(9P EARKXFEEFIR [11] #AL%EE CN 1029404C

o J B % R

[21] ZL €#/5 89103779.9

[51]Int.CI¢
SR EB 1995 $£8H2B C07D495 / 06

4EIER  95.5.18
RIHiIRT 89103779.9
RHIRE  89.6.1
(3014 54
[32188.6.1 [33jUS[31}201,005
MIEHRA BELAEBAREAT it FEFZFEHEEEMN
MIEMA #8-9FX - hih#
Flaks « ARIR - B EH A61K 31/55
W FOKER D / /(C07D495 / 06,223 & 00,333 : 00)
raeHRENN SPEEFIRBEGEFERERAR
KREA #HILE

U B 45 T M P P O 3

S£BEH BB LREEMZTEERNGT %
ISTHAR

FRBR{THEAADTERND «-'H LRK
BES B DI ik

R
KRB UHE AT IR o L IRGER h H DL fE

A, ATH&EESSXEHANHARNAAE £KY
BRPET R XEERMER LD £ B L
BEREZHERIERGY &,

<20



89 1 03779

PAER B

L& (Ia) WESWRHEY LTHERN
e HE, X (Ia) X

- J (1a)

A

X ¥ H. CL Br,
NRIZRI!;

RAYHRC,( &=k

R'% H. C_~ ¥, CORY (CH),,
OR’., CH (R) ) (OR%». COR? Cl Br
F. CF,, CONR’R‘. CH,OR’ SC_, %
2 N

R N H R C  &H;

RPN HERC 5k

R:, RIAR‘FHMIHN H. C (K%, Cyp,
BEER (CHy o 5% HUR

RRIUCJE. C, H#EE. R (CHY ,

F. CN. NO, =&

5%,
BrR ik 8E:

(a) ¥X (D) {BWFRIBEERRIRKE, K
D) X:

= ™ (D)

AP X X EAE, RN C il

g

() WLtk (D) LA WRARERNRN,
#AIP R' % CH,OH ML A9, HE:

- FAREEEARARRRE, BRIP R Y
CHO Wit &9,

EBNEET. RR-REWEN, PR’

2

MsE X o EATR. #4834 R X CHOR L4
#, ;®

- EIMEFRRE, #ARX+ R' Y CH, Mk
&%, RE

(i) ¥ L#AX (D) {LEPRABARE,
B34 R' % COH L&Y, HEE:

- FIRRE RPN, 54, EEFHTE
£, #EXPR'IHRAIKOLEY, R

- PR fE R BLR, 3% R HNRR KA,
#1183 R' %y CONR R it 8. P R'A
RY 495 (0 LBk R&E

(b) ¥R (E) h&Y5ZMEL TR,
A (E) B

(E)

AP XAMRWEXRL, ZMY &AM
HRC 5k ;&K

RTHERD R B SC,_RENLEY. W
LEGREIE R' B H LS5 —maLinmR
., REBS (C-&E) ——RAEYELSWR
N RE

HTHERP R IEEGLSW. LR
¥ R'ZHBEASSHELENEN, BRER
SREREAGLE, REECRINEETSE
XX,

HErt, HE:

- ERHEHT. ERARTREREEY, B
EREEF A, WEP RIFENLGOHL
HHRMES R X H G EW:

- ERE B LT ERmE,

2ENMER 1 9HE, METHP XN
Cl. Br & F mMik4h.

IEBAER | MFE, BHERY RH CH,
ML ay.

4 BREBRFIER 2 MFE. #IERP R B CH,
4 &

_1 —



89 1 03779

3

SEDRERIR4MBE, HEUTHLS
L' R

7-%H~2-Z.%-3, 4. 5. —HE~4-FERY
Hi4, 3 2-ef-[HSFRRT . RATHHYH
k. ‘

SEAFIER IR 4, WELUTHRE
&

7-%-3, 4, 5, 6~ E—-4-FEBBH[4,
3, 2D ARG 2R

7-%-3. 4, 5 6~HE-4-FEEHH[4,
3 PR T-2-F

7-%-3, 4 5 ~NE-4-FHEBMBFH[4,
3, 2-ef|BPEHRAT 2%

~-%-3, 4, 5 6~ E-4+BR-2- Qg—ﬁ
HEE) B4, 3, 2—eﬂ[3]¥#ﬁ#s§;

T—-%-3, 4 5 ~HE—-4+-FHERNH([4,
3, 2-eBPEHRAS -2-RB T

T-%-3, 4, 5] 6~V E—4-FEWBH[4,
3, 2—efIBIEFHREE ;

-8-3, 4, 5, 6~lE-2, S-—HERKH}
[, 3. 2-clBEEHRRS:

