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FATAE R T — R R B TR AR R, 2
VAN R R THL L L P KRN ERER TR
X, B5ENHENET—RE R E TR TR,
R it e p s
(a) &; |
() B, Wk, RE, REE R, KELRE FRE,
FRERE, $¥ FAE THRERTRAL, HOHTH
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, LR BA;
(¢) u3F, BURMZARALFAE;
OFE 7
(¢) 24,
BULE 3
(5) &,

(h)  -C(O)H B -C(OIRS;
(i) -copn B -COzRS;

(5)  -SH, -S(0)pR3, -S(0)m-OH, -S (0} m-OR>,
-0-S{0)m-OR5, -0-§ (0)OH §Q
~0-S(0) m-OR?;

(k)  -z4-NR6R7; 9
(1) -z4-N(R10)-25-NR8RY;

1, 11 A BN
(1) &

(b) B %;

(¢) B,

(d) e

k3 23

(f) F2%;

(1) FHE;
(b) bE R,

(i) FEE;

(i) F I aE;

(k) Ze3F, BUR Y RFFRLFAE;

....]..



(1) -SH, -5(0}nZ®, -5(0)m-OH, ~§(0)n-028,.
-0-5{0)n-26, -0-S(0)nOH B
-0-S(0) u-026;

(m) BR;

(n) B,

(o) 2,

(p)  -C(O)H QQ -c(0)z6;
(@)  -COpH 3 .-€02z6;

(r)  -z4-nz7z8;
(s)  -z4-N(z1l)-25-H;
(t): -z4-N(zll)-25-26; 3
() -z4-N(z11)-25-N2728;
& t .
LM% BMILHA
(1) B24;

by ~-z9-5(0)p-210-;
(¢) -z9-c(0)-210-;

»¥

|

(d) -z8-c(s)-210-;-
“(e)  -29-0-210-;

(f)  -z8-5-210-;

()  -z9-0-c{0)-210-; %

(h). -z3-c(0)-0-210-;

PREE, WL IRAMERREEE, SEE, RE T,
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R, Fmd, FHERE FE, W 10 AEER
RUFE, BERRELERRBFE, IR
Ul A B RIMEY, B, FEE, FRERE, FEERE
 FERERE REU A -RREREREHE, A5
AR T — R B TR R AR
A E BTy R, TS, TRALERE;
e
()& &
(b) ik, . IRIAMWERRORE, FrE, FriRL,
REERE, $ERFRL;
RV U oA RN ERERTRE, HEENEE
WE T — R R B TR R AR,
B0, §, NS
KPLENRC, BABR: KRLYES ARG
RE, BE, BECAETEARPARCARTE;
Badk L H1 8k ;
Za M A0, 152; M
PROSIE.
SHFAA, Rk
AR AR, RE RAE ¥ BERE -0
gi-1* N o] )
B4 gy f
A RS E, BE, AF, 2RE, 45E REIRA
WG R,
BRENLANE AP RREN TR B LAY
R AR A BN R AR, -
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R A BRI IEREE, ARRTE A
UARCABBINNE, BE, 204, BEE BERRRHKL
Yok, |

TEHFIREARN S T HANRENE L XBEXERT
ARWS ETFXyERR ANy RAN— BT ANRE, R
B304 B A RE. |
R RET R B BEHIENARET, BRI EIR
EFHESRLABE. “RIRE” ¥ BARETFHRL.

R¥E GER” HEE-0-,

RiE “HFE” R H- 7 EE, FARBEL,

R¥E URE” AN EUARETHARAE) ~AIRRNE
B xHEE. RELA TIAREFRERE,

RIE “hat” HAM ENARRFHAAED M ARNES
RIERE. RELE BIABETFHRE,

RIE CERA” fRLERUEN ESARFETFHEERC 4
“(CHa)ye , HHXA1-5), BRI BIAMERRERR,

RiE “TRA” KBRS HEA R RR N EI AR
FHESH, TR BIAMEREERR. T 5 4 - CH=CH-
CH=CH-. -CH,-CH=CH-, -CH,_—CH=CH-CH,.-.. —C(CHs),_CH=CH-iﬁJ
~CH( C,H¢) -CH=CH .

RiE CTpa” HELLRMEHLPRA - ARN ESAR
FFEsd, BTH BMERRERR. EREHXH A-(=(-
, ~CH,-C=(-, -CH( CH,) -(=(-fo-C=(-CH( C,Kz) CH,-o

R¥E “HRBE” HR-0(0) &,

RiE CREA” f FEE” 9 BARETFHFEL,

RiE “RERL” HUSARSMRERRE, H-CH,0H,
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OH, -CH,CH,OHCH,0H, -CH(CH,O0H), &,

RE “BE” REH, 4, 2PH,

RIE CRJY | CRIWT Fo CRFE” BETEARBIAK N
. SRR F R, FRREFEFRE, R E TER, 1E1
ToHBNES TAKER, CEE)-NBREFHERAED —
ANERT. SRFETFRAFENAFTRAL 18048 H LRT.
FRFHRRRETHRET, EVAPRAETTHANBAL, #8
RARFTHERNF SN FRTLTEETREFRIE TR
##,

BRI A LA e K, g, X oxetangl,
ok, skt el wkegEE Rl @i R
Wk, SRl i R-omR el RRwk B
gk, vk, WAKWE, ERE, Bl Rl RRa
S - BRuEE, - ERRmEE, 1- ERANERE, - ARAR
B3 fpia -morma, bR, mk, FRE, wRk,
WAL, DRE, BDRE, RIRRTH, WDRRR, 1)
- AR |, - ZEREDRE,

SHAFEE N EAAENRA, FbE, EhRedt ¥
HRME, BTRE whE, WARERE, Bddat Eiske
&, Fobmd, wASE, Fpkwd, cEE, FEER( c0r-
mrinyl) , 3K ooat, Wk, Eka, dska, ek
£, kA RREC Skl 2,3-0] R, K 3,2
] AR EE 2,3-0] hRE) , SRR, ik
E( P, - 28~ - fR- wokd) £,

ZHAFAARENLEFE, i#ﬂ%& gk, o
¥, FRE bEL,



SR RIFT RERL, 1A TAXERRHRFK:
(1) w¥E, AHREARE,
(b)) BX( ARFHES) ;
(¢) Wk
(d) B W=0);
(¢) £, RXEEF RERL,
(1) REE;
(1) BFE, ARk,
(1) %%,
(i) RARE;
C (i) RESRE, AiRRARRRERE
(1) EXETFRE, RAEAPRAS _RARETRE,
(1) s,
(o) A
(1) f&;
(o) HERBRE,
() BERAL, ARAERESRBBREE KL,

R®=—C—N—

(q) " I

.(s)%ﬁ;
(1) REHEEE,



(1) FEBLAL;
(1) Fak;
(v) &%,
(1) W%,
(y) FEE;
(1) FEEE &
(o) SR, s, wAS, 28, R REAE —REAE
, BERZHRBEARR N L L,
*%“%%ﬁﬁ”ﬁﬁﬂﬁﬁﬁﬁwﬁﬁimo
 EARBMHNETXP, HABARAZRAHIRERENL
Ef e
R HAWHRE, XbRERRHREEN. HFETESN
(WhEHH, LEETREN) BRALH, REXTHLLTH
AT EREAALEA
R LANT EHA R o4, FREVEE, THREERHN
MERBEEL, THANRA N -_HKOER. HTH. denzathine
- N—oethyl-D-glucamidefobydrabamine, FTHRERALHEEAR
, BERED AL, TRNBTUERIHAW 5 HFEFERE
HRERMEPREKRARE KB, RERTHETRAHA
o 2 R B AL A AR A ARSI R et
, WA T L S RANRBENRY R, IENELESTAR
BRNE: AR, AAL. TRR. %R LR LEAR. AR,
RERRAARLTNRR. AR #B. AR. LR, HFR. I
R BRBR. RAR. XTR, WHLR, KFRE. IHHRT
BB A ] 5 % B HR B B 2 TR A S B A
MR RE, BRETARTRADR.
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i, S ERVIR ETRR R AR X AR AL, BT
UHRAREF( “AR”) .

ot ' 20 2 AL T UAH RAKRET,
B SR B R B4 ¥ DA Bk o e s m Ay Ao S0 R A
WHRF . FAXBHEALZAREEN. kA, REW HEE
EAAKEE FHENERATHTUARGH RFE. FHAEHEN
B ERR W E K

RIfLAWRET-1« BT-200 / ST WBHRH, TATHT SE
AEHBAH EHER( AER. AGRARFR) PR Rendo-
Lhelin dKBUER . BARENTRAERELEN. ERLH—BAXAL
Al RERSW) HaA MR ERLEHRLIH ARA) B
W, BT TFERE RN HRER B R FRAMARHR) |
S TR LR Fo R A R T A R R R
 ARMAAHETRTHER Y. ARPEIRESRA A X
WEE, REARPREEES, MR, ZEAREFRERS
B ANERE, BEM ALRFOEREER) , BYR( A
Eh Yot MRS AR B b E) , Fioh, FABRRRR
BEk, BNREAEL. XEVLSHETRTET SFHRPN

AR KB,

ALRAARETRAFRAAERLER AR UK Lt
Ko )

AR BAYET A TFHARKDERRH TR AT
B A, B i EEE( ARSHARFAE HRAER
), BRRFmngEES,

Wb, AERALAWETRERELES; HEMA( antia
Innlunn);ﬁﬁﬁﬁﬁ%%;i%ﬁ;ﬁﬁ%%#&ﬁﬂ

_lo_



PHRAREH; SHIFHARCEFER SR, SRR
MR, PLEH, AZXALAHTRATENCIEE; SHRRER

F( Fl Ryl KEFTyash KF) , SBEA( AmEARS M
#( hypertrophic cardionyopathy) ), RAFHENLARERLERN
HREREC PmAFER( plexogenic) , BFH( enbolic) ) F

NG FEE, BRAGTREFIECAGRRBER YN RELE,
BB RENEER, AP R, RAERRAET R, PEH
BREFAER, CRERR, ApRAREHX. Coh KHE, ¥
LR, RpfRadFER, BRRECRAAMEEXMERT
Mgk RYBBER BT RENFIREA, LERYARER
BHEAESHEAEHERE. TORCHERECENHIERY,
HAEZY . BE( rendeling) PAlRA PETHYSRER
o ARVAAYTHFRITRREMABRIETR AR LR AT of
/B, BTHT S A A R i 4 A B A T R L
, BB R RNFERPRGAEAENFRE( FPE, AEXHK
REEE) , wRER/ RERNEERER, FESAE, KKK
RAERE XA RE, 25884, RABAAREYME, i
FHELE AR S RN ST ARXUAYTRATEN
 RWMBHBEE, BE, RYREAARERS RRRERRR, ¥
B, WARR, FEERFREAE, AL, W, dhdibih
B R, BER( bone remodeling) , R, TRERERAN
WERER TR, FEYX, AEARPESEAR( FAAEN
BR) o |
 ARAAHETETANRAAEMN: cadothelin BB

codothelin converting cnzyme(ECE)) &M # mphosphoramidon
MR ESARERN; FREFRN; BHBEHHA ADKELRE

..ll..



) 5 &k EFHHFA P0G A F R S AREREF( PAF)
BHA; B8 EREILALD SEEHAN; EENHHHN; DFRR
B ACE) WHHARRFHRAR, tolcaopril fosinopril
»ceranapeily ataceprily enalaprid delapril, peatopril.
quinaprils ramiprils lisinopril FprR A4y BN
Bi( NEP) #4171, MENEP-ACEM &I, HMG CoAE I B 04 o
pravastatinfmevacor; FAERARENHN, EARSHEAAH
W ERE; SREEAH, FRERER, - BERERSGH,
AR EH FRA AR, XAREE, REg, —ARE%
, ERAR, TEAEE, ZHRERSEELEHERURNRR,
tricrynafen, MMM, FR, msolimine, THER, EXFE,
Btk fo M B LR PR LA ik, MR hR A AR K4
EOaBEREN( (P , H4PA, Sl RECCER, HWRYE
PEERA( nivoylated) FRE OB MEREHEHENELY
( APSAC) o EHEENERA, IHNAAFREAETRAER
ANHAR A WA THERE AR EHEER Y
o AZALAWETEREEN P AENHAALARERD « FH
BRE—FRAR AN A A R B R R A N R
HREYE, XRALAHET S hABENRESEA.
ARAAYTUA KRS E o RARRARR N ERBILRS
WA R AMER, FrRARENEHRAA. - 1000/
g R ESEE A, kA0 - S0mg /by, ERBA0. 5 25ng /kg(
RA1-1500mg, REHS-10000g) , —KHAKI-I XK.
BB H R T A BA  A D e R AR B A 4I-S00mg A 8
PR R AW RS MR, BEN, BN REFHAAER
CREURTFRAGGHABRAEHR(1A-5%( EF) Rts
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Y, BERBIFI-5K) REH. ENTEEAFRGERETRERYN
BERERA, BUH, HAR, BEH, REN, _FRAEX5HD
RERBEA Il astidare( THBERTE-RBREEE) %R
ERXAETRH A kKRS

AL RAAWET R HERNBT AR RE KRR, Bk o
LHHRREH I AKEA,

R AE T A o T R A4 3 R o o Aot
HRYREE f. B4 -0 R A5 LR ETRINER
. Bk BEA. HAH. B REHSERAHNEPERER
RAGETHHE T R4, EXBAAHRFNPRELDRNE
BEAEREERREENNAENNE,

KL ALAYTHTRE S,
R
R‘ \l
2 /O— (CHa)p Xy
S o T T_J\)\
Y, q“ o
L (@t halo (ﬂ%l%ﬁ
R Brakl) BRI
P 0), B, W
O\'—-——-(Cﬂz)P

SO;N

—\‘(& Prot‘.

