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Xfo YHRAEBIAE, BE, C-CGRA, C-CGRAE, C-CRALE,
#2-F=- (C-CRA) &L, ATHEREAANLBATHE-AH
REFRSHRBRRGEB—AKXEA£LBHFE, C.-CRARE, C-C
HABRALEMPC-CRALGAARRK, RH C-CGHRRE, C-C#
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R, R, RARHHEIRAE, BF, C-CRE, C-CARRKRE,
C-CHARL C-CRAZXCN.

4. BERAEZR1IEIFHE—ANT*, A TEERTHEABRE
g4k A % G A B 5 36 3 4 A % M®Base’.
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BETHEA.
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8RB -40 £ 180T Fi#t47.

7. HRERAEBR1GFE, ETERAEATESE (IV) BX (V) R8sk
W BB fE - 40 £ 180T F k47,



G B

HESERBBREAR L ¥R
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ALNPRALTREARLO BN HE S, LELLO%HiETH

EELAGLEERGX (1) HEKE:

A-SO,-NH-CO-NR-B (I)
b
A VERSALBFARMLAE, Wik h, FEARFE, €0
2RBAGEIRKY, FEEAELSLBTHAREX (1) T
SO, & 4,
Bhgor—2-K&1, 3, 5-Zh-2-%, CHAARKN IR
R t, o
RAA, C - Cshif, C-CsaAREL, C - CsRARXHC -
Cs BRI R,

X (1) RRABBERL I, CNTRARA G ARG HMHE
FH, e, £ L W092/00304, DE-A1-4236902, WO 89/10921, EP-
A1-301748, EP-A1-187489 F Ff ik,

HeERERAWH T b BFANLARLE, Hl, K3
SRR ARAILEN S, HALLSELERRLORNEALY
HeAdedt, RCF2HIRELZHE T, AEL—EHATELS
E2RAES (AL) BAREMN (&RLEALY), Bk, £F
EARE, SAABEFXEFERLAHAN DS, BRIEGFENT
3B R Oy ik 2 — K, BB A-SO,NH, 5 & X P& &
Ar-O-CO-NR-B A B #F, A ¥ Ar»5 %, A, BFR#HZLAL
XMTPHitE (AREALLEFTAITARAE) . PRAFLIEAXT
BRGNS, WALV 2R AALARE, TARTAFLM

1



RABRALEGRR, Wi, S THREREENGHNE, & EP - A
- 562576 YLty “EAPHEE” 2 EE2XEATLRAL LGB, &
o FaikE R A5 &,

RLAA—HHNEILAPREGH T, URAFAILEALTE
B deX (1) oo Fik, BuFE, X (1) d%id
EHRFAHRAIAGRAAREFTAAREMNE. 5 EP - A — 562576
PHRATRAA, REANHFEAHKE I, Hi, BETEA
WHEAEANHZERN, AXALENERALFEXNBAT RS
ZTARI L AAEER.

AEAAFRAHNEX (IV) RATHEEHF

Ar-O-CO-NR-B (IV)

.o

Ar B R ARG XA F L, it KE,
BA%w—-2-%Ax1, 3, S-=Z4-2-X¢cNAARKAHIAR
Ky, Fe

R#AA, C -Gt C-GCaRRARE, C-CRrALXLKC -
Cs 8 K42 A%,

HHIEL T, Ba&M®Base®(t ¥ M®H ra & F ¥ #-4 ( Aquivalent),
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(Ar-0),CO (I1I)
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-S), (IV) & (V) ¥, 55ABHFRAGEZLAX (1) T/
i,

AEAF 2R LE—SFHAFTRABALEIRNSENS AR
MOBase®(fiLds, RAfd, B L AHLE) AENTHX (1) £
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BAER R, B4R ALY, &AL A KL ( 4 NaOH # KOH),
MEARAFAY, BERAAALE, AEEHLE (Hi-LHH, T
B4, CEd, TH4, FASHH, SR, RTHS, RTHAY
AR EMGLHREL), URARLLEFHL, KARLEHLE (Af
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IHHARTIEN, LARFATHEBREMNALREH,
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- B, P&, B9A4W(THF), &K, —HBE-_PRFAFOHEH—-
7B,
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F, AR BEREEZERTHBEMNEEAPEURECNOGERLEAR
#., @7, RUEZAH - A0 CEHAHTEMGHE, 82— 20 C
EHMA#HCEMGRE, #HANRX-10CE+100T.

MEHKZEARFEHFTH &, RFELxrd (1 -S) FHELN
ETABREEB —FAE () (B -_XE8) RE, 4 WHAEH
AXTPEHE®S (IV) . BRAATHALERENBRACETHA, REZA
BRETFHAAEMN, Plde, RETUATHERERELB FT#f: — 40T
E+180C, it - 20+ 150C, £42 - 10X 100 T, #7120
£ 100 TC.

