & - PEBZEEBE 3nl FBE
PF 65 Chedk 16 8. AEREN, KREMmA lnl Kfe Inl & SH
fafelnik, MUBRLERRE, REXAEN, RE/MA Snl F+R78, 0.25g
10 %48~ A 0.25ml RO, WREBRSWAE 80 Cheh 3 i), &
BRBEREREY, BAMNA K FiAdsk, AREHRN, FR@RMH>
Y, BETAR R, KA 98/20/v) R Fik/ FERSMA I
. BRPFH XS R 8/20v/v) FAAR/ LR UERSHETL L,
M.p. = 175°C (F¥Kx&%) .

BERLIHEES 1 - SHEF®E, HETEL PRSI
- 23,
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1
O-T-Z
R,
N o
w ()
OCH,
R4
zhRHF R w Rg T z EEH| F
b | °C
)] ~
9 | -OCgHs | SOp | -CONHCICHglg | -(CHalz=| N 170
1 Ho0
OH
cl SOp| =-OCHz |-{CHa>~| E LR s
N/‘
1,5 Hp0
~OCoHg | SO3 | -CONHC{CHg)3 | -(CHalz~ | Sy % L E 160
(l 2H20
11 COOGH
—0C2H5 302 ~CONHC(CHa)3 ~(CHo)a- \ - 80
N ®)
; ]
-OCoHg | SOp | -CONHC(CHa)3 | ~(CHala-| ™\ T LEHE 170
N 2 Hy0
18 N
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96198579. 8 P A5 H46/5TH
21 (%1)
L5 R1 w R4 T z 2 k| Mp.;
1 40 °C
(1)
T hEY
-OC2Hs | SOp | -CONHC(CHg)3 | -(CHa)p- | -N(CH3)2 oo | 190
2
14
-OC2Hs | CHy | -CONHC(CHg)3 | -(CHaz | \, E LEE 110
N 1 HO
15 (2
-OC2H5 | SO, | -CONHC(CHa)3 | -(CHp)p __(°“= O 465
% 1H0
16 —
CH,
CH,
-OCoHs5 | SO» | -CHI> | \ 65
-CONHCCH,CH, N/w
17 I K/
CH, ©
oK
-OC2Hsg | SOz | -CONHC(CH3)3 | «(CH2)2- | \_ 190
N 1.5 Hy0
18 Q
T ek
-OCoHs | SO | -CONHC(CHy)3 | <CHpx | \. AR 50
N 4 HyO
Tk s
-OCoHg | SO5 | -CONHC(CH ~(CH & ‘i"g’&"t 104
25 2 (CHg)3 | -(CH2)> —N-C)0H] 1 Ha0
20 (2)
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96198579. 8 o B 47/5T)
21 (#2)
%4 % R4 w Rg T Z i,‘gﬁq F;
i | C
(1)
-OCsHg | SOp | ~CONHC(CHa)a | -(CHo)2~ | CH, ¥ Lm | 100
N(CH,),OCH, | 1,5 Ho0
o1 202900, ?
—-OCoHg | SO2 | ~CONHC(CHg)3 | -(CHo)o- \N/\ |2 B S 2 224
) 1Ho0
22 (v, 2
23 —OCoHs | SO, | ~CONHC(CHg)3 | ~(CHp) - | -Nemenocky: & & B 2| 98
1 Ho0
24 H SO, | -CONHC(CH3); | ~(CHe)3-| COOH - {183
25 Cl SO,, | -CONHC(CHy)3 | -(CHzl3-|  COOH - 163
26 ~OCsHg | SO, | -CONHC(CHg)3 | -(CHo)2- LH Ho |11
éOOC(CH,),
: HCI
N
Ho0
27 ~OC5Hg | SO, | -CONHC(CHa)3 | ~(CHo)2- @ 150
OCH,
N
H20
28 ~OC,Hsg | SO | -COOCHCgHs | -(CHg)2- 80
OH
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96198579. 8 o 5 ZE48/57TH

21 (%3)
74 % R4 w R4 T Z 3% &N (| Mp.
4. 34 °C
(1)
|
§ 4
29 -OC,Hs | SO5 | -cOOCHCeHs | -(CHa)o @ | s5
OCH,CH,
AN
30 OCHCeHs | SO | -CONHC(CH)3 | <CHo)o N/\ ) 62
N
31 -OCoHs | SO, | -CONHC(CHa)3 | <CHo), | NCHCeHD | (5) 69
(CHo)20
(CH5),0H

(D): JXEFHK 255500k

(2):  FMKRED

(3 FADHHEF A

(4): 4 - BRARTBRANERT: LEAAGAEATRABEY 5iLH R
AN -RTAEZE - 4 -2E%E, REBRKERTERERAL.
(5): 2- (2-(N-FEEHTLEA) ¢2HBERTHFXHE: 0C
T, AMEALAEFTEFEREAY 2 - (2 -RKRAZEL) LEH
X P BT R 6 TRk