- BRERPEA

-l]_



']
el

(%)

A

mZ
’ )
S

A (-9

bR R R, AR T E R 0) AR E SRS
BB B 1 — AR AL 4 — IR 1 R B WA R B
SAR ARG P £ R LB RA R E TERERH 4
C ZEBERAM( dororic acid) KT U RERBRE
S( 47k REPATFHS69139( 1993) B) FAETRIERMAL
: AESWELES( ARETEYE) 24, HEARARZRER( A

PARZFEE) A8, RERARABIABERABE TR
) : o

) X
Br somn O Y
313———/7 Il’rot R S
Q-7
RM
1 RE#
2 MB=kk

3 HCl



“ror” RABRE RANABNRPEE, BABAFHSH1)
(1993) FLAR.
FRAAYET METERRN G —ATREBRBERA R

FRI)  Hgau 1
R
N
Rl\K 1 ke 2}\@_(‘3’*1)?\
,)42Jmmh S e dg) e
J Rll—_.?\ ;lllh : B
v HO/_, \ou.
§ Br -
/Birsozf . 8" ra (o) + LB J;
Ru_& Prot R x Wﬁff‘]
R g | i K'\|
‘ Rz L\O——' (Cﬁz)p
11__.O_R12
p CNg .
so,u—q
p—L
& |
) ssprn
ket 4+

- 15 -



WEBR, V- RHFER B RAAW) TRARMF LK
BHALA YR EEK . AW AP ) BAT LAY B,
THARFEXMY, BEEBPETRARALAN . ELLH
RT, REFIFRELTHEERPUNA - ZHRLLH, fo/ K
AYTFHEBE R UH A LA ( Hlin, Y ARRLENN, XE2
~TRELHRPEBAmE TERRLRRY) « EELHRT,
BoBWENAWETRSRERR / R EREE TH- 030,CF, X
AEHUEAT. BANEREE. BFEART W —RAY, £
Whringmaan% A, Angew Chem Fast Ed. Bagl 29(1990)977-991,

CERRFEW, ERBERNL - R UER SRR A
BRE. kA, BARN - CEETERAN 504 RAH
ERAY BRLHRLE LGB BT EBE LR T Y
i
o) Fo6 A% .

i Fos THTRF R A BHEIY, FEA-TFRHA

(- HREUK BHRY, FEADFREA - FARAR B E
VI, FEA-BIRMIAS - FEBME HHEN, FEAVFRHE
b B RV TR ARk, B RIX, FRA-BHRHE
- AT B R RM AR, o RXFRH4-
3B RN HRHAS - FRPRX; o BN
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FrRMAN- SRk, EXBFEY, BEAER FRONERY
PR KB A A 2K
A 1-F %ok

NH 744
——————
(1, : HyS04)
Rl _\C)/_ R12 R —O-—— R
Br Br
2 10

BEAECAY B EREHE, FTRHEHPEAR (ARG
0, AXRGRARNET PR T EREREALIb i EA,
Adv Het Chem., 17(1974), 99,

..l"-



7;‘% v '}ﬂk_n

CONH,
0
i

R"—O— Rl N R""C-Cﬂzx 12

"%¥=¢C1, Br, I

u Imm

Wi R, ETRE oo — ARBERAH HBSH—F
SR E| AP S R Y. EAETHY RATHAL - ZRHE X
#Alakhan & A, AV, Her. Chem., 17, (1979)99-211 53R,

'ﬁﬁ W ﬁms

n‘cogx -R?

1 -R?
R CO?H R OH

- X

“\Of
X = Brn.c /kr
¥

- 13 -
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l NH,OAc/AcCOH
" Rl R
2 0O%

‘. 'I l-§
R .Ru_\C)/__Ru

Br

B THER e - RRESEFRUEBA L Z LRFETRE
KA E L Ko - BERROANE LE015, SATREED
A, & R%ali,

CONE IV FE D
CH CN
i

TN
I + pU— RY
&

'CH



LR R PRAA WP AN G F R RN, £X
S— EASEMI9( H A Y, Yara, Japanese Pateat 29049(1964)) |

HR IV Kk E

cocl

T



PR BBAA W EMREIR, £RSLITEY.

CHR IV HY: E

Br

{, 5— RBR MG 6 TERH - RETRBE | SRRIE L
VAERBRTERNARSBREETHARAE( S LA MFerrini
%A, Angevw, Chem [nternat.BdZE2E, 1963, 99) o



AR IV Hkg

WRATEN T R WA= (2,2 ZATE) BB EY

VEBRNEA 0 TRHFAETHRCET 4 RS T EH16( 504
WwEEEHE55) .

HE IV HikH
1 2
cocl o R R
11 //l'\\ 12t R’JH % ° .
R R —
o)
Rll R12
L 2 \e*
21
"'" Br
10
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WERAL 5EAGRA DT R AR T R REH B
B4 8y — B A Fhe gl ) e A7 4 A1 0 ( B L4 JwBhatt, M. VAeRe ddy,
LS. Tet Lett. 20, 2359( 1980) ) o

DR IV Mk I
cocl /——-\
N 6O
_/ﬁk + E 'N R- ﬁum
ot T T
/M 12
Rl R
Br = '\u('
21

HERA SRAGEN KT EHRER REFETREEN
=S’ WA YA E E R B R — R T DL R AT
A410( SAAEN I ians, B L, Tet Lett., 33, 1033-1036(

1992) ) «
| A B 20k RPRRE) AETNHAWRRAFET

&5 2 MK 2 giv ﬁA%ﬁn#.@ﬁﬁh&*ﬂNMni%l fo
B A-F Rk
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RBBAEREC EX1-190T) AHa - BRI
HAH- S ET | |

FR V HE R
0
lo
CH,N=C | R?
guL(O-dgiz  FaCOX _Ei”__,_ /O/ o
gepx R \)
Br 33 REER B U
D



W B AR A B S A e — AR SR
R ERRERE, AT REER RN - AR
Tl

C. §- % Ralnh X
FR VI B
Rl
O)\NH
0, ,CH;NH; o
: Rlcocy —* :
1__( )_ 1;' : 32
RH \l) R R R12

O
[ '

34
l H;S0,4

Yoo - RETBRFARARARBACENS. HASWIA
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| EERBARAARIR, &R S EHELY, A
RRBAN) .

HR VI Fi s

CHO

s

12
'\I/ R, Tscmnsc  KaCOs
38 i N

Br == /6
Az
(Ts = B ZKHHES ) 32
Rn_._o_ R12

Y

Br

- BRE PRV ERA DR RAEE TEE L AR P B
W AR PR A, B - FRT T ( £ ILY
WA M Van Lewscn%EA, Tet Lett 2369(1972)) o
D. viEwh X

FE VI bk a

HO OH

r= aa{c#}

R12 + 76( Pd(O) S
*W/ W ;I;
42

- 2§ -



1~ SR A | AEP0( 0) LR A B R R KT
Y PRAEETSESRAHI- 2R R, & RERN,

HFR VI FE B

CN

Oy

R“——\/ HS-CH;~C-Ry

18
S N

)

L0
Y

RZ

— R12
44

Br

FHEEREIS S — AMEEHA L RERT LM,
B. gk X
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CHO ' #E NIII

Rn'—l'\o/_nli cHocro + R
Br NIO \NH

— 4s
O__Ru

AFRTEM S LoBPASARA - FERRTEHS( &
RAmEEEHEIN00E) o FhAHTELS RN AL LM
BAETRETRE—FRR, £RH N X7 EP,,

ATk AKNER, £0, Mr. Bl Chen 17 (1900))
, U133,

F.1- K& HoGnd X ¥R X Fik A o@
(CHy) , = CONH, N

(CHy)

R12

e a

=
'
©

r
- 48



1-R AT R ( LHPRIRY, ARSEARR) TUE
AR EL AR SRRE CHARI ERNAMSBREFET—R
T R R A Ao

HRIX Kk B
NH
. (CHp)pmCN ‘/(cl:),, —\Lo
Ru_%)\_Ru + HO-CHj - C=C—R! +R11—\C,))_R12
| H) Br 30,

Br
0
49
i /“E:p _<9]—CHQ-R‘

-

Br

1- R R - BRERES 1 R Bk, 1RIKD) T
I T LTRSS AABEECHENO1T) o
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G. v %

FR X
[\
NHNH, *HC1 v
Rn_o__Ru . LA\/ (Csz 3 O
\/ EtOH v
Br L

23 22

My AT A S ) T LR E R AN EE S HEANZT

BA A T — R itk i 4o

0, 3- 33 Faln
FE X

0
()\
CH=N, 1 HeLAT AR S ST N

r/l\]on 2 . (Cals)aN
R e Ri2

\C)(l_ 3 qm‘c R O
Br 4 HC1/EtOH \l/

Br

_30_



AR BT BRI I / SRR HNAE,
MERRA I Z LA, REFENERY. TFEMEIH
FHAK, WRETRUBHMAN, REALAHER HHC)
PEEAUBENA LTI olh, BE-FEPRAITL S,
15— RS A

Rl

|

0 1 NH;OH

2 L/PMt
___o_ R12

X \K

56

BRAGHN B F R4 e | - FRAEIRRAE,
BEMBRERL Y. HhDRERTRRIEE TR, B3
FHFRAT WS T, R AT R P AR (S AAm
Het Chem., 30, 467(19%3)) ,

LN F ke & xu

R
R“_(O'\—RJ (6 iuii‘-
\/' N xeo n“—\-ol)—— R12



N okl R G045 9 TR A AT B AR R UL L maan B B o
» Y- ZHKS Hokk e B uCoBr FETERESH 4

ARNERTALEAE-FHR, XBERARKLZWNRE
W R XBERENR AL ARATEN RN T AL W RAT
R

LA
N (- RS- k) — - (1) [
- R - 1- REE

0
"

O.
5 Nﬁ
H
o
C
CH, Ha

-~

Al-( - RKE) B

Yot — REVRBE( 4g, 2mmol) . HKRETHEM( 1.1,
Wamol) Fl0g S BRERAWEI Clodio Mot BHE, AR
WA RAN 0 KF2000l ZRTE Y. KERL x1500 TR THER
o AFAYI, FA100nl Afosonl HAKE, FRFKE. BRLY
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ERBLERIG:C5/ CRURETEH, BEARAHA( 2.4,
56%) , A EBE®K. |
B1-—BHE-N-( ), 4- PRS- BBu)) ~N - ( WEE

LEATH) KoK

10T, W1-#- M- (), 4- ZF - 5— k) -N’—(qiﬁ,.—

KB FABERBR 5,675, 13.52mmol, HEP 0569193( 1993)
B 44 E70nl WKW P HBRYMAETHE( 1R TR
WA, Vlal, 16.23mm0l) , WA M. FHARKT-18 CHELS
A4, WMABMBRZFHE( 152,80 060m01) o RSB, HRAWER
C ERRARM B HRAHRHEIT, WAL %RRAREH(
(20ml) , HEAABARI0D4, HRAWMEZ 200l FH X600l 7
ROEER. A0l # A#AFHANRBIRE-KX, TR &
RE) HR4, ALAWB( 4151, N%) , AXTERRY.
CN-( 34— = &—5— ) —N-[ (2-FRELESE) ¥
] -V - (%) [ 1,1V -BRK] -1- HBREK

CELARY, MAAYB( Sy, 0.32am0) o fLAMA( 456ng
, 1.05mmol) 1. Sul WRFubnl ISHTEPHBEHY WAR( =X
EB) 4£00) (950, 0.032mmel) , HHFMN. Sul INRRHAR
Wo VR PRAWES Chodhd/et, BHHRAS 00l ZRIHFAR.
A WAV, Alonl Afloal HA%SE, HABRARE. HARRUE
BRER:BR/ CRURRTEH, BELAWC( 190, N%

), AEBBRY.
D.N-( 3,4— ZFX—5— k) —¢'—(1-%uH) [ 1,1'-
BRX] - 1- WK

FALA4C( 276mg, 0. 57amel) ZEI0l 95% LB R AW fn
Alinl 6N HRERARH, EKIAHILH. KEERAHRE, A

-3 -



RREABAIAE. REARTRRAE. A x40l TR
CRHRAWRE, Aloal Afolinl A %EAVAE, FRARE
o MARKYERE LRI | AT/ FRETEH, AAKAL
24( ey, 51%) , AEEBEEK

M.p. 90-98°C(JERA ).

. TGERA C20H17N304S:
B : o, 60.75; H, 4.33; N, 10.63; S, 8.11;
Cgrjif; ¢, 60.80; H, 4.15; N, 10.38; S, 8.12.
LM

Ne (3,4 ZFH—§— SBmE) — /= (12— W) [ 1,1
- BRX] - 1- ®RBH

Ao 2-( 4- KA R

EEAAY, HHE( ZXER) £(0) (1.04g, 0.90m01) A
B ERAR( 1.01g, 1Sumel) | 2-S0Rek( 9.8y, 60mmol) &
120ml WEM6nl 950l TEEBHAM Y, WAl INERA A
Ao WRBBAYWAETSC okl Mt 248, AHHARI0 2B
BB, 2 HANIE, ALt Kfoloonl BAER, FBARE,

_34_



KARRMERE LRI BR/ CRUBBTEH, B2LAWA(
205, 56%) , XEEEK. |
B3, 4 25— B -N-[ (1-FRECAR) 7
A - = (1) [ 11— KK - 1- REEE \

EEAAY, WMEEA HAAHB( 3200, 0.80mmol) Fafbd
HA( 400mg, 1.67mmol) AT, 5ol B#Fobnl S%ZEPHAREM
AB( ZEEB) £(0) (Y6ar, 0.003mmel) , BAHMAL Sal 1N
KRAWART. WEERAYATS Chudd det, B30l TR
TR, S HANEE, Rloal Adoloal ARN, FRARL.
RBARYEERERLS: 1 BR/ LRUERF 48, 4%511%4!03(
Himg, 10%) , AEEERY. '
CN-( 3, 4— ZFH—5— Sl ) — 4/ — (21— o) [ 1,1'-
RX] - 1- 9Bk

BIALAHB( 290mg, 0. 5banol) ZEl0al 95% B By A S
Aloal 6N SBRABK, BKIDE. BRERAWRE, RERE
WRAAIAE . RERRTRRAENS . ) x0nl ZRTEH
BAWRE, Aol Afol0nl HARKAIAE, FRAKRSE. #
REWERB RN TR/ PRET6H, SERALAY
( omg, 15%) , hkAEEHK |

-

M.p. 87-97°CUHERE ).

miﬁﬂﬁ C20H1§N30352 - 0.34H20:
CPHME: . ¢, 57.52; H, 4.27; N, 10.06; S, 15.35;
 ZCpifg:c, 57.68; H, 4.08; N, 9.90; S, 15.06.
W4