HEHFMEF (I -S) 555 -—FLA% (II1) HRE, HiE
WALAE, mAFRMN (FlsTF HCGARIY)) , REHMHELH (#
PR LB, AN, TRT) HARLZFFAN,

ALATPHES (IV)METURFRFIELE, ¥liv, RSO ES
Wik, it &k, MAHEAEANAL, £45, ARF pHATHR
B, EMNF, Flde, TR ASABEOREAWEFHNHFELI - FARE-0
~PR-2-KARXBFAARX-1, 3, 5-="%('H-NMR (200MHz,
D;-DMSO0):5 ppm = 8.5 (s, 1H), 7.4 (m, 2H), 7.2 (m, 3H), 4.05 (s, 3H)).
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1, #521: 1.5 % 1.5:1.
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(V) 5X (1) X (1) REAESGSRELARAEZFFTALTH
1:08F%1: 35, #3521: 1X£1: 2.
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TR AR,

HEAEMIR, &, 232 ARAEE. - &KL P -ty
P AR EE (LEHA, &F/RE, HARARAILK) FHRLF
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FEZEFE (=FL) RBE-, W-REXFHEARER, #lX
A, B wHRLER, HE, 2, 3-—AkHFE, FIHKIEE,
HEAF, XX,

R EREH (R R) TURKA, REFAREFEE6;
KELFER —AREARRT, AXERTFELEEBAHGER T,
e AEZE AN, O, S, SO# S0,; #ie, HERXFEATAHS
HIEZTAHRBRTORARRKRALSHS A6 ATRTHRFE, #
AH 1, 2X3ALETF. o, 2HXTAIEFTHLIR (£F
X)), Wwt -, N-KEXRFHEAKE, AFES —AHXEF—A LS
AR F (dewtogdt, Eomk, SR, sbfh, Kok, Kt
Eop sk shR, wbeE R, wbek Afeket X)) | RAFSRLTFAL
AEH (R CIEE, s R E, Kot h, %5k, ZRRFE,
ok X Ao w9 H kL)

HTFRARGEFELARZEFR, TROARKEAF IEHE: —4A X5 4,
ik 1, 2X3IARXATXHESLA: &, LA, AL, K
A, BAEAL, KaL, 2R, A%, AA, HEX, A AKX
k, BREE, AL, THRE ALTHE E-Ff_REEAR
X BAAL (WHRARFPE - _LREAR), ARKLEHS
£, AREAEHEL EHASELFLFARKHARL;, K& “RAHL
(PpRAFTEF) THRAAR LES R R ERAZI}, &R
Bt lAitfFE (MERRAHERE, B BH AL
AL XX AARXF) . AL BRTHAALRH, KA EA 124
ABEBEF, BAAL1R2AFRTHEAA, AEHRALETRA:
B (RaAFL), C-CEEX (KETFTERCLE), C-CiARK
A (HEZRTFR), C - CEAR (KAETFTAXAICAR),
C,-CEBAEARE Mt REA . ALTHNKRLEHBRARCET R,
P f XA A

EAFAEAAFEHX (I ) o AhBRFTAEE=RF - =
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L%

)\CN)i (11a)

£ -
RYA, C-Csti%, C-GCaRER, C-GCGRAXKRC -
C:aALAR, HAAKRC, - Ci A,
XN YitBEIAHA, d8F, C-Ch#, C - CaX, C -
Colisik, $-&=- (C, - CyRER) &%, A¥HERE~NL
AY®d—AREAFIIARKOGIKA—AREAREEE, C -
C,ERX, C - CEREARAC - CRALGEARK, XA
C;— Ce3rtk, C,- Costthh, Co— Cotek, C;- Gt AL
% Cy— Core Ak, o
Z % CH & N,

BAZABRKGX () 25 -FA&E, HAAXR - X&, @&
FRAELXEAFETHEMN, KL HLE4H X([a)ké 4

0 0
ngr\@'“s (111a)
*y:

R', R, REAR &ExXBinIEA, %, C-CEE C-C
ARERE, C-C AKX, C-CREARX, MERXCN,
#it 8 X A-SO.NH)(V)F &R R & FEBBIEHN X (Va)E(Ve)i &



R? 82 \

]
R H,N=-0,5 R
@so,un, 2¥-02 ;éﬂxu,ns w
P 1
R SO, NH,

S R
(ve) (vd) (Ve)