I3 32
S-CLRE-3-F-[4-0Q-0Q-8ALCERR) CAR) KT
$l-1- [4-@-N-RTAEAFHR) - 2 - PAAESBA]I =&
- 2 - B GREFHIK.
(I): R = 5-0C:Hs; R» = H; Rs = 2-0CHs; W = SOx R« = 4-
CONHC (CHs) s; T-Z = —CH.CH.NHCH.CH.0H;
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a) FIAIESTH0.9g kbl 4 hmidmsdt (BBEFME) A
8ml w9 £k b 89 B R AR AN 0. 338 FTRR T8 A 0. 465 = LR
AmMENA. HESRAOWE 20 CHHE 3 I8, M 10ul 1IN HCL
A LB LERR, AMinRiaf fKAAEkstd, AR TR,
KEBEFEBEN. AGpatakEN, £A98/2 (v/v) =T/
Y B RA M S B R

b) ¥ E@ATEFARET Snl k&P, G FiA 0. 4ml
1, 4 -FRTL=HF0.3g (10%)4e/C, RE#HE]J. Org. Chem. 43, 21
(1978) P Er bk t95 sk, ABARASHTHRAERSWIE 60 Chodt
16 J~BY.

EREALH, A 10nl &, A6 EREAERTIARAERED,
BERALBRLERR, Kk, ABRETRIREAREN. RGHAE
dRBRAEEN, £R 98/2(v/v) & ¥/ FPEREYMAEKA. Bid
KRS AR BYFARERRABFEERE, HENLRE R
B, FEASEREHBXTAP =M, M p.=130TC.

gz 33

5 -ZAE-3-8-[4-02-0Q-QQ-RZEL THEED
LRA)FTHE] - 1 - [4-U-N-RTEARAFTERRE) - 2 - PRI X
B — K- 2 - B9

RIS 320) PR S E, £ LB FEEES 31 LSRR FE
fo, AELEHETHELERE, KAnFHEE D EBREYXHMN
4%, M. P.=159 C,

%) 34
S-CZARKE-3I-B-[4-02-¢@-FaIARTTFH AP K
Tl -1 -[4-FBFK-2-FAREXZBRE] —S3%-2 -8

(I): Ry = 5-OCH5: Ry = H; Rz = 2-OCHz; W = SO3;

R, = 4-OCOOH ; T-Z =-CH;ngN<:::>——OCHZCJg
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(#:B& Tetrah. Letters, 1986, 3753 Afik, @it ##FEHBFEACH
A &)

¥ 0.62ml RTA-_FEELF 0.06ml =ZHEMmE 0.03g &4
7 dnl —RFPRERT, HFERERSWA 20 CHIH 15 54, 5
BN lg Eab] 29 PAEALL Y 2. 6nl —RPHER, FE 20
CHH 4 I E. A Inl T8, BEAEEE, ARVt EREK
KA RAEKE R TZR., REEHN, ARRER, TS50 CAE
TS 8, FEFH % Mp = 120C,

534 35

S-CZREA-3--[4-0Q -0 -FERERTTFE TEL
ekl -1 -4 - (N-0Q-£F2F)xRERETHRE) -2 -7
FAXBA] A% - 2 - &

(I): Ry = 5-OCgH5; Rz = H; R3 = 2-OCH3z; W = SO03;
Ry = 4—CONH7O P T-2 =-CHZCH2ND'OCHZC(_H5
CH,OH

¥ 1.27g FBRAE] 0. 7g FL#EH] 34 P EHGESWE Tnl FEF
2.5ml —RFREFHEFRA, FERLRSMWE 20 CHH 6 J 8t
EEEN, RGHALE 2 CAFTFHR2 I8, REET 20ml FE+,
MEREr B A3 EY - 40CAH 1168 1 -fA- 1 - KX
WP EEHG 30ml FEERT. FRAERSHAE 20 CHIE 2 I8, A
30ml KA 100ml ZERZBs. AABRMATRANMAFEFTEEERL. &
A 95/5(v/v) —R T/ FERAW H AT EMZE, 15
B T4, M.p. = 103 C,

E ] 36

S-THRE-3-F-[4-02-¢-2A%TTFR) AR KRT
Wl-1-[4- (N-0-#AFPHREEARLTRE - 2 - PRE
Fask] — &l - 2 - &
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(I): Ry 5-0C2Hs: Rz = H; Rz = 2~0CH3; W = SO0jp;

Ry = 4-CONH*7Z:::> ; T-Z = —CH2CH,N<:::>~—0H

CHZOH
BB L) 320) PR sk, wLEAS) 35 ek h B, Bk
A 92/8(v/v) —R PR/ FEERESWARMNZEIHKBEENZE, &
B KA BIG X TRHE =%, M.p. = 109TC.