- 3§ -



CN-( 34— ZFE - Rl - - (4,5 ZHE- -
W) [ 11— Bkl - 2- REER

LA-AEFR, 1- §4-1- FEFR

FOCHI— BE-1- TH( 1.32g, 15amel) - K FBRA(
3,295, 15amol) B4 FH( 15al) HOhRimsnl ok, R BRA
WFERYHS AR, WA ZRZEHFAR, R x50al 1%
HR. 00l AR bl HARKERK, TR BARKWAN:1E
W/ CRUBHTA#E, REALAPAC .45, %) , YEEEK

B 2-( 4-HHKE) -4, 5- ZF T

B AAC 3.4y, 12, 54amol) . ZRREE( 9.67g, 125, 4nmol)
fal0nl ZEAEIN T lnidd it BHE, HRAHLIRAE Il Ko
Winl ZRTEW. FASiul Afosonl AR RANME, FR*FRE

- 36 -



o WARKWAL: | TR/ TRUBERR LR TEH, ﬁﬁ]ﬂ:Am
( 1.51g, 48%) , X BEEEk
C N=( 34— Z R~ 5— amdt) — 4/~ (4, 5 R~ —%’&
i) —-N-[ (1- FERETER) WX [ 1,1 -BK] —1-#8
BtRk :
EEAAY, WEEA KLY 3208, 0.8l ) Fo bR
ftA4B( 420mg, 1.67mmol) 7ET. 5ol Wbl IS%TEFHARK
BAE( ZEERE) £ 0) (I6ng,0.003mm0l) , FH WA Sul
INGR RGN AR T Y R BERA AT Clodd DB, BHHASIl T,
ROMRE, AN, Alvel Afoionl k%S, FERERSE
o URRKPERR LA B/ CHRFTEHE, RALAHC( 1000
, 10%) , AEEERY.
D.N=—( 34— ZWE~§— Rl ) — '~ (4,5 ZFR- 1%
W) [ 11— BKK] - 1- REEH

B{eA4C( 300y, 0.59nmel) ZElbnl 95 % Z B BB A

Alonl 68 HEARE, EXKISE. KRERAYRE, AKRE
AR IR E . REARTRRAEN, ) x40l ZRTEH
RAWRK, HAloal Afelinl BAREANAE, TFRARE, ¥
RAWERE LR BiR/ LRURBTE#E, FAGFELAN(
178mg, 12%) , j‘bf'_‘lﬁﬁﬂgo

M.p. 96-102°C(IEBAE ).

TEMT Ca2H21N304S + 0.24H20:
BB : ¢, 61.76; H, 5.06; N, 9.82; S, 7.49;
ACWIE:C, 61.67; H, 4.76; N, 9.91; S, 7.59.

-1 -



| AU
M- 34— 2P 5~ Rty — 4 — (S E) [ 1,1
- RX] —1- WER

0
l.fls N- O\N
: C
© CH; s

A §-( 4- BFEX) Lnk

¥ T4 (25, bmmol ) MBRERPEE, 5.0p( 25, 6mmol) FIRAEER
EFHRER. 251 30, Tomol ) FARRGAES0al FHP Y RA Y E
HINH. BB, HAHKR, AARKEEYIRAIS Ao & H R
EEE, AXEEBXRETRARMCAPA( .65, (%) .
B N—( 3,4— ZWE-5- B dt) ~N-[ ( 1-FRETERLT
A] - - (S-Gda) [ 1,1 - KXE] -1- BB

EEAAY, M. 0 2. 00nmol) A1 Byt A4, 124(

0. lomel) W( ZHER) 4( 0) Aol FEPHBERPRAMNA
nl INBRBRAAAEFF0. 105( 3. 12nm0]) fLAWALISul I5%ZBW
W, HRAWEHEI AN, ALl ARE, H) x5 ZRUK
R, AHFHAVRBWA 00 FAEE K, TRIXL. $EL

-3 -



WS R LR B8/ CRIEL I RAEH, A3 1%)
b, HEERRY
G N( ) - B 5 i) — (%) [, I'-BK
] —1- BB

B0, 495( 1.001nmol) fLAHBAELIRl 95% LB F MEIF WA
L0nl SNEBARTEER Ao A5 HRA Gk 3 AS oul KRR
. AHEEREMKBTAEBRTREN, RERAKIRRAE
P, WP A EA A TR 131 o AZRFR/ CRLE
/ERER, BE( 1% RALSH, HEEEE

M.p. 189-191°C.

TCES
" C20H17N3045.0.28 H0:
S : ¢, 60.00; M, 4.42; N, 10.49; S, 8.01;

SEWME: - ., 60.10; H, 4.17; N, 10.39; S, 8.04.

LHH ,_
N-( 34— =~ 5— Falnt) -4/ - ((-%X) [ I~
BE] - 1-BRE [I—o )




AoA-( - BEE) &

5. 05( 18nmol) a, MM ZEEFKA. 05g( 89.9amel) FEE
B A YA TR PR At REHRAHEN Inl %K
/AW, A1 X100l TRAEERIK. A0 LR A ARKI
¥, FRAZAL. RBRLPAEN M BER LA CK/ TRTED: 1T
&, B2 3( 1%) AN, SRREEK.

B N—( 34— Z - - el X) —N-[ ( 2-PEETERW
] 4= (%) [ 1,1 - BKK] - 1- B | |

EEAAY, m0.6685( 1.7unol) LKA MR HBFN. 104
(0.0%0omol) W( ZKER) 4( 0) £2al FEPHERY KK
ASnl DB B4R AN, S25( 2. 32amel ) fLAMAELSEl 95% T,
BEE W JRA BRI B, 000l ARR, I X1l TR
LERR, AFHANRRAA00 SAEER K, TRAXL. %
BRAMAS R LA CK / CRTUE: | #4741, ﬁijo (5t
%) A4, HEERRY.
€ N-( 3, 4-ZF 5~ Feludt) -4/ (- 'Mi) [ -

BX] - 1- BERRE

EICHELAT, M0.155( 1. 55nnel) fbAHBrEbul TR 1Y
BHPANZFEFEREA2.00) b 1.70) FHERE
WFE RSN BB R0 KBERAWEA00 ZRTER
Mo #AMER Il HPRARRAABH KR, TRAKXK. Y
B0 x500mm 0DS S104E LRG3 %BMA( N%FEE, 10%K,0.1%
ERCE) R %BAB(C %EE, I0%K, 1. I%ZRTR) #1T
FAafl4HrLcaft, KEE LN, ARREHAERTREN

-4 -



, REZEN . ARCREUARRL DM, Rl aeBRFTh
z AE0.335( 54%) HELAT.

M.p. 85 - 93°% (HERA ).

_C20H17N304S .0.21 Hy0:
BLBMH: - c, 60.18; H, 4.40; N, 10.53; S, 8.03;

'efilg: 0 C. 60.27; H, 4.05; N, 10.44; S, 7.88.

L | '
N-( 3,4~ Z W -5- Ralap }) — 4/ — (21— FE— 1T X)
[ 11— B&RX] —1- HBRK

A A-( A= RKE) —1- FEE
¥4~ ZH T 18y, 0anol) o ZEBE( 1. 40g, 25mmol )
WRAHTU0C i Aot HRAHEENKE, WAISIIZR

- 4] -



CB. 2 HANE, Al INERALL, 0al INEBRA0l AR
W, THRFRE. HARRYERBRLRA: | BR/ LRI FTEH
, BERAWAC 1. 295, S4%) , Y EEEK.

B N—( 34— ZF&- - k) - N~ (1- PAECEL)
FE] -4 = (21— FE--BH) [ 1,1 - BE] —1- BB
ERARY, HAAWA( Wlng, 1 Tonel) FosLiEfl A%

B( 259mg, 0. 64mmol) 7E6. Sml KRS, lnl 95% ZREG HAH F A

W( ZFKEMR) 4£(0) (Ting, 0.063m0l) , EHWA). Inl 145

RAKET. HRERAWE Chodhd. SR, BHHFH 00l 7B

CRARR. 2 HATHE, Aol Afoloal AkE, FRERE.

RERUEER LA BB/ CRURHT4HE, B3)484(

[83mg, $4%) , HEEBERY. |

CoN-( 34— ZHE—§5— REaE) — ¢/ (1-FE—(~Bui i)

[ 1,1 = BK] —1- REtB
W AAHB( 130ng, 0.36mm0l) ZE6ml 95% ZBEs BB H P WA
ful SNRBAEHK, WRAWERKSS M. HRERSWAKE, AR
ﬁﬂﬁwﬂi%pﬂﬁis RERKTRBRAEA 3 x300l ZRUK

WRAWRR, Hl0nl BAESANAE, TRAERS. BREYE

COREERNGI QTR PRETAE, BEKRELAH( Siny,

T 38%) bR E A B -

‘M.p. 90-100°C (1]EEEEU ).

TR ﬁ' C21H19N304S: B
- PB{E:  : c, 61.60; H, 4.68; N, 10.26; S, 7.83;
;\tﬂqﬂ{a(:, 61.56; H, 4.33; N. 9.85; s, 7.94.

LA

-4 -



N34 SRS RelE) S - (- R - ouE
) [ LU=-BRE] -1 REkK i

Ao 2-( d- WKE) — (- FHEn
o F-IST, H-BEREE( 9. 1y, Stumel) FOREE( 2.4y,
Sinl) AL MED. Sul BB, HRERAYTICHA AW,
SRERFTE, RKEAE HRAHEN0KKY, ARRE
HobFost Y x 2000l ZRTHBHR. FAS0al HA kKA HF HAHA
, FHRARG. BRLWERR LRI B/ LRURRTEH,
.ﬁﬂm%%uxJu;n%L,ﬁéﬁﬁﬁ.
B, N—( 34— ZW#—5— pBadt) -N-[ (1~ FEETAL) ¥
] V= (- - oS [ - K] - - R
EEAAE, HERA HRAE( 3200, 0.038m00) Ffd
MA( 397mg, 1.67mmol) 7. Sul FEF6nl 95% CBEF BB P A
ANE( ZELB) 4£(0) (I6ng, 0.0830ml) , BFWAL Sal
INR R KW R B RAYATS Cludid e, A4 3M500l T

-4 -



RUBAR, A NAHAE, Aloal Kfoital A%, FRHFRE
o WRKYERKE LR BR/ LRUBHTEH, FALEU(
Woimg, 11%) , AXEERY,

C. N-( 34— Z WX §— Rl ) -4/-( 4- FH-1-%k) [
L= BRK] —1- BB

 pqbA4B( 300mg, 0.60mmol) FEl0ml 95 % LEE AN
Aonl NIEBRAKH, BRIAH. HRERAWKE, ARREH
BRAHAE. REARTRRAE) M. F) xitnl ZRTEHR
AHRE, Aol Kfoliol EXREANEEK, TRIKLE. HRL
AR LR | AP %/ PHETEHE, REAFELLH( 20
o, 11%) , haEEHK

M.p. 85-95°C(dERE ).

iﬁ?ﬁﬂ‘ﬁ‘ o | C21H19N304S - 0.25 H20:
Fie{E: : c, 60.92; H, 4.75; N, 10.15; S, 7.74;
Sefifh: ©, 61.15; H, 4.60; N, 9.89: S, 7.62.

L
Wo( 34 2R S Rald) — 4/ (- PE- 1R
) [ 11— B¥] —1- REE w’}\\

0 N



A1 (- BFER) - 5- TG
T, Bi- EEEERA( 1.1y, Monel) FEdbnl hat -5 8:0
BT MR 1. 105, 2mmol) , BFWAZTE( .05,
Womol) o HRAWTFEEHZO0%. WALl TRUBHFLR
o HRAAL x40ul A0nl EARHK, FRHIBRER-R-N-(1
-FRA) KPR H BRI e BER Y. KRG
BFS-10 A NRET 2 RN, HRAWENS 00l KA
, ABRAP RN AR x2500l LROWRK. H4FAHR
A0l Aful00nl ARk, FRFRE, REAMGWA(L 5L,
95%) , HREEEEK NP 61-63T
BoN-( 3, 4— = E—§— Faloddt) - N-[ ( 1- ‘Pﬁ%zﬁ.&) i
K]0 - (5 WR-1-o%X) [ 11 - BX] - 1- RRE
EEEAP, WLkl aadn( 120, 0. VDol ), Pfs
WA( 3970g, 1.67om0l) FET. Snl Wbl 95 % CEEW HRERY n
AB( ZFEM) 4£(0) (I6ny, 0.00mml) , HH A Sal 2N
BRYARNE. BRERAWE Chdd Mg, BHFAI 00l TR
Lﬁﬁﬁoﬁ$ﬁﬂﬁﬁ,mwmﬁﬁmmﬁ#%%,%ﬁ#m%o
HRAWARE LA R/ LRURRTE#E, B34 aH(
Wiag, 12%) , AEERRY.
CN=( 34— Z - §— Falmt) — ' — (- FE- 1% )
[Il' BX] -1-wmE
A HB( 298mg, 0.60nnel) Zlbal 95%1.&%.1%5&%

- {5 -



Aol 6N SEARE, ERISH. ¥RERSWRE, ARRE
WA IR E. REAKTRBRAEHS. A) x40l ZRLEH
RAWRE, Flinl Af 00l AEEANEE, TRFRE. #
REWERK LRI QTR / PREGEH, RAFALEY
( Wing, 00%) , HEKAEEHR

[M.p. 90-100°C (dERA ).

TCEMMT | C21H]19N304S:
CEl:  : c, 61.60; H, 4.68; N, 10.26; S, 7.83;"

iﬁ‘]{ﬁca 61.39; H, 4.11; N, 10.03; S, 7.61.