*y:
nA0xl1,
R!'#% H, OH,CO,H,CONH,,&#, CN, NO;, NH;, SO.NH;,
C,-Citlak, Co-CeaHE, C-Ceie#, CG-Cxk%, C
~ CoFBEABER, C-ChAx, C-CaMar, C,-Cii
AR, C - CHEAR, C - CoHuERrERA, £-%=- ((
- Cya k) &%, C-Colsi, C - Cohtuaigrk, C -
Chami, C - CiAreagal, C - CaEAgRE C
-~ CoMEBEA, C - Cohamk, C - CoeXmmgmi, , C -
Coteatm i, G- Ctasist, C,- Gt Ak,
C,-CEABER, C-CaARIERL, C - Coatgi, G
—CHFREARER, F-H=- (C - CiiERX) KBHEEIRE - 3
Z- (G- Cy%) arset AFmMEREIIIALAAFTHE—
AHABRROIBE—ARSALATEMSEARARNK: 8%, CN,
OH, NH,, NO,, NHCH;, N(CH)),, C, - Gk #&%, C - G
BRAKEAEX, C - Gr&auE, C - CGaAaRKKHEL, XX,
COOCH; , COOC;Hs;, CONH,, CONHCH;, CON(CHj),,
SO,CH;, SO,C,Hs, SOCH; # SOC,Hs,
R4 H, OH, NH;, #-&%=-- (C, - C,x%&) &%, C -~ C,
RARE, CG-CHEBEE, CG-CHar Ay LrERESALH
FHIE—ABIEABRRGEIA—AMEEAaAE, CN, C - G
BRAERE C-GREAEXAFC - CGERRAEHRARK, RH
NRR",CHNR' R’ ', &%, CN, NO,&A&x%,

£



R'3H, OH, C, - Ck%, C-Cs &%, C - Ci3xse
R Cy - CeHEAER, ATHENRE 4 MLAHKRBAH A
—AZEAREEFE, C-GCGEARE, C-GRAENRC, - G
BREALAGEAARK, H

R’ #%#&, 4w CO-NH,, CHO, C,;-Co i £ H X, C, - G &
2R CG-CIHEAEE CG-CG-HELFELX CG-GCxK
AEERX C-GCIHREERAEL, C - ChEmmE £ - &%= -
(Ci—Cy—RA) REAFRARE-A - - (C-Ci-RE)A L HHB X,
AFHMERENALXABFIHF AR I ARKGIA—NAREALA
BE, C,-GHEAXFLC - GCGEARARALSLAARK, X

NR' R " ¥BRAAABRKAHR L, A
RRAH, ¥, C,-GHEi, C-GC-8/hK%L, C -GERA
X, C - C; - AKLKEARX, NH,, NHCH;, N(CHj):, NO; X
CN.

AEWNFERDEEX () ERwAfZ%LsoRAE X1 BE,
R E X1

Y Y
N/l\z Mchsee N)\Z
O} LOU

H\;N/kN . L0 e? ~ L,

R - :

(1te) (t1a=-$)
R X
(Ar0),CcO0 (111) . N—(
- aro-co-Nn — (1
w0, N ;
(1Va)
X
" 0 R N/‘\Z '
A-SO,NH, (v) e Il 1 O)\ &




Y
N—
ASO,NHCONH < (O 2
N—

(1a) X

B AKAFERFAOX (1)ABRKEGESAAMRT LERARA F &
i s, PELTREASEBLIARGLFE S (FLARKEE
fiod, WwAAH) o Kb, BEBEAANFTE, ERELTFARINK
(402 —RARX -4 -FRE-6 -FA=Z%) LETRABRSHIESH
1t 5%, 5% BBk o

FiEEARAY, PRIAFSNEN, BRFAPEZN (T H5K)
MiEgkExit.

%74 1
2 -[[[[4-PRE-6-FE-1, 3, 5-Z%-2-%)-&%|-%
R]- AX|-BER| -4 -RETPETE

#%285¢2 -~ A% -4-FPAA-6-FH-1, 3, 5-=%#
A40ml — PR TEBEDMA)F, MENMA222e RT 8. HHFRE
WIHOHE, AHEST, MALIg BB X%, FERRILRS
W1 K, REAOCTHEMINAS500g2-AXBBE -4 -#REXTE
PR (92.5 % %A )Fe 15SmIDMA #5kt. EREHREH 2 IHE,
MERRAOHFE L BAK, FHE&NHA2H 200ml kKF 10ml X & 5
Hirdht, YELEHKRAK, FTHEP-_FARGE, MBETR. X
R EGRRE, KET0% (52g %E: 93.3% (HPLO)) ;
'H-NMR (Ds-DMSO, 200MHz) § (ppm)= 12.6 (s, 1H), 11.2 (s, 1H), 8.4
(d, 1H), 8.2 (dd, 1H), 7.6 (d, 1H), 4.0 (s, 3H), 3.8 (s, 3H), 2.5 (s, 3H).