F s 37

5 -ZARE- 3 -%-14 -Q - FERABEAFTERL AR
RO -1 -[4- (4-N-RTEERAFBRL) -2 - PAEXSR
BE] —&am%- 2 -8

(I): Ry = 5-0CHs5; Rz = H; Rz = 2-0CH3; W = SO03;
Rg = 4-CONHC(CH3)3 ; T-Z2 = -CH2CHNHCH2COOCH2CgHg
20 CF, WEMEAEP 5 PARGFEALSH (11 B.2)F= 2 -

FARE- 4 - (N -RTERETEBER) X88INRAR LT
@A dnl SRR Y LELEEE TR 2 I E. EBit
Fel A 8/2(v/V) KT/ LR LB RESW AR RTRRENZ
G, 1AM —kbemE s E 160 Tk,

F 3] 38

S-CZERE-3I-B-4- Q- RFPEEP caB) xTK] -1
-[4- (4 -N-RTHERKATPERL) - 2 - PAEEHBL] — &)
- 2 - B (FHERRSY)

5-0CpHsg; Ry = H; R3 = 2-OCH3; W = SO03;
4-CONHC(CH3)3 : T-Z = -CHoCHoNHCH2COOH

(I): Rj
Ry

¥ 0.06g Kkl 3T M54 b Y, b5 RTHF, 0.05g 10 %dE/RE
10ml ZBE P B EE 1 0 30 4, EBHREAHN, RERERKEN.
AR 90/100/v) — R TP/ FHREDAERMNET K ENZ
G, JFER _KEHHXFMEH; Mp =199 C.
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g 39

5-A-1-[4- (N-RTERAEAPHERE) - 2 -FARX
RBEA] - 3 -8-[4 - 2 -BRKTLAR) FLR]I=A%%- 2 -
M. (FHeasd)

(I): Ry = 5-OH; Ry = H; R3z = 2-OCH3; W = SO03;

. / N\

Ry = 4-CONHC(CHg3)z ; T-Z = -CH,CH—N o ;

RIS 38 PR Gk, VAERS 30 S ARA, /FEK
S X TR, M.p.=125TC.

g4 40
5-ZEE-1-[4- (N-&RTHAELFHRL) - 2 - F&AR
¥mA]l - 3 -8 -[4 - Q - N-AATGHRKR AR KTR] =&

- 2 -8
(I): Ry = 5-0CpHg; Ry = H; Rz = 2-OCH3; W = SO0y;
/~\
Ry = 4-CONHC(CH3)3 ; T-2 = -CHCH—N o

¥ 0. 5g A 2 b IR BALHET 10n] FEE A 0. 8ul 30%
FEAE, HERERESWE 45 Chedk 16 oy, BMEREEN, #
AR ENZG Y, %R 85/15(/v) =R P/ FELRA W A HIA.
FEF 40/60(v/V) SRR/ LR LEERSVELE R ZE, FHAFKEHT
AT F4; M.p. = 189 C.

EHA] 41

WEHES ~CRA-1-4- (N-RTARAFERL) - 2 -

WEAEABRKE] - 3 -8-[4 -Q - N - PAIHKLARL) FKTE]

- ZgAk- 2 -8
(I): Ry = 5-0C2Hs; Rz = H; R3 = 2-OCH3; W = S0s3:
@/ \

- : T-2 =-CHCH—N o
Ry=4-CONHC(CHz)g : T-Z A /
CH
: CH3SO4
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B 0.05ml BABR — W BB 0. 25g 54 2 FrEiuded 2. 5nl 2
HERPHERERSWA 60 Cheh 24 8. REXERN, REHA
LB IFTA0CAETRS I ot, FRF KRS HXFAMZH; M.
=~ 190 C.

FE b 42

5-CZRA-3-¥-4-02-0Q-N-RTAEZAHEZL)
SR AP ORI -1 -4- (4-N-BRTEEATSHEL) -2
- PEEAEXHABL] A% - 2 - &

(I): Ry = 5-0CgHs; Rz = H; Rz = 2-OCHz; W = S03;
Ry = 4-CONHC(CH3)3 ;
T-Z = ~CH5CH,-NHCOCHNHCOOC(CH3)3

STTF, @0.11g N -~a - RTAEZFAT AR nl THER P
Wk ImA 0.28g Xif=wk- 1 -R-&8HE-= (Z_FERL) P 1%
B3 o 0. 24nl ZLERVA R 0. 35g T3t 4 b oWes s 3 (PEFH
), FEL 20 CTHRIFR N RASY 4 I 0.

BIEEZ BN, HREGHWAETLHRTE, KA KHS0./K.S0: £
ik (pH=2), K, 48F NalCOs B Kk, AIAaAABLE TR, F&
EARERN, REWATAKRELEYN, £A99/1 (v/v) KPR/ T
A A B, FRRM W, M p.=158 C.