LAY
N-( 34— — K- 5— ity — ¢/ - ( - vk~ |- %)
[hﬂ-ﬁxrd—ﬁ%ﬁ

o
0 o.
- g a8
’ 0 CHj

Ao 1-( 4= REKE) - H- i

MARE( 4y, 0. Dmmol) Fl-EREBDRE( 1902y,
$6.46nmel) Y20l 60%1.@5&*%75952;&( §.715g, 12.05mmol)
o ¥RAWREAY, REERK M. HEHNAR, #AKRBTIN

T



T4, FU0CEMBO A4, WALl K, HRAHR)
x1000l ZROCHRK. H4H4HAMKA 0l AR, THRIR
o WAAWERE RN BE/ LROERAENE, BELLY
AC 2.9, %) , AERERBHELRY. L P.11-TT,
BN-( 3, 4— —HH—5— FaBub ) - N-[ (1-PRELRE) ¥
] 0= (1E-vd-1- %) [ 1,1 - BK] - 1- R
EEAAY, MEBH A4wB( 120mg, 0. Duml) Ffs

HAC 3120g, 1. 67nmol) 1. Sul WA bel 95% LB AT P v
NBE( KRR 4(0) (I6ng, 0.083ma0l) , FHWAL. Sl 1M
RRAAKA HRBRAWES Chodk. A0, REFHIT
RORAR, HNANAE, Aionl Afolinl EAkk, TRFRSE

o WARLYERBELRL S | R/ LRURRHATEH, RALLH
( 180mg, 10%) , YEERRY.
CN=( 34— ZFH—5— RaBuk ) —4—( K- pud-1-H) [ 1,1
-] -1- BEER

R{LAWB( 280mg, 0. 5tomel) ZELOal 95% T B BB P A
Aol 6N SBARN, BRIM. ¥EERAWHRE, RRRE
HRERIAE . REAKCRRAES . ) 400l TRTBH
RAWRK, Alinl Aflinl EAREANIE, FRFRGE. #
 RANERR LA IZRTR/ PRETEH, RARELS

W( 161ng, 10%) , ARAEEMK L P B-1NT( EFRE)

fﬁﬁﬁﬂﬁ . C20H18N403S - 0.12H20:
. B C 60.56; H, 4.64; N, 14.12; S. 8.08;
%ﬂlféc 61.26; H, 4.52; N, 13.96; . 8.06.

-] -



| LA
N—( 34— Z - 5— 8 X) — ' —[ 1-( 1-FRELK
) WA - 10— k- 2- F] [ 11 - BKK] - 1- B

A 1-( 41— BEE) — 11— ke

- EEE( ). 25;, Sonmel) FZE( W%( BE) A%
#, 11.6nl, boonol WR0nl FEENE Riweonl 10 %EARMEARR.
HRAYTEBRHAE. KEALAN. AdWNLRAHARR
FAKWEMBE, B0l TRIRER. #EeHNAIRRY
FRARS . BRKWETI00 PHPHL HRTARE, #R
£ 5100 ZR-RFH, BHELAWAC 14, 16%) , HiFEE
fKo
COb -( - HER) - 1-[L( - FRECESE) FE] - -k

BAAHAC 00ng, 1.790m0) EEERS( 11al) HPWAL
R4 60 %5 Bk, Veng, 2. (5um0l) o HRAWTZRGEH
W4, FmFERETAXFAA( )50y, 2.50mm0l) o JHRMR
AWFEBREE MRS, WALl ZR R A0l Al 0nl
HAERANAEE, TR*RE, HALBERRLANGCO01T
R/ CRLE/ ZURRATEH, RELAW( Wi, T0%) .

-”-



C N-( 34— ZFE—5— lugt) — N[ (1-FRELRE)
BE] -1 —[ I-[ (1- FRECRE) T4 - 1-Ae-1- 4
][ 1,1 — B -1- R - |

EEEAY, HELHA A 122y, 1 18amel) fo bR
. A8B( 3900ny, 1.25amol) 7ELL. 250l F3KA9ul 95 % LB B
A mAE( ZEEHB) 4£(0) ( 145ng, 0. 125mml) , BH A
1580 TN BB AR, HE R RA RS Cludld Mo, %R
150l LRZBAB. AHAMAE, Al Al AKK, TR
ERB, WREWERREAIZRIR/ ZTREFEH,
ABLAHC 100mg, 56%) , HAEBHRY.
DN-( 34— X~ Jplud) -'-[1-[ (1- PRELA
&) W] - 10— sk 1- ] [ 1,10 - K] -2 RER

A 100my, 0.70mmel) AElTnl 95 %TREY HEIT
Aol N ERAREK, BRINE. SRARSHRE, ARRE
AT, REARIRRAE . A0l ZRTHE,
ORi0al Adlinl AESAIRE; TRARE. BARKMERRL
B0 0 AT/ TR/ SRR RN, RARELEY
(e, 61%) , ATRTE/ SRR, REAALEK

M.p. 81-84°C.. : _
i’ﬁiﬁﬂﬁ - . C24H26N405S + 0.24 H20:

C o HWE: G 59.20; H, 5.48; N, 11.51; S, 6.58;
‘ QQM{E Cc, 59.25; H, 5.42; N, 11.46; S, 6.39.

LRI
N— (34— WX~ §— Fplokit) —4'—[ 1-( 1-BREE
) W] - 1H- skk-2—- ) [ 1,1 BK] -1 SRRk

- 49y -



J

N o~ OH

0 o

_._?N_w
e
0 CH,§

CH,
LoN- (34— 2B E- - el - [ -] (1- RELK
&) WE] - 11— skd-1—- F] [ 1,1 - 5K] -1 HER
CFIT, B AR A (1200, 0.25mml) B4
© (1. 50) AR AAA( EZATRYHIMERK, 0370,
0.3 7mm0l) o SRBEAYTI-ICHASAH. WASal HFRRE
WAREABRERNIM. RERARLREBAURAEB. R x4
al 100:§ “HF L/ PRER HARKANRIS TRERE. H#
ALY x500nn ODS $104: L6 %AAA( 1% FEE, 0%,
LI%ERZR) I %ANB( 0% FH, 10%K, 11 %EE%W
) Wb AILCHL, BERELAH( Sng, 9% , FEBEE
NP 1-13T.

OO

- TCRAT _ C23H24N405S - 0.75 H90:

ﬂn’:}ﬁ i ¢, 57.31; H, 5.33; N, 11.62; S, 6:65;

;w{gc 57.61; H,~5.04; N, 11.33; S, 6.55.
LHA

N=( 3, 4----%—5 i) -4 —( 1- ‘F%—m- ;3
~1-%) [ 1,1'- B¥K] -1- Bk, 23 -

- 50 -



1
5-N
1

o CHy .
. CHy

Ao1-( 41— BEE) —1- FH- 11k
LA 0 By AA( 1000y, 3. Miomel) ZET. tal WA skwf
1.8l = WA VBERR ok By B R AN BRI 60 % i AR,
15lmg, 3.77am0l) o YRAWTERBEHID . Fmsk 7L
191ng, 6. 20mm0l) o HRBRAYTERBHIMHRE WA
00nl ZB 2R3 A0nl AF200l BARSEIAE, FRERE.
BRAWERRELR00: 0. | ZRFR/ PR/ SARSRAEH
, BB LAWAC SN0, §1%) o
B N=( 34— ZFE- - ) N[ (1- FRELEX) T
] - —(1- FE-10- k- 2- ) [ 1,1/ - BH] -1 %Ek
B
o EEAAW, MK KA H( 220ng, 0.8 nmel) Fofbd
CHAC 395mg, 1. 6Taml) 1. Sul FEAenl 95 % LB MR P
AE( ZHEB) 40 0) (I6ng, 0.083mmel) , FHF WAL Sul 2K
BRRAAAN. HRABAYES TRk /N, B840l TR
LRFB. 2NANRE, Aol Afoloal Ak, TRFRE
BRAMAERE LRGS0 ZAF R/ P/ FREAGETE
#, BAAWA( g, 61%) , HEERER.
CoN—( 34— —WH— 5— Ry — 4/ — (|- FE— 11— ko
1- %) [ 1,V - RKEK] —1- 9Bk, 42
ﬁﬁA%uzmm,onMn)&nln%Lﬂ#&ﬁﬁ#MA
yul NEBRARE, BEINH. HRERAIRE, RRREHH

-5l -



WA RS . BEAKCRRAEINS . R0l ZRTEH
RAGRE, el Amionl RARRAAE, THERE. #E4
WAERBER: G AR/ PR/ RRAGHTEH, RN
— (I AP 5 BRaE) -4 - (- LE- k- &
DY [0 - B - - BB 109wy, 92%) , WHETFINERL
g%, mER-0EL, RAAAPIK/ FRER, RARAL
&4, hatEK

M.p. >200° AMfE

TCEMT C71H1gN4O3SLi - 2.75H20:

Mgl ¢ ¢ 54.37 K 5.32; N, 12.08; s, 6.91;

f:Cy 54-585 B, 5:05; N 11877 5. 6.80.
LA

N—( 3, 4= —RX— - plm ) — ' — ( [H-%n-1- %)
[ 11— BKK] —1- 9B, €3

NH
0
1 O,
éﬂ*&i
Li
0
CH
CH, :

Ao1—(4- BEX) -1E- k- |- WR, 1, 1- ZFETLH

B M0 B AA( H46ny, tamol) BTRE( 20al) B
ANEBR R TH( S2ng, 2. 4omol) fod- P EEEmE( 2. Ing
C02mmel) o HRAERAHTEBRBAIAL. HEAYER

-5 -



BLRG | B/ LRUBEEN, BALAHA S0ay, 11%)
, ARFEW. i} |
Bo4'-[ 1-[ (1,1- ZFETEE) KE] - 18- skp-1- F] -
N=( 3, 4- 29 & §— el ) - N-[ (1- FRELER) ¥
X[ U-KXK] —1- %Btk

EEAAW, WEBAHAAHB( Yng, 1.%0m0l) Fofd
A $00mg, L.550mel) 1L, 25ml WEMInl 95% B HRAEHY
WA ZHKEB) 40 0) ( 149mg, 0. 129mm00) , EHWAG TS
ul DMERERANAKA M. ¥R B A AT Chodld Mot, B3 A15al
CRUBRR. HHANRE, AlsalAfiinl SA%E, THRIR
B URAWEBRKER(0:0.180K/ TRIR/ ZTRR{TA
i, #EAAW( g, 51%) , ARERRA.
C N-( 3,4~ ZFH-5— Fu¥k ) — ' (1H-vki-1- %) [
L1 -BkX] —1- 9Bk, 4

WA 48( 1800, 0.650m0]) ZEl2al 5% LBV HBER b
Aol NEBABM, EEIADEINH HEERAWRE, AR
REARKE AL IR E . RERKTRRAEN. ) xt0al
100: S ZR T M/ FRRR. HANRKETRARE. HARYE
FINEBRLE S, WEDR-04E, REAAAR: 2K/ FREM,
BARANAY, HaBBEE 1100, %) .
P > 20 C4ME,

TCEMT . C20HI7N4O3SLi - 2.06Hz0:

MM : C, 54.91; H, 4.87; N, 12.81; S, 7.33;

gl C. 54.99; H, 4.78; N, 12.73; 5, 6.95.
SLHH

-5} -



M= (3,4 SR E— - BaBR) — 4 - (5 FE— B
) [ 1,1'- B¥] -1- RBRH

F o)
CH,
0
oL
|
£
0 CHy

A A= (- ) -5 P

ESOT, w4 -REX . ZAM( .55, 16, Sumel) Fo i BERE(
10.815, 20mnel) HAMR( 2. 40g, 15am0l) , W4T, #EK
BERAWANAHASICREEINT, REEDITHH Mt #
HE, WA TRTE, HHARARL x200l Af20al HA %%
, FRAKE. HRKWERE LR OR/ LRIURBTEE,
B AWM 1,595, 15%) o
boN= (34— ZFE- 5 feled) —N-[ (- FRETREL)

Flk] — 4= (5- - -vRad) [ 1,17~ BK] -1 ok

it

EEAAW, WEHALLAHB( 8, 1.0em]) fded
A( 408mg, 1.7omel) 790l VEEF]. 2nl 95%ZEBRHAK T A
W ZHEB) 4(0) ( leng, 0. 10nmel) , FHWAS. dnl 1M
RAARR, R RAYAS Tl Art, 43R0l ZRT
BAEB. 2 HAVHEK, AlSol Afoisal A%E, TRFER #
RAWERRE LR S BR/ TRURETEH, B24440(
Wag, 64%) , AEEBRA.

-S‘-



0 M= (4 SR S ReR) — 4 - (5-FE- R

) [ 11— BR¥K] ~1- KRR

BALA48( 300mg, 0. 60nnel) AE10nl 95% LB B R i
Aol NERARE, BEklAut. SRERAWRE. ARRE
HRFABRREIAZ. REARCRRAZHS. A3 xi0nl ZR
LRARAWRI, Hionl ARl SARKANRERY, THRHFR
B, WRAWAEN x500nn 0DS SIOAELAIN%ARAC 1% FE, 90
%A, 1. 1%ZRZR) F0%ERB( N%FH, 10%K, 1.1%=
S8 Bislgmicad, BHFELAM( 150, 1%) , X
B 4 B 4.

“M.p. 86-96°C(JEEA ).

J_ﬁiﬁ‘ﬁ' : . C21H19N304S - 0.16H20:
O PeME: ¢ : ¢, 61.17; H, 4.72; N, 10.19; 8, 7.77;
. gw&:c; 61.20; Hl .4-35: Nl 10.16; S: 7.58.
LML S

UM (,- ZFE- 5o ERE) -4 - (11 R |- T

) [ 1,1 - B¥K] - 1- HEH @

, "/%/‘L
!}l CH3 3



LoN-( ), 0- ZH -5 B ) - 1- RRRER

113,05 1. T4mmol ) 2-SKBBCAAEN ful AR P BEH A A
1 32g( 1. Tnmel) 3,4- 2 X~ §— ek, HRAHEZERT
AT, wES0nl KAPHE, AN RBRAREIH
EHRALEN, BUKECEAATRZ. HEKRATR/ KSR,
BE05( S110%) AW, ARESREA( 0.y, 125-126T;
Ro=0.51( 0% TR/ Z4FK) )
B, 1-#-N-( 34— ZFE-5— jplud) -V - ( FAXZRE

) XK

EEBRESAY, 2481 11( 3.30ml) AHAELSul
THR & 3T D, 195 ( 4. 8mmol) A EF Y 60 %F
AH) , SRETERHEHMH. REMANTEETRETFER(
tﬁh4Jmﬂ).%ﬁ%ﬁﬁ#ﬁﬁoﬁﬁéﬁmﬁ#mnmmﬁ
BARD CROERR. AXRANRRAA I BARE, TR
FEE, BALU(N%) A, IRERRY. .
C N-( 34— ZFd- - k) —N-[ (2- ?ﬁﬁaﬁi)
A -4 - PR 1,1 - REK] - 1-RBRE .
. EEEAY, HiAWb. (- FXRMR( 4,76, Hom]) E
150wl FEAN0 IS%THPRERTRAL( ZXER) €( 0
(1.43g, 1. lomol) , B WALl INRBRGAE K. KEPRE
YAV T, SN, BRI TRTBAR. 2 HANAE
1000l AFo200n A%k, THRARSE. HARKYEBHKLERS: 1T
B/ LRLEBTEE, BIALAHC(.0, 0%) , FREER
o Re=0.14, BE, LIER/ LRLE.