% 54 2
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2 -[[[&-FRE-6-F£-1, 3, 5-=%-2-%)&%]-%
R -AR)-BBRE)-4-F2XTHTE

FRETF, #259g RTH4rRE285g 2 —~AX -4 -FRE-6
—Ph-1, 3, 5-Z%440ml —FRCEBEDMA)THETR
H. MEALAHSTTHRRASHAFHMAI4g &H B = K& 6 20mIDMA
Bk, REABHSTTHHBAGHRLOHEME 5.0082 - K AHERE
— 4 -REXTPHTFEO25%%E)AE 1SmIDMA THERT. ZSREL
kB, Bitsa¥ L (®Celite)d&E RS %, FE&w S 200ml KK
10ml R EHEAERTY, MEKX s Z b " HhEdEFPHA—_FAR
—EEH AL, TR, KF: 4502 (ZRMAEG66%) .

5% 74 3
2 - |[[|4-FPRE-6-FPX-1, 3, 5-=Z%-2-R)K%|-%
|- AR HEE| -4 -REXTRTE
FTEAMARKET, #5096g R T HHwE 1.05g2 - K& -4 -
PAK-6-FR-1, 3, 5-=%420ml =7 LLEEKDMA)
FHLFRA, RELABAHT, FTI2HANANLIgXE XS
# 10mIDMA $ik. MBAXBEATRHREGHISoH. RELT S
SRdimA 1.84g 2 —ALHRE - 4 -AXTRPEI2.5%%E)H
DMA Sk, SABLERE, FARRSWHEAN 1 THERFE R
B, K& FH 147g 0 E P4 (Rkhe58%) .

5 747 4
2 - ([[[(4-FARE-6-FR-1, 3, 5-=%-2-%)&%]-%
K- AA)-BFERE| -4 -REFPETR |

TET, %509 RTE#HAME3.69g 2 - K& -4 -FRE-6
_g%-1, 3, 5-=4%4100mIDMA YRS RK, AAH 3
_7CE, #iMmA 56l BB - K& S0mIDMA Eik, BB ARBA
THERAAROWISHH. BEAI - TCTHABRGAEREH
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HaH 488502 - AXHBA - 4 - AXTE T & 50ml DMA # 3%
&ﬁo5&5%%%&3Cﬁ#1¢ﬁﬂﬁ&iﬁﬁ#2¢ﬁé,ﬁ
ERARGEEIREY. BATHET 250ml K+, MERLH K L(pH=2-
3). HEEORFHATEF -_SARLE. THRE, F5 84g HE
F%(%E>920/0)o

F e S
2 [[[(4-F - 6 - PREER -2~ £)-AR| - FR|- A LBk
AX7HRTE

#2.03g T Hsme 1.68g2 - A A -4 - & -6 - PREER
LA30mIDMA PHE%AaA. EERHFREREHIO>HE, FRE
RAMWAE S - 7 CTFilimel4 1.68¢ &% = KB4 25mIDMA 5 ik
H. MERAERAHWERDLEER, RBEA3 - T7TTCT, Hiik
%%ﬂ%Mﬁ%ZMg}iﬁﬁﬁﬁi?ﬁWQ#lwﬂDMA%@&
M, ARBETRELERSH 2 IHE, RITEAEXSE, ATHA
MFAY, mMARTRATPRE, RE&WARXEBEL. 2>FLAHEHE
ARTATPRABASF TR AT E 236g E F4H (LE>I0 %) .
'H-NMR (D,-DMSO, 200MHz) 5 (ppm)= 12.0 (s, 1H), 10.9 (s, 1H), 8.2
(m, 1H), 7.8 (m, 3H), 6.9 (s, 1H), 4.0 (s, 3H), 3.8 (s, 3H).

2} o 5% 3649
2 -[[4-FREA-6-FT£-1, 3, 5-=%-2-%£)-&%]-%
R -AX)-HBE] -4 -AXTRTS |
FET, ¥0.084g L4LHAG0% %A, ALxbT)mE 023g2 -
EE-4-FRE-6-FX-1, 3, 5-=Z%43m=-FELE
BE(DMA)# 25T, REROHELAKER L AL BEAHS T
TORERAERERA 0.44g %5 —X®E ImIDMA FHER. &
H2Ao% 10 986, RRishy, 2EEMA 068z 2 - ALH5EE
— 4 -RETHPRO25 % RE)E2mIDMA THER. FAEBR
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E, BAARAHMES 30ml kK 025ml XL B HERT., ME
HFHELORFHBINYFK, FHP-FAREERRL, FT%.
M 0.47g (ERAHI6%) . | '
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