LA 43
5-R-3-B-U4-(N-0C-~-_FRAFLEATHATE
B)FreRI-1-4- (4-N-RTAEAFHL) - 2 - FER
REBE] 8% - 2 - &
(1) :Ri=5-Cl; Ra=H; Ri=2 - OCHs; W=S502 Re«=4-CONHC (CHy) 3
T-Z = —CH.CONH (CH:) N (CHs) ,
BHBIEY 42 PRIRF i, ARk 25 KM 3 - —_WEE
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96198579. 8 o P FE54/5TH

BEHBH, BI—AKShEBEHXFTH~%H; Mp. = 135T.
BB EAN 42 o 43 5k, BBESELRTFOREALE, H&
T4 2 FHEF 65404 44 - 50.
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96198579. 8

v W B ZE55/571
A2
0-T-z
R4
N
I
SO,
OCH M
3
CONHC(CHg)3
% 3% R1 T z s, | P
¥l 5 4% |°C
(1)
44 5-OCoH5 -(CHa)2- -NHCO(CH2)3N(CH3)> HCl |15
45 5-OCoHsg -(CHg)2- -NHCO(CH2)3COOCH3 - 138
46 5-OC2H5 -(CH2)2- -NHCOCH»oN(CH3)2 HCI 144
H,O
47 5-0OCoHs5 -(CH2)2- -NHCO(CH2)20OCH3 1H,O [ 108
48 5-OCgHsg -(CH2)2- -NHCO(CH3),CH (4) 133
(NHCOOC(CH3)3)COOC(CH3)3 HoO
49 5-OC2oHg '(CHZ)Z' -NHCOCH(NHCOOCH>CgHs) (5) 108
(CHg)oCOOCH,CgHs
50 H CHp -CONH(CH3)20H 0,5 HyO |183
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(4): MEEMBHN-oa -BRTERSEBRTEYEH.
(5): AEEMBEGN -o - RTAEES RSy - FEAHRHA.

g4 51

5 -CHRA-3-%-[4-Q -HAKKRATZAR) KXTK] - 1
-[4- (4 -N-BRTAEREFTEE) - 2 - PAEXEZBA] — &7
wE - 2 - &
(I): Ri=5-0CHs; Rae=H; Rs=2 — OCHs; W = S0:; Re= 4
— CONHC(CHs)s; T - Z = - CH:CH.NHCOCH:NH.

5CTF, ¥ 3nl EAERKIEFT LR TEERE] (. 3g LaH)
42 {o-Pey 3nl ZERLEEFRT, HERAEREHEZETHH 2
doub, REEMN, RLBESR, FATTR RIKGEREFRX
M =H; M p. = 169 C.

L34 52

5-CAR-3-8-[4-02 - (4-XT8HEE) ZAD
REHI-1-[4- (4-N-BRTAERAFTHL) - 2 - PERERER
BEE] —&%l% - 2 - &
(I): Ri=5-0CHs; Ro=H; Ri=12 - OCHs; W =50:; Re= 4
— CONHC(CHs)s; T - Z = - CH:CH:.NHCO (CH.) sCOOH

BB IS 8 Wk, HEES 45 S E FEERTERLAHS
B R, &A%, [ HPEH; Mp. = 117C.

T 53

5-ZAR-3-#E-[4-Q-L-y-5E8880 280 %R0
Bl-1-[4- (4-N-RTERAFSE) - 2 - FTAEXHBA]
—A%%R- 2 -8
(I): Ri=5-0CHs; Ro=H; Ri= 2 - OCH:; W =S0:; Re= 4
- CONHC(CHs)s; T - Z = — CH:.CH:.NHCOCH.CH.CH (NH:) COOH
B EEH S1 bRy ik, vA Lk 48 LAk R ITR &, 155
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AT EH;, M.p. = 230 C.

9 3e45) 54

5-CZRAEA-3-8-[4-0Q-L-EAF88%8%5 ZAXH) KT
l-1-[4- (4-N-BTERKREFSHE) - 2 - PARERBA]
—E%- 2 -8

(I1): R; = 5-0CyH5y:; Ry = H; R3 = 2-OCH3z:; W = S0

R4=4-CONHC(CH3)3 ; T-Z = -cnzcnzNﬂco“‘"@o

I
H

W4 0.245g ) 49 4L, 0.5nl FFT—HF 0.25g 10 % 42
[$Fe Inl LERLESHRSWAE 80 Cheik. EBEEALN, REELZH;
KRGO ETLRLUE, AEKEAABPERKE. REAREN,
ARG A A AREEN, KA 98/20/v) K P/ P EEREY A kM
. WA RAGHAET LRRIFHTIE, Mp =171 7C,
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