- § -



D {'-( HEE) - N- (34— ZFE- 5 Sy N[ (1-
PEEZEE) WE] [ 11"~ R¥K] - 1- ARE
MAAHC( 7.7y, 11.090m01) HWAAK( 110al) FF WA
N— MARRABER( 4. 1y, 23.250m00) Pt RAKFB( 3850y,
C LS9amol) o RRERAWEKL K, RYE, AXKEREAWA
CO0nl AR R, B x 1000l ASe 00l BARE, TRARE.
WRLWERR LR BB/ CRIERATEH, FELAH(
1. 645, 10%) , %iﬁﬁﬁm%nf=n.n, BE, L1EE/ LR
LK. . '
B N=( 34— Wk §— Rl ) -4/ — ( [H- %H- |- £F
#) N[ (1- FREZRE) FH] [ VKX - 1- Rk
WA 4D( 400ng, 0.79omel) Foskm( 133mg, 1.95mmol) W
 WABR( 36ny, 2. 360ml) o HRERAYTE RS0
, RETFSOCHEI o, HRAHASI ZRLBAR. Allal X
foltnl A%YE, TRARS. HARSYERFEERNGLSZAF
W/ PERTANE, B3MAHE( 100, 56%) , ARERRD.
Re=t. 51, BE, 101 Z40K/ T,
F. N=( ), 4— ZF&—5— FoBn¥) — 4/ — ( 1H- sk~ 1- XF
£) [ 1,1 - KK -1-HEK
BLAE( 120mg, 0. 44omol) 7E6ml 95% ZREW HFERF WA
ful SNERBRAKT. HRABAWEK A, BHHFRE BN
RAWRANPEREHARE YR, REALRRAEIS, HRe
W RAHEEER( Iiny, 50%) , HHABMEN K0k, XER
%, BARELAUHERE, HOEEK(ny. 51T 28 .
b =0.21, 2R, 10 ZRFR/ TR

-5 -



TCEA 7.
1.1 Hy0 » 0.8 HCL:

Mipfli: : c. 55.02; H, 5.28; N, 12.22; S, 6.99;
€1, 6.19.
- SCRE: C, 54.67; H, 4.88; N, 11.97; S, 6.93;
¢l, 6.30.
LR 6

N_( 314_ :mi—s—%%g) "“'( J-M&x) [ lll"
- B¥) - 1- HEBH

(o]

\

N
e
S—N '
: H’S)\c"a

A d--N— BRFE T BB -cardoximidoyl bromidc.)

f0. SHE R = T FRBA AL Sp( 42, Saml) 4- 3
FPREARHECo REAMBAN N RRREATHH. #Re
WERERZEE, FRAIN. HRERAHHEN 00l RKF,
F1X150nl ZBRAK, HAHHANRIBAIS0al 0 SNRRAFK
fadhR( 15001) Hik, TRAKK B 1.9 1% oA
b S-( ZERAE) -- (-REY) -l ZEpte
4,05 17, 06mmol ) fLAr8A. 1.34g( 35, 3am0l) ZRLHH
 ful9g( 3. 76mmel ) = THRAES bal FEPRRAHTIS CRHVIH

- 58 -



%ﬁ%ﬂu&%ﬂ#ﬂnﬂlsomlﬂ M’a‘ﬂlz ABH x5tul TR
LREKR, AHFANERA A0l Ekkg-%k, FRAKL
BRLYH T/ TRURPER, BERAW( 3.6, 1%) ,
b R=RA |
C. 3-(4- RFH) el

#1305 10.S6mmol) fA4gBEEI00nl Bk TR AT A
Sul ENSRRAKN, HANERINE, HREHREEAL L,
WA AR RALARL Y. BHARAHAL X500l THER
HARWANBRIY R0 BARE-K, TERAKR. AU
AN RRERBE/ CRTRY: 1T aH, BALG(0%) &
A4C, HatBk
D oN—( 34— Z -5 i) —N-[ (1- PREZEHE) 7
E) -4 (- ) [ 11 -BRK] -1 SR
o EEAAY, mesp( L 1Temel) ERA BLAHF. 051
(0.05omel) W( Z3HEM) 42( 0) FE20nl FEP AR WAL
ol IMBEBRAAH, AN 3I5p( 1 domol) fAHCELDl
05U BW WA, WRAHEHIAN, FI00nl ARBRH x50
ol ZRZBER. HAFRANRRUA 000 AKX, TR

 HAR. BARAWESGERERER/ CRUEL | RITEH, RE

0.215( 56%) A, AAERRY.
B N-( 34— W H- - ) —4'— (3- k) [ 1,1
— B - 1- B |
B0, 265( 0. S4umol) ALA4DEITRl §5% TR REFH WA
L0nl ENEBAARM, BRIDH. REHERRAHRE, RAStnlK
RBHA X150l TRURER. H4FNANRRUAARE K,
FRAER(0.21p) o HEPRAI x500mn 008 S10AELIA6T %

- 8 -



FB( N%FH, (0%, 1. 1% RO %EHAC 1%FH,
NW%K, 0.1 %ERTR) AR HALCA R, KRE S WHS
, ARREAABRK PRI FREE N0l o BRERKRTRIBR
RAEN 4, REAEEE TR U( 01%) FELEGH. 0.).
15-90C,

j{;?ﬁﬂﬁ‘ : .- C20H17N304S. 0.26 H0:
J(E:  : C.60.04; H,4.41; N,10.50; S,8.01;
;tm‘l{é : C,60.04; H,4.30; N,10.50; s,8.15.

. KR

N=( 3,4 2R~ §— k) -1 - (1-%%ETFE) [
L1 - B - 1- REER

o)

n

i N’(\}/‘L CH

0 H - 3
CH,

A A-RKTBRR |
| EEAAW, Wig( 27.90mel) (- HXTRAEN I ZAFKEW

BAF P WA ol INEBER N R PR AR B _FET
BB, HRAYTEREH Aot HERAR, K2 TR R
M -FIS0nl FEY, MAPRANN B%ARMERAKER. HF
WA BRATH, KBRS0l XFHR ﬁﬂifﬁﬁﬁjﬁ@ﬂi, ik

- 60 -



kT B2 15( 15%) etk
B, 2-[ (4 JEH) F&) XY

KA AWAC 2g, 3. Mamel) FRBRITHE( 095, 10, 4Sanol
) K6 SBRTHBANEN Tl Moo HRRBME 000 X
ORI x 1000l ZROERR. A FHANRERAALRE—X,
FRAKE. HARSHEN BB LACR/ CRUEL 1 RTEH
B 12g( 50%) A0, HEBEK
¢ N=( 34— =B % - ) —N-[ (1- FRECRE)

W) -4 - (- BT [ 1,1 - KK - 1- B

EERAAT, F0.0p( L Stamel) EHHI BfA 0. 092 (
0. 08umel) WI( ZHEM) 48 0) A30al FHYREAH WA Sl
NG B KA, B S5( 1.4 anel) ERAAHBAELSH
5% Z B MR SR, JL00al ARBHRI xS0
ol CROEER. HAHHANERAAI00 BAKK-K, TR
AR BRRUENG RRLA DR/ CROEL R, B
20,12 93%) fAde, HEeBRRE.
D N-( 3,4-Z W 5— polekd) — '~ ( 1-REFR) [ 11T
- B - 1- BB | |

B0, 75( 1. 41mmol) fAHCAENSul 95 % ZBE HAEHF AL
il ONERARE, ERIAR. REHRAYRE, RS0l KFR
) %500l ZRZERK. HAFNANRRAAKER K, TR
EER B4 BAREY. BRRYAI X5000 0D
SLOAEL 6T %ARB( % EE, 10%K, LI%ZRTR) PI%E
FIAC 0% EE, 90%%K, 0. 1%ZRTH) Eat M 4HPLCAER,
KR SHERABRANARKPREN, REE 00l REH
FRAARERRAD M AFA L CEELRE TR, R0

- 61 -



( 11%) FALEH.

M.p. 65-70°C. |
- lp mr (cpcl3):  1.80 (s,3H), 2.11 (s, 3H), 4.16

(s,2H), 7.04 (s, 1H), 7.27 - 8.02 (m, 10H).
‘13¢c mMR (CDC13): & 6.99, 11.20, 34.67, 108.10,

127.54, 128.32, 128.92, 129.47, 130.82, 133.15,
'133.44, 135.95, 137.91, 138.51, 139.37, 141.25,
154.69, 162.27, 163.42. '

LM
N-( 3, 4= 2R E-5— RlE) — ' - ( 5- b)) [

L, ll_ﬁ*] - 2—7&&&

AoL-(4- BEE) -I1-( ZFRE) -1-Fl-1- 1

#1.05( 35, 20m1) 4— RZBFEN N N- ZFEFREL
EHR T RARERI M. REHEHA0 CRABHRAAE
1C. BURKEBERER, TREALAWA 6155, 11%) o
b 5-( - HEKE) B

- 62 -



AT, H62p( M daol) ALAMAETInl TR BRI A
3.315( 19.27nml ) Rk 0- REAE 0l FRPHRE, RS0
= EZEBERIANEE, ¥REBAHHEANEFIRREHER
( 100ml) 5okAk( 200nl) MRS, ERRRAUTARES. 1y
KEGEE BERACR/ CRIBMESR, B2 124(51%) &
A4, HKBEEHK
€ N-( 34— —Fa—5— S&ui) —N-[ (1- PREZES)
FX] -4 —( 5— FSu W) [ 1 - BKE] - 1- RRR

EEEAP, M0.565( 1. 40aml) SHHIRAAH 0. 081
(0.07amol) B( ZEER) 4£( 0) FE25ul PP HER P AL
ol IMGERRAN AR, BHF WAL 0g( 2. 18amel) fA4 BESul
V5% B AR, HRAWE K NE, A0l KFERHFR) x50
ol LR ZERK. Hot0aNRRIAI00l EAEE-K, THR
AR HRSWESRBLATR/ CRURL 1 #TEE, /)
0.265( 31%) fAHC, HEBERY.

_D N-( 3,4~ Z RS- k) -1 - (5- %Mg) [ L1
 —B¥] -1 R

0. 25( 0. 52nmel ) fAHCENl 95%5@*%7‘&%)\
(bl CNEBARA, BRINH. REHKERAWRE, Al

ARBHR x50l ZRLHER. H4 3 RATBRRIAAER X
CTFRARLC.2g) o HEAHAI xS00nn ODS SLOAELEEI %
BHI N%FH, 1A, LI%ZRTR) %R 10%TH,
J0%K, 1. 1 %=RTR) W RA R ARLCA . KAEE Y HHL
FARREAARKE R I REE 00l HABHARTRRA
T, REEGEEETE, B3 11( %) RALLY,

-6 -



‘M.p. 85-90°C.

fﬁ?ﬁ‘ﬁ' C20H17N304S. 0.27 H20:
M. : C,60.02; H,4.42; N,10.50; §5,8.01;,
SR 'C,60.16; H,4.24; N,10.36; S,8.17.
| £HAL
J-'-\
N O

N—( 3, 4- 25— k) -1/ — BE- 1 (1%
) [ LU -BREK -1- REEK
A - - BEXER

FEISCRAT, FrAofetFHETR( Sonl) FHIR( S,
91, 0. 36ml) SRWAEI- BEXTFR( S0g, 0. 06ml) TR
(145nl) PRERY. EISCHESARE, EIRRRXEH A
o, WU R E AR E LR Mol) Bk FRARTARAY
(filter pack) dANEERETHR, A2 50(30%) ek
b 4-#-1- BAXFRTH |

SRR R, 9. (nl) MELAHAC 13.5g, 1. 11mol) FEFEK(
1500l) PRREA T BRINEE, KRERAHHIEZR, X
RAREREAABHMIRE £, ARTHE, ANKBREA
AFR P ATR( 2 x20000) #E, ARA( S0nl) HHFEHH

-6 -



COHNLE, ARBANERERE TR, A Y. wTR/ DK
CWEERAE. g 5I%) fAd.
Co4-H- - FREXTRTR

HRBR PR 6. 4al, 6Toml) FRRW( 10g) WAZ LY
B( 1395, $Tamel) ZETHEA( t6al) HRAIP. BRIME, %
FRRAWA, RRTR, FRZARRE, B TOEF 0.
e —84s, SimER, NW%LRUE/ B #EB.4
A0 100%) o
D. i—#¥-1- FREXWR

HEEAE( N, 12000, 240mmel ) AAE|fAHC( 195, 79 om0l
) ZERE( 610nl) b HARE. EFREBERES. SR, WA
AC10bnl) , #EZHBETH, AHARRA-ATERR, FH
ERINERRAEI. 5o ARBRER K FRRK( L1500al
112000l) B M 1I%) LAHD
B 4-%-31- PREX TR

HRAYD( 175, unol) M FXWERE( 0. 900) EEHRER
( 14al,3. Smol) o BIHAEC T ikt Nt HEERAMEBAR
FERERR AR B, HAKPBTHAKHE( ) ¥, HE
BN B A A R RGN 9501) o WIRLR, AA
i, FEXRTHRESTFRIL A IN%) LEHE
Fo 21— (4-8- 31— PREXE) T

KRR 1) MAZTLAHE( L. 55, Teml) ¥, HFHES
Wi AR E TS, MAKRELHER( 3,25, 2. 4al, I Tonel)
L AR ERAWEIOCHMI Y, RARERAHRYHAK, F
KEEHE, BYE, WAKPLR, BAFEN ZK) , HEHE
BatCelite, FHBABAMER . AA( L0al) FINERAMN(

_65-



o) REHIE, AZERNERARRRTR, AE W, FXER
B RN BRRC e HBEA LR 110nl) Bk, REA
INEAAA( 30nl) %k, ARRETHR. AHESHEE . 65 R
B AR, SImEB, N%TRLE/ BK) RELI(U%
) fAHF. NP, 68.5-10.5C, -
6. N—( 34— ZBE-—5— Fludi) ~1' - FEE-N-(1- FA
X TEXEFE) - - (1-BE) [ 1,1 -BEK] ~1- 9B
3 .

SRR P AUB( 2.3y, 2. 9aml) ETE( RELRR
A4, 1601) BRATMABLARF( 115, lamol) EFFK (
REAHAN L4, 1nl) PHEIP. MERIEMAKRH(
1.0g) BA( REASENA4, 160l) AR, BHMAN( Z%£
CB) A(0) (028, 0.20ml) o EETEEIDRE, HERR
HHMNBLA( 108l) B ATRTE( I xI500) RBER, KLE
HEkAFHANERRRE TR, G2 EFH. REH( 2R
, SImEB, WATRTE/ B B2 505 14%) a0,
BooN=- (3,4~ Z W3- 5— falut) -2/ - PR (1%
i) [ 1,1 - B - -

A0 0,455, 0.18nmol) ZEZE( 13.4nl) FosNIERR(
13.40l) PHBRANCHE ) SARE, R2RXLE, #EL
Py AR/ KRB ER Y. AZARR( 1x50l)
B, RAEFERERETER, RA10( 100%) LAY
[ N=(3,4- ZHH—5— BRuE) -1/ - Bl - (1-o%n
£) [ 1,1'-K¥K] -1- ®BK

E-NCHET, HZRMM( (N, —HFEY, 6200, 6200
ol) AZELAMWHC 0.33g, 0.17om0l) EZEFR( al) FHH
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Wo E-TICHENAME, RESHH. ERREHL IARE,

BEERAWE QPR / K—REND R, ARPRRLSH
HoHEE S0 IAER( 1xN0ul) R AREHNERARRET
B, B I HES. BANGH —A4LE, UmER, (%FH
/AR AR, SnES, I%LRLE/ ZATR) &

o ( 19%) RAELAY.
M.p. 111.0-115.0°C.

TR C20H17N305S  0.15 C4HgOZ
0.40 H20:
PE: : C, 57.29; H, 4.43; N, 9.73; S, 7.42;
LW c, 57.30; H, 4.58; N, 9.37; S, 7.18.
LHH10
o{:

[ = [ [ (3,4- ZHE-5- fpba) £E) | ARE]
[ 1,17 - B - i- ]~ (—oBek FRORE
A1 (4= BKE) - S e

A A HA( $10mg, 3. dmmol) . ZHRAH( 119y,

- 47 -



17amol) 6. bal ZEXRKBAWEEI N, RE, HRAY
HRASRARG . WRANERE LR TR/ CRURS
e, BALAHA Win, 11%) , AXHEEK
B N—( 34— — Wk~ - oluk ) — 4/ — (4- FHE-1-%H
E) -N-[ (1- FRECER) WX [ LV -BKEK -1- 9K
W ‘

EEST, WLk KA 12mg, 2. 0amol) Fofubdh
( 390mg, 1.55umol) ZElSul KA 2nl IS % LEY BB P A
( ZEEB) £(0) (Meng, 0. 1oml) , FHWNIl IHRRY
AR, BRABAYE Tk e, AR TRUER
B, HEANIE, Fisel Aflsol EAkE, FRHARE. #22Y
ERELR: DR/ CRUBRAFEHEL, FHACRRLA N
( 290ag, 37%) o
C2-[ V=[ [ (34— ZF- - ) [ (1- PRELR
&) WA £E) BBE] [ U - B - K] (- B4 TR

¥

B0 CH ERAAH( 2850y, 0. S6umel) FREBB( 100ny,
L 1lmmol) ZE5. Gl HI4L Sk B3RP A okod 4 B K B4 ( 101
ng, 1. [lmmel) #5. 6nl A W H. HRAHEITRRILH. WA
Sl —H B, FHAHIAR I BAkE, TRARE, &2
[ =L (34 oS-SR [ (- PAKCHER) F
) £X] BEE] [ - BRE - - F] -8R FR
| BI-[ 2= [ (34— ZW&-5-Relud) [ (1- FRET

£X) X)) 4%) RER) [ 1, - RKXK] - H] —4-oFUF
R, 0idnl S WA, fnl A PRE M AR R
W, W, 0.56nl, 1. 1onol) , BH. S, RS W

_'68-



ERA W Al 00l W kel AR HRERAWEE
B0 ARG, HANIR ol Al Sul ks, TRAK
R, WRAWERR AL CR/ CRURE G HEL, RAL
BRERAAMC( Sy, ZFRBUN) o
D. 2-[ V=[ [ (34— ZWFE-5- ReGkE) AE) ] mgl
[ 11— BRK] —4— %] B FRE

BALAMC( 240mg, 0. 46umel) ZEM. ful THEH #90 CHEF P Ao
ANAZFER( Vo, 1.74aml) , BAWARLH( 410n,
1 aml) o HRAYEZEEHAL wASEA, HRI0l TR
LRER HANIR ] APRRARGAB LIl SARR, T
WAL, WAL S AIPLCA X500un 0DS SO LT %%
FAC V% TR, 0%, 1. 1%ERTR) F6) %AHB( N%FH
0%, 0. ek ek, SEREAAH( 120, (1%
), haeEK
" “M.p. 195° A

j‘ggﬁﬁﬁ- ~G21H1.8N4058 - 0.23H20°
ity - C 57.00; H, 4.20; N, 12.66; S, 7.24;

¢, 57.01; H, 4.10; N, 12.65; S, 7.18.
SEHE:

LM
N (3,4- SFE- - pRad) -1 - ( FRAR) FE
']»-4’-(_2-%%&) [ 1,1'- BA] - 1- HERK

O N
H
H. _N
1D
S-N
] CH
OH 3



Aod- B - WEXHRRK

EEET, B10g( 46, Sumol) 41— - 3— FEXPRAENI =
95 R Il INERAN AT AR AR MATH
ZWAERR, FEBAWET BRI, EERKLGFERT
B BRLHATI00 PRSP, FRARAH TNl HAHER
AR WRREZEEE AN, RERSIARR. ¥k
b6 EkER, AAREFTREH. (9% e,
B 1—( - R- 31— WEXKL) oTrk
AW 12y, Stunol) FORBRE THR( 6.5g, 15 Sumol)
S BRVHRAYE (NT il bt REUBRRIIWNE|
1000l A%, A3 x1500l ZRUERR. H6+HAMRKIAAR
H—K, FTRIRR. HARAPEN B EA AT AT EEA
f, AE.15( 50%) A4, AEEEE
C. 2=[ 4- #-3—( RFL) KE] ket

WALAHB( 6.5, 27.3mm0l) . N— ARRMBER( 9.12g,
54 bmmol ) FRAILK FH( 250m) 22500 WA HRAWE
HIAE, ERAELTRAEAE. REHRAHRYHLR, #
RAAE, BAKREEE, RATER-FHE, RTTES
R ‘
D. 1— #-5—( 1) KPR

8T, B3 YCRERE 1l A= wmmm#
TS, Sy Tk = B HeN— Bt ( 4k RS ederquist FAZETeL.
Letters., 21, 3961C 1986) ARR) , FHHRBAHES THAA
e REHRAWBH, MEISol /A%, FH x1008l ZRT

-1 -



BRI H4 4 NAHRIRR 0l RARE-K, TRIEL
BRAWEnl R LA TR/ TRTE: | AT 6L, #E
1. 05 ( THKEIE%) RAHD, HHEERK
B, N—( 34— — WX §— fuloi ) — 2/ — WRE-N-[ (21— F
FECAL) ] -¢-(1R0d) [ LUK - -9
it |
4T, f2.3g( tomol) M1 hfAHBA0.35( 0.26nm0])
W ZELRB) 40 0) Ed0nl FRGREAP ALl IMRERAAK
WA, BEMNL0g( 6. 20m0l) 20l I5%TEFHALMD. #
BAWERKL NG, B0l AR, FA) x50l ZRIWRK. #
ARRANRRAA 000l AKE—K, TRAKR. REARYE
2000l R LA BB/ TRUK: RTEHAL, RO 5%
) fLbys, HEABRE. .
F.oN-( 3, 4— ZF -5~ Sl ¥) -1/ - FRE-1' - (2-&
) [ 1,1 -BKK] - 1- HEH

Bl 60g( 3. 28omol) AR Ial V5% LB P HBERTIA
Jnl SNRBARHE, FERIAM. REHREWRE, AL
AR, I xS0nl TRTEER. R4 NAHRIA
v a8 FRAKR, B 165 0%) AHF, HRERRY

6. V-( AREE) —N-( 34— ZFE- 5 Sl E) -1~
(1% [ 1,1 - BE] -1 REEK

B0, 205( 0. 66mmol) fLAdpFAELSul FEOP WAL AT TR
Gty IR AFH, FEZERH N, WA TRESAALY
( 0.43g, 1. 9%mmel) , ﬁﬁ'%ﬁ%%ﬁ#“é}#a HRELR, K
ZE 0, FAlSul ARBEA x150l ZRTHER. REKAHH

- 11 -



ANBERAKEE K, TRIER. HRAWE IR LA %
WRE A T AR A, AE. 15 30%) AW, K
B 4 Bk,
BooN=-( 34— —FE—5— Falk ) — 21— ( FRAR) FX
] — 4" = ( 1-o%ukdt) [ 1, 1) — K] - 1- HEREE

520, 06 (0. 14mmol) fLA4GE10al — 4V F i 90 T B F F im
M. TRFRER 0 ZTR. SRANEREREZR, K
e, HRAWAI A FHAE, Al 0 INRRARH R
% WREHD Ak, BANETRARR. HRRYARHEE
CEPLCHEAL( RARI0 xS00mm ODS SI0AE, JASE%IAAB( 0% W, 10
%k, 0. 1%ZHTR) il %AFA W%TH, %K, 1L 1%=
RZR) EEBA) o KEAEHKS, RARRANABLTHEN
CEREE ., REARERRAEIN, HaeBEIR TR,
B0 0135( 11%) RALAH,

M.p. 105-109°C.
1R (CDC13): & 1.87 (s, 3H), 2.12 (s, 3H), 3.89

(ABq, J = 4.1, 15.8 Hz, 1H), 4.50 (ABg, J = 7.6,
15.8 Hz, 1H), 6.63 (br s, 1K), 7.03 - 7.93

(m, 10 H), 8.14 (s, 1H).
13¢c nMr (CDC13): O 6.83, 10.90, 39.80, 108.68,

124.26, 124.95, 127.29, 128.18, 128.79, 129.77,
130.26, 130.26, 130.52, 132.19, 133.58, 137.44,
137.61, 138.42, 138.88, 139.58, 154.37, 161.53,

162.25.

LA
N-( 3, 4= — Bk~ 5— Flok ) —2' - [ ( PREL) £X]

-17 -



B -4 - (1%ud) [ 11K -1 RRE

/=)
Ny O

M Y

0 9 0!. N
oK
CH
- wa 3

A N () 40— SRR - Salk) -1 - [ ( FRRE) 2K
] — - (1) [ 1,1 - K] -1 R

B AL LA H6( T5ng, 0. 1hnmel) 3. Sml AW T I
B WA Z TR Vimg, 0.350m0l) , BEWMARFRTE( [0
g, 0.10mmol) o R BB A E B DB BmANZ TR(
nm,mnmn)ﬁﬁ$a$m(nu,mnnu),%ﬁﬁﬁﬁﬁ
AWENCERL S et. HRERAWRY, HUBRLWAFE
©HPLCZEN0 x500mn 0DS S1OAELFN2%ARA( 10 %FH, 0%,
CLUERTR) RSL%AM 0% FE, 0%, LI%ZE TR
S84, BERELAW( g, %), HEEERK
LE. :1H-10T( EBA).

TG ' &5 - 0.41H20:
FRA €73HZ2NI06S 2
I {HE: . 56.39; H, 4.69; N, 11.44; S, 6.34
56.11; H, 4.48; N, 11.19; S, 6.49.
SefE:
LR

CN=[ [ V=L - SRR 5 Rl k) AF] ARE]

Sy -



S - (1ol [ 11— BE) -1- %) wE] V- Tk

o g O~y
" |-|
Y CHs
CH,

LoON=[[ V=] [0 ZFd-5— g ) RA] HRE]
—i—()-oBuE) [ 1,1 - B¥] -1- K] ] V- Rk
LA By kA 4G( T5mp, 0. [iomel) W AswE( 1. 1al)
AP WASERTER( g, | Hmol) . HRERAWEE BRH
R RS WRAYH S AILCAEN x500mn 0DS S10AE EIRAE%
BHA H%BFE, 0%K, LI%ZRTR) FU%EHI( N%T
B 1%, I %ERTR) BITAR, BEFRELAH( g, 4
%) , HHGEK - |
M: SIS0TC, 44

ﬁﬁ'ﬁ W - C23H23N505S - 0.45H20
0.2CH2Cl1):
Pl : c. 55.00; I, 4.83; N, 13.82; S, 6.33;
gﬂu{g; €, 54.57; H, 4.58; N, 13.61; S, 5.95.
LA

N-( 34— ZF - 5— peludt) —1'— [ [ ( FRBE) A%

- -



] BE] -4 - (1—oBmE) [ 1,1 - B - 1- RBE

N O
O
HyC—S-N 0
0 o o,
S~ N
SH)Z
° CHs

A N-(3, 4 ZFE- - k) -V -[ [ ( FHERE) AX
] BE] -4 - (1% [ 1,1 - KK - 1- RE]E

W77, Inl P94 kvl L HEH A4H6( T5mg, 0. 10mmel)
F= TR Stmg, 0. 53amel) PAUANFRBEA( STng, 0. Smmel) o
YR B RA TS CHAR At Y5 KRR A Y K4 R R IR
AREHAMAE. REARLRRAEN. fRAUA—RTIR
R WANRMRSE, HARYAHSIPLCEN X500 0DS S10%
LRV %AERAC 0% TR, %K, 0LI%ZRTR) F51 %ERD
(N%FE, 1%, LI%ZRTR) HT4k, BERELEH
1y, %) , heeE&

M.p. 110-120°C (JERE ).

E?fﬁﬁ' . 022H22N40582 - 0. i4CH3 COOH:

FHig(g: C, 52.37; H, 4.45; N, 10.96; S,  12.56;

| e : C, 52.43; H, 4.37; N, 10.76; S, 12.11.
SRS

=15 -



N[ [ 2= [ (34— 05— 8ak) 45 9RE
] == (1-s%uX) [ 1,1/ - B3] —1- %] PH] THRE

cu,.Y
0

O-N
o ‘ ]
S—-N
| 5 HJ\T* CHy
CH,

A N[ LV=[ (3 4- 98- 5- pkud) 4] s
] — 4= (1@ m) [ 1,1 - ¥ —1- #] ¥X] TRE
B0.0755( 0. 177omel ) LHEM2 LA WOE I ul —HF L H

CONCHEIE, AL 0195 0. amel) TRERIANZ TR RE

 RRAUSRAZEER. FS . HRAWAI R RR

OB, ERNE INRRARRER, REAINEARE HALE
FRAKK. HRAWAFAM S AHPLCSA( R0 X500ap 0D
SI0AE, FSEAMI( N%FE, (0%, 0. I%ZHTH) 1%
BAAC W%EEE, 30%K, 0. I%ZRTB) HRRA) . kBE4E
HER, ARREHARRFREN, FREEI, REARS
REALE N, FH6EAIRTR R 01( 50%) HELS
Ho

‘M.p. 105-207°C.

J_ﬁﬁfﬂﬁ : C23H22N405S. 0.42 H20:
Wp{E: ¢ ©.58.27; H,4.86; N,11.82; 5,6.76;
S {8 c,58.38; H,4.71; N,11.71; S,6.93.

- 16 -



LA

N—[ [ 2=[ [ 34— =9 5- p@uk) £X) A
— 1= (-0 [ 1,1 - BOK) - 2- #] FE V- XER

A-. N[ [ V- [ 34— 25— 5— 58k gt) £XE] HGE]
S 1-oBWE) [ 1,1 - BK] -1- #] PE] V- X2
RN WAAHG( 250y, 0.0590m0]) B skw( dal)
WAL R ARE( Song, 0. 4Toml) o HRBRAHEZ BH
FH B WG ﬁﬁ%ﬂumﬁjéﬂncmo x$00mn 00§ $104% L3
%R 10% T, 0%k, 0. 1%=RILR) 5[‘"61%%%1“( 90 %
BE, %A, | EERTR) T4t AEFRALEH( 1o,

-

56%) , K EEEK,

LR (cocls): 8 1.82 (s, 3H), 2.16 (s, 3H), 3.99 -

4.38 (m, 2H), 6.06 (s, br, 1H),

15H) .

13¢c R (cDCl3): & 7.60, 11.81,
119.92, 123.29, 124.13, 127.10,

130.68, 130.79, 132.96, 134.80,
140.00, 140.25, 140.43, 155.63,

- 17 -

6.91 - 8-03 (mn

42.65, 109.39,
128.26, 129.61,

137.72, 139.56,
156.58.



' AL
N—[ [ 2—[ [ 34— =&k~ 5— bk i) £X] HHE]
_ - 1-vEHE) [ 1 - B —1- K] ] V- AEAK

A N[ [ V-3 o - el k) AK) REEX]
— = (1-oBuE) [ 1,1 - BK] -1-#] P N - FEK
B AL HALAHG( 20ng, 0.04Tnmel) HEALKW( 3al)

W MATERARB( Vg, 1. 40mml) . HRERGHEE R
PRAUA ARG HRRPERRE LA SRR/ FREAT
fs, AARKEEASFALAH( Ling, §1%)

14 NMR (CD30D ): © 0.89 (t, J=7Hz, 3H), 1.46 (m,

2H), 1.70 (s, 3H), 2.10 (s, 3H), 3.06 (c, J=THz,

2H), 4.08 (s, 2H), 7.10-8.12 (m, 9H).
13c NMR (CD30D ): & 6.57, 10.58, 11.62, 24.37,

42.91, 124.83, 125.06, 127.97, 129.10, 129.62,
130.34, 131.67, 133.11, 133.74, 139.83, 140.44,
140.87, 141.24, 141.96, 160.91, 162.99, 163.42.

_13_



LK
N[ [ V=] [ 34— 2945 lud) 42X BB E]
Cg- (1) [, - BK] - 1- &) FE] -N- LE 4.
i3

LON-[ [ V-0 [ 34— 27— flad) 4] _H]
S (o) [ 1,1 - BK] —1- &) T -N- P& LI
WL B AF( 0. L5, 0. Y5amel) W& FIE( 5al)
BAP N TR 1% TATHAER, 0. Ual, 1. 06mmol) « RTR.
(g, tml) Big Ok AFH HREHAZ BRI, W
)\..Zaﬁiﬁwiﬂ:%( 0.1y, 1.060mol) , FERBAE. REH
AR, AREE—K TRHIEL ERRB A MARUBT
Wl 8B Y, WA 0125 0. 100m0l) ZREF 0T LT
amol) =B WRAWEZ BRI CDRFRL A& W R R
$14MPLCHEAL( R0 x500nm 0DS S104E, B51%ARB( 0% P H,
%K, 0. I%ZRTR) Fil %AERA( % B, 90%XK, 0.1%

_19-



ZHIR) BERMA) o KEAERER, ARREMARRYRE
M, EREENN . REAKCRBRAEEIM, HHLEEIRET
B OBE069g( 41%) FRELEY, AXHEEK
M.P. : 105-115C, |
L1 “
N[ [ 2= [ 3,4- - 5— i) RX] SiFA]
Cy—( 1-vRE) [ 1,17 BE] -1- %) W] KPRE

LON-[ [ V-] [ 4- —Fd-5- plaX) £2] s

—i-(1-sZuE) [ 1,1 - BK] —1- K] FH] KFRE
B2 A6 T0ng, 0.170m0l) FoKFERA( 2mg,

0.17am0l) WEEH( 3. 3) FOPWAZTRE( Tmg, 0. 36mmo]
) o HREBAWAEE BRI SADEFRE. HARKYHBALC
£30 x500ma 00§ S1OAE LRI %AHAC 0% TH, 2% X, 0.1
%Z R TER) B0 %AAB I0%TE, %K, LI%ZRIER) #
friidn, BERELAH( My, 3%) , FEEEHK

M.p. 128-135°C ( FEHE )
17 NMR (cDCl3): 81.91 (s, 3H), 2.18 (s, 34), 4.16-

4.76 (m, 2H), 7.13-8.13 (m, 14H).
-4 -



| 2y L
N[ [ 2= [ 3,4 20— 5— St ) RX] HA]
— = (1-oRu ) [ 1,1 - BREK] -1- &) W] -1,1- W&
()i

AoN=[[2=[[4- =0k~ 5- poaX) 4F] HnE
— 4= (1-o%ud) [ 1,1 - K& —1- %] 7% -1,1- ZFE
[].9:53 - . |
AR B AHG( 105mg, 0.25mmel) PZFETHRA( N
ag, 0. 25omol ) B RFR( 4 Iul) FRMAZTH( $5mg, 0. S4mml
) o MR B RAWAEE RSB LUK Y5 244 A ¥l A HPLCAED
x50mn 0D§ SLOAELAVI%ANA W%FH, 1% X, 1.1%=
HLR) B %ARB %R, 10%K, 1. I%ZRTR) HTH
ﬁ,ﬁﬁﬁﬁké%(ﬂm,u%),%éﬁ@ﬁo |

M.p. 122-128°C ' : | '

14 NMR (CDCl3): ©1.18 (s, 9H), 1.93 (s, 3H), 2.18

(s, 3H), 3.96-4.46 (m, 2H), 7.24-8.05 (m, 9H).

-3l -



N
Y[ [ (34— ZFE-5- faluk) AX] RRE] -4~
(1-o%u ) [ [,1I'-B¥] -1- FRYW

| =\
| 0
-  H,C0.
0 s - _ﬂ
, CH;

CH,

& V=L [ (34- ZFE- 5 Salal) AX] KEE] - (-
(1-v%u) [ 1,1'- BHK] -1- ¥R
B LA | LA HF( 2. 20my, 5. 20mmel) FAERB( 101
g, 10.3%mmol) B0 CHTHE( §2ul) 3P A\ vk 2 By 7S 1ul A B
RERA( 0ng, 10.090m0) o WRAWENVCHILN, RER
1Shal P RB. HENKAE, REARRHRG. HARY
F#|4HPLCA 0DS Sloﬁ_l:ﬂuﬁ?ﬂu( 10% ¥ 8, 90 %K, 0.1%=
H.28) #51%AHB( N%FH, %A, 1. 1%ZRTR) HATH
&, BEFARAHC S0, 1%) , FEEEK
oU-[ [ (34— 2R s- jalad) £3] RRE] -1
(1-aBu) [ 1,1 - B -1- FRTE
| B0 C B 4LAdpA( 258mg, 0. 5%amel) SHTHF (5. 9ul) HOP WA
- Bk 209my, 1 20eml) o AZREHIARE, PA

-1 -



lol B, RRANEE BB ER RN o FEHHREY
Lo Bindhl Ao, RHZZEE, WAL IN K AR, H*
WIS, A ZRTE, FEANIELSEHRA KR,
FRARG. WARSHASAIPLCE 008 SI0AELAM%ERAC 1%
HE, %K, 0. I %ERTE) e %EHB( 0% TR, 10%XK,
VI%ERTR) HFaL, BHRALAW( Ying, V%) , NE
BB k.

M.p. 106-112°c { JEEA ). RE=0.54, BHK

20:1 —HAS/HE |

1y MR (CDC13): & 1.84 (s, 3H), 2.17 (s, 3H), 3.73
(g 3H), 7.27-8.62 (m, 10H).

LA
O N— (34— S-S ) -1 - (1-RE-1- FAT
) — 1= (1oZE) [ 1,1 - BREK] -1 REE

LoN-( 34— - 5 i) — 1/ — (1-BE-1- FET
H) -1 = (1-Zud) [ 1,1 - BEK] ~1- HREK

-83_



G0 C 8 LR | AR AM( $Tng, 0. [9anol) HTHE( 1.9
al) HOP WA F ARG 1AM, 3K /THE 715:2509, 04300, 060
amol) o ¥R BEBA YA TRV, HEE R Mego Fiw
NP 1AW, EFE/THR 15:254, 006900, 0.096amol)
 RERER . WRARAWARARTR( 450, ¢.77mmol)
4, FREI0M4. BRAUATRIERE, F AR BAA
ﬁ%%%,Tﬁ%ﬂ%rﬁﬁﬁﬁmﬁ%mwﬁwsNﬁtﬂmﬂé
BRI I%TR, 0%k, 1. I%ERTR) 63 %IHB( 90 %
B %K, 0 I%ERTR) #THL, AEFEAA( 0,
10%) , HaeBE&k.

M.p. 112-118% (& ). RE=0.27, B

20:1 “HELHAEE

1y aMR (CDCl3)i O 1.46 (s, 3H), 1.76 (s, 3H), 1.91
(s, 3H), 2.19 (s, 3H), 7.11-8.08 (m, 10H).

| )}
No[ [ 2= [ (34— 2Bl s- Rntl) A3 REE]
- (-l [ 11— K] -1- E) V] -1 FEAR
B

0

hoN-[ [ 2= 1 (34- 2B - flad) R4 AR

= (1) [ 1,V - B -2- %] FE] 1= W 2 7 Bt
i3

- -



LR B AHG( 100y, 0. 17an0l) FRTHEA( Ling,
). [7nmol) 4 WHE( 3.001) BPWAZTHE( 3Tng, 0.36amol)
o VB BRAME R BRI RE. HRLWA R ADLCEN
x500mm 008 SI0AE LIS %AHAC W% TFH, 0% K, 1.1%=
BB FO%RFI N%TH, 0%K, LI%ERTR) #1774
t, BIFELLW( 60y, H%) , HBABEK

M.p. 112-120°C (JEFHE ). RE=0.31, ;mk:,,

20:1 M HIR/FRE

g NMR (CDC13): & 1.13 (m, 6H), 1.93 (s, 3H),

2.19 (s, 3H),.2.42 (m, 1H), 4.04-4.43 (m, 2H),
6.56-8.40 (m, 11H).

EHhAN
N-[ [ V=0 [ (34— ZF%-5- i) RA] ABRE]
— = (1-Bu) [ 11— BE] -1- F] 7] -0,0,1- 24
LW

=
0
H
FgcY N\/
0
O.
i
o] §_ n ﬁ
0
(o
CH, Ha

- 15 -



LON-[[ V= (3420~ pluk) 4¥] RHRE]
— - 1-oEE) [ 1,1 - BEK) -2- #] WE] 1,0,1- ZRT
7

LA HAm0( 40y, 0.094umel) oA 8 1.9l
) WP WMAZTHE( Vg, 0. Domel) BEMNZRTRE( 20ng
0 0Mmmol) o WEBRAWEZ BRI NIERE. HARUA
I AHPLCAE}) x5000n ODS S10AE EJA3T %AAAC 10%FRE, 90%
K, LI%ZHKTR) Fu6) %AHI( N %FR, 10%XK, ¢.1% =
7B HATAL, BIARELAN( Wy, 11%) , HEHEBRK
WP 11— 10T ERA) . np=o.31,&&, 0: 1 ZAFK/ PB

5 R (CDCl3) : & 1.94 (s, 3H), 2.19 (s, 3H),
4.03-4.56 (m, 2H), 7.06-8.06 (m, 10H).

SRS
N- (3,4 Z -5 ulad) -1 - [ ( FAE) 3]
— 4= (—vBudt) [ 1,11~ BKK]) -1 R

(*

§-;g-§j
0
cH CH,

A N-( 34— ZFH-5— ead) -1 - [ ( FEE) i)
4= (1EE) [ 1,17 - K] -1 RERE

-36-



G0 T By 303 | A 4A( (24ng, 0. 20mmol) BYTHRC 2. 8ul
) H AL 1 — S okw( 1hlng, 0.62mml) o EEBFHEL A
WE, WAl BH( (0%, EAR) o FERBERAHEE R
e mALbnl [N HCI, #8404, HRAWAS I ZRTE
BE SAVBRIAAREARS, TRIRE. HARWHET]
ol AR REH AR R, #itf. HREARRAARLENS,
REZR, BAAEBARALAH( Vng, $3%) .

M.p. -122-131°C.

RE=0.11, REBE . 20:1 ZHGVREE

1y wR (cDC13): 8 1.89 (s, 3u), 2.20 (s, 3H),
3.73 (s,3H), 2.76 (d, J=3.5Hz, 3H), 6.53-8. 16 (m,

11H).

S‘éimas
N ( 3, 4— -5~ EaBw ) -2 - (2= nwg)
[1,1'—B&*K] -1- %ﬁﬁ& |

LU= ()4 ZFE- - lud) [ (- FELRE) ¥
£] 5E] ARE] -1-(21%aE) [ LI -RE] -1-FR

- 31 -



WAL M AE( $15ng, 1.00nmel) Fop AHR( 199ng
. 2.05mmel) #50 TEYTHF( 14. Tomol) H AR A AL Tal K
b KRRS( 160y, 1.050m00) o HRAHEICHMAH, R
Ja ALoonl & F AR BEVAGAE, FRARARE. THRH
RERIALAUL, HERY, HRFBE - SR EEER,

BV —[ [ (), 4-ZFH—5— ) [ (12— RETEE) W
¥ A BB - - (-8 [ 11 - K] -1 R
£ -

B A4pAR0. 026nl DHF By = R P REACF MAKEBRA( 1M, =R
R, Lal, 1, 26mml) o WRARREEZBHMINE, FR
%, BIHaMm, |
¢, N—( 34— —F&-5— Rl ) —¥-[ (1~ FEZEL) ¥
] -1 4 - o 1-X) [ 1,1 - R -1 B |

#ALAYE. 1H-1,2,3— ZH( Ting, 1.03mm0l) FORKBREA(
936mg, §.8amol) L. 1ol SRT R HEARAEIO Tl ke #
BAWAIN ZRIRAR, AAREAkS THRARE. ¥A&
SWERB RN 1001 B8/ TRIE/ Z LT E R4,
BEAMC. |
D Ne( 3,4 SHE- - ) -0, - Z( 1%L E)

[ 11— BKK] —1- HEE

HAAHCHI 95 %ZBRP Al 6N K. HEA Y
FIARERE. BARLYARRENPRE~S, FATRUER
Bo WHNBRIARALSE, TRERE. HRKYRHARLCE
08 S10AE LS SRHAC 1% PR, 0%, VI%ZRTR) F
BS%AFD( % EE, 1%K, LI%ZALR) HF4EE, RAR
AAH( Son, WHEENY) , HELEE



MoPo: L03-100T( ERA) . R{;=0.30,15i}&
TP XA

1y WR (CDCl3): & 1.90 (s, 3H), 2.19 (s, 3H),
7.02-9.61 (m, 12H).

St 1 fo3
(1) =N-( - SR E- 5 ) -4 ( 1-wki X
) 1= (1- KETHE) [ 1,1 - BK] -1- RREK

(B) =l (3,4- Sl 3- flad) — 4" ( ) —oln
) =1 (1- ZETHE) [ 1,1 -BE) -1 REK




Lo (D) == (34— ZWE- 5 plak) -N-[ (1- FEL
£X) TE] - - (18 - - (- KETED) [ 1LV
- B¥] -1- BB .
e
B. (E) —N-( 34— ZF%—5— %) -N[ (12— FEZA
#£) FE-1'-(1- G ) -1 - ( - FET R [, -K
¥] - 1- HEB
| W-NMCHELFEE= xgﬁ( J00mg, 0.77nmol) BYTHF( 7. 7ul

Y FHMAETRE( N, ZRKEE, 03900, 0.78am0l) o B
B, FERANTERSMAY, RE BRHE-NT, £
CWALHAL BEARE Mg, 0.5%ml), RERKRRLHE
SRR AN, WAl Akiinl ZRTE. $ANEEKLS &
A F AL ARRAEARE TRIRE. HRKWESRLER
I BE/ LRURHTA L, AL LAIREAY.
G (1) —N-( 34— Wi 5— Slui) —1'— (1- %L
) =1 = (1- ¥R THER) [ 11V - RE] - 1- R
% |
D, (B) —N—(3,i- ZFH—5— Suluit) — '~ ( 1-o%ukk
) =1 = ( 1- FETHE) [ 1,1 - BF] -1 RERK

B Afub fonl 95 % CRERERH IwAGal 6N HBRARH,

FEE N WRABAHRE, FWA 0 TRUE. HHANK
HAH, FREARSE TRARLE. HRAYAHAILCEODS
S10 A EHI%ARA D% R, N%A, 1. I%ZRTR) F11%
BAHBC 0% FE, 0%k, 0. 1%ZRTR) RiTaR, Reld
C, WEHM RARALAH( 1y, WHREDY%) , HAEEKE
o WP 10-100C( EREA) , R'f'=°'”( B, W 1 8 ¥ %/
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?g) o .
%mmﬁﬁﬂﬁ#%ﬂ%m,ﬁﬂﬁ%%,%i&&kimwu

A/ PR, AEMLAMD, ik R
At Mg, AHKBI%) , ARHEEHK.
NP 109-116C( ERE) , Rf=ﬂ.32( BRI AR/ PR

) o
1y e (cocly) (SEHEA 37 LAY

5 1.86 (s, 3H), 2.16(s, 3H), 6.38-6.51 (m,
J=12.3HZ. 2H)r 6-60"7.98 (mr 15“).

g MR (cDCl3)  (ZEHEM 38 IREHLEY)

5 1.7¢ (s, 3H), 2.01(s, 3H), 6.72-7.10 (m,
J=16.4Hz, 2H), 7.17-7.98 (m, 15H).

LHH)
—B=N-[ [ 2= [ (34— ZF&-5- fpidi) EX]

REAR] — - ( 1-2) [ 1,1 - K] —1- %) FE] XL
BB

=
o\
c
O AC
[ ]
o 0O
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LoA-B-N-[ [ 2= [ (3,4 ZF%-5— Rl ) £
REAR] — - (1-%sX) [ 11— RE] -1- #] ®&] XZ
BERR

A LA O 0,20, 0. 4Tamel) B REH( 150l)
BARP A, 0824( 0. 4Tamol ) AR FEHAF0. 1045( 1.0)nnel)
Z7H. REBBAYEZERBIIRARR. HARMA KA
ARPLOAEAL( /B30 x500mn ODS S104E, F19%AAB( 90 % FEY,
0%, 0.1%ZRT8) fo2l %AEFAC 1%TH, 0%k, 0.1%
ZHTB) FEEEA) o WELSEHKR, ARREAKERTHE
BT, HREENN, REAKCRBRAEM, HatEALRTR
, BEL.03g( 12.5%) FALAY, HaeBEK
MPo: -,

LR

N[ [ V=L (- 2R - ) £X] BB
S-( 1-eBm) [ V- BE] -1- 4] 7] -N22-ZF
XWRRE

-0 -



LON=[ [ V= (- o 5- mlad) 4] REE]
—i— (1-o®u) [ 1,1 - BFK] -1- %] FH] -N2,, - 2F
£ B

0,255 0. 59mmol) SEHAL b A A PARTY R FAKH
—AEE( 10nl) BFEMAL0105( 0. 65umel) H KBRS0 1315
(1.30mml) 2T RERRANES BEMMHHERR R
Ay FAR B ARPLOBEAL( R0 x500mn 008 S104E, JATS %A
(CN%EH, 10%K, 0. I%ZKTR) M5 %EHAC W%TR, 30
%k, 0. 1%ZHIH) FREA) o kEAEHEE, ARRLH
ABBEREN, FREE, REARRAKABLRALE
 HHaERTATR B2 06 12%) RELEY, YEHEE
Ko
Mp.: 125-130C

| ey 1)

N[ [ 2 =[ [ (34— 95— plui) RE] ARE]
Ch—(1—uBud) [ 1,1 - BK] -1 #] FE] - N- PEXF
BB

-9y -



boN=[ [ V=0 (3,i- 29— 5— fSuk) %] R5tH
— 4= (1-oe ) [ 1,1 - BK] —1- %) E] - N FEXF
BLik '
B0.255( 0. $9amol) ALY b 1 4L A A BT BB o LR B
SFE( 10ml) AP AL 105 0. Manol) KFELAM. 135(
Liaml) TR RAEHEANEZRBBIONNFRR. HAR
By F R A S A HPLCAEAL( R /A30 x500mn 0D S104E, 68 %3 AUB(
W%EE, 11%K, 1. I%ZRTR) F%EHA W%TFH, 50%
X, LI%ZEZR) FREA) o KEAERER, ARRAHK
RAFEN, AREE N, REARRAHAERRGE,
B EETETER, BHIL5( D% FAREH, A BEERE
Mp.: 132-140C
5 7 T

N— (3, 4— P~ 5— ki) — 1/ B 5 -4/

- 1— R [ 1,1~ BK] —1- KEEE

Ao N-( ), 4- FE- 5 aladt) —N-[ (1- FRELEE

) W] -1 G- - E- -l - £ LU - RE

] - 1- REEE | .
LW LA HF( 00mg, 0. 5Tom0l) o WRRERE T LR

-0 -



( 1128g, 0.57omol) FogRBR4( 95mg, 0. 6%mmel) Hydnl FRERHEE
HIN. BHEERE, HEERAHECICS LRAK, 4
FAMARTFL S x2en AL, Al ZRTE: Th0 SR
TRTEN %N A ERTRE RN, REHEKA, HEI6a( 30%)
fLAth, HXEEHR

OB N (- SRS Rty — ) e 5 A4 -
ofub i 1— K[ I,1'- BK] -1- RERK ‘

Y4 AHA( 90ng, 0. [6nnol) , 6N HCI( 1. 6nl) fo (1. 6nl)

WRAMEN 1.5 M. AHERRE, XEREBN, FHAR
%ﬁLﬁLﬁ(HM)#ﬂﬁﬂkﬁ%i(ﬂﬂ)imﬁmo%ﬁﬂ
BRA( Stnl) fdhak( Stnl) sike THROMS0) HRERAR
4Btk REHKERETRPONIC,HRY, BARY, HHif
EAHIR, FAAKA k. HAZTR BEn( (1%) HA
i, HERas Bk

- Mp 212-218 °c. (4H#) -

1g NMR (DMSO-aS): & 1.56 (s, 3H), 2.06 (s, 3H),
5.82 (s, 1H), 7.21 (d, J= 8 Hz, 1H), 7.36 (m, 1H), .
“7.47 (s, 1H). 7.79 (m, 2H), 7.92 (d, J= 8 Hz, 1H}, .
8.13 (m, 1H), 8.32 s, 2H), 8.34 (s, 1H).

-

K ARUHERLEWEETALES:
LON=[[2-[] (34— 05— pludt) £X] HGRE
] = (1) [ 1,1 - BE] -1- K] FE] - 8- FER
TR : -
N[ [ V-1 (34— 2P - k) AX] SRE

-85 -



] — = 2-oBe) [ 1,1V - BK] - %) BH] -0, 2R

.
. )

E-N-( 1- FELE) FRE;

bN- FER- N[ [ V- [ (34— ZFd- 5 fukad) &
2] ABE] — - (1-Bud) [ 1,1 - B -1- %] FH
-1,1- —HRXWRE

ON-[[ V-1 (34— —Ff-5- BSud) 48] 9L
] —d— ( 1-uBed) [ 1,1 - BK] —1- %] FH -2,1-2F
£-N-(2,2,1- ZRTE) FRE;

S, N—( 34— —WHE—5— pluik) -1/ —[ 1-( |- FHLE
) = §—uBuE] — 4/~ (1-ZuH) [ 1,1 - BKK] -1 B BE R

§, N—( ), 4— 25— fludt) -2/ - ({-%n) '~
(1-o%me i) [ 1,1 - BK] - 1- HRE

1. N=( 34— ZWE- - fplud) V- 1-(1- %Z»E
) —h— B ] — ' - (1-Bud) [ 1,1 - BEK] -1~ RBAK
oN=( 3,4~ 2B 5— FaB) — ' = (1o%H) -1 -
(1-~BlEFR) [ 1,1 - BREK] -1- ARES

D0 N-( 34 SR - Relk) — - (1K) -1

[[$-(1- PAZE) —1—Sus] PH] [ 1,1'-%FK] —1-
KRR

C N (4 RS- ) 1 (%) -1 -

[[4-(1- FETE) -1 %] PE] [ |, 1I'-FK] -1-
RBR

CHLCB) =N (34— ZPE- - PR -1 - (1 FE-
- RER) -4 - (1-Red) [ 1,1 - BE] - 1- BB
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1.( 1) —N—-( 34— ZFH—5— Rl ) -2 - (4~ W R
~ REE) - - (1-%ad) [ 1,1 - RK] -1 R
13, N=( 34— ZFX—5— Rl dt) —2'— (- FERFEE) -
= (1B [ 1 - BRE] -1 R
W, F-N=( 34— ZF&-5— fludt) -2 —[ [ 2-( I-F%
7E) FEL] PR - - (1-%ad) [ L1 -BRK -1-%
Bt Rk, | .
15, Ni-N=( 34— % 5- pleidl) —2'-[ [ 21-( I-FE
7X) FER) W] - - (1-%ad) [ 1,V -BK] -1
B
16, N= (34— =P 5— fulud) — ' (1-%4E) [ 1,1
11— ZRK] - - RERRE
11, N=( 34— — W&k 5— plad) -1/ — (|- FELE) -
= (21— [ 11000010 - ZRE] - 1- RER;
MW, N=( 3, 4= ZF K- 5— Faluit) — 4"/ -( |-FETE) -
S (1-vBHE) [ 1,100,177 - ZBK] -1 REREG
19, N=( 34— ZFX—5— Sl i) —2'—[ (21— FEAFEE)
P -4 - ( 1-oBE) [ 11— K] -1 BB
0, N-( 34— = FH—§— FBokdt) —2' [ 2-( |- FEATHEE
) ZE] - - (1) [ 1,1 - BE] -1- RERRK,
1, N=( 3,4 ZF -5~ fpSaR) -1 -[1-[ (1- &L
) RBE] 2E) -V - (1-%E) [ 1,1 -RK] - R
B \

A A %55 FTASM:
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