T-%-3 4, 5 ~PE-4-FRWMKIH[4,
3, 2-ef][3] ¥ H R &L 2-Z 28, T-%
—3,4,5,6- VU ~2,4—— I REM 34,3, 23] 34
& —2-78

T-%-3 4, 5 6~PE-4-FEWYIH[4,
3 2-eflDIEH AL -2-Z B, R 2-Z BE-7-
®—3,4,5,6—~ 0 EH—4—F B 34,3, 2—f|B3IFH R
25)

Tr-%-3 4 5 c~WE-4FHRBWH[4,

3, 2-e(BEEHRAL —2- BB

N,N-= I -T-%—3,4,5,6-15 & ~—F £
B3H[4,3,2-eIBEH Ry —2—-F Rk;

T-8®-3,4,5,6-M E 4~ E2—(1-H EZ %)
B%#[4,3.2—eﬂ[3]¥#ﬁﬂ§j ;

T-®-2-F % -3,3_,5,6—[29 R SR 1
[4,3,2—cf]3 ¥ HMas ;3R

2,7-— % =3,4,5, R 4 X Ry
[4,3,2-eﬂ[3]*#it§§ ,

REMNMTEHHHNL.

7 RBRFER 1 T ERE T-K-2-28%
—2,3,4,5- 10 E—4—F WM 3 [4,3,2—< 3% H M

2 —

4

;mnmw&%m,m&maﬁ: £
RE-BRAFGEET, PAE -K-2-258
X-3, 4, 5 6~-ME-4-HEBWH[4, 3,

2—eﬂl31*#m«§ R R R AR,

AR EHN 2-RAK-3, 4, 5. ~HE
WW3EA, 3, 2-c[EHEAS KLAW, XN
e R « B LRK BN R &N,

BENSBRES VERBAR LBRRENER
%. ZHERLERK, B: BERKEHSRENF
SfaE, ELS52E (FLREENZE) &%
N#EREENSRPHELEATRIEISS. §
FRREREEESNFMN: « REM S RE, B
FWRE—RFIINBERNBAROEEE. « BL
BRESEE BB« T o, ERRE,

AEXRFEHTRHTERA, B: o« TR
FRELREEBREE, (FXI-RRANER,
) Timmermans and Van  Zwieten,
J.Med.Chem., 25, 1389 (1982)). FIfl 6—%—9—
(-PE-2-THEE) -3-H%-2, 3, 4, 5-H
- 1H-3- %5 % }f (SK & F 104078)57 45 1
LRIES, FENE LRRBZERRBEN, T4
B SK & F 104078— R0 SK & F 104078—
AN o, BERERB2EK. EHEIIHREE
oy BERRBRBEARBTHRN «, ¥ EBRREEE
H, W 19874 7H 28 HABMEREF Nod,
683, 229,

fERRHMERENTERTIRZ—, AME
BHAER « B ERRBREMETRHLOBIR, UFR
H SR A R M RENEHR, SRR MES
ERZH, BAVBRRERTE, WEENNNEH
MW/, BARELRAS. @5« BEBRR
ERAHERATEEANNRAEXAYEETE
B, WEEMEWER., {4PELS5 « BLRR
SERBHOERRR T ZBME RKNEM A
AL RRER LA WEERT o, Ro, BLRK
Fhket RA— M B, KBS NERLRERE
BOE o, BHRAOBREY LERNPRE, DQRKL
Wit o, FLRK RN RS, o FELFH
LR, ERYE B LRREZER
HimeEY «, FLRRBZERFREEFRAEN



89 1 03779

5

WA, LK o, AREENNTFRFRAD R
.

iﬁ?ﬂ No.4, 469, 634 (198439 H 4 H
I%) WATHANE_RBREER2, 3. 4
s-nni—-m—s-i#-iaas s ETEXNPEE, H
LI o, L RKERE RN, SHENRAL

ix
BESFH No.3, 833, 591. 3, 904, 645 M

3, 906, 000 AF TRAUTEAZHHBRAAS
W

4

\;J/

XS4 & v £ R By .

PCT Hii#f8 NO 87/ 0052 AF T— AR
ﬁu“gﬁaﬁaﬂ AR E¥Hc, dmRBANE
iﬂeu 3, 4, 5—c, dIM|RK:

A
AY
B

HN

A #$ A-B ¥ -CH,-CH (NRR) -CH, R
—CH,~CH,~NR-CH,. Z&{L4WRAE EERNE
. ] RS,

ARRRTOTHRN, B: £F 2-RAM
-3, 4, 5, —HEMRH[4, 3. 2-cf|B)HHEE
RUEAWR —F LREBRIEBHN, REW
Fhl%& o LIRREBRERGR, XREOR
E AW aR:

7-%-3, 4 5 ~PE-4-HEBEBIH[4,
3, 2-eflBPKH-RAS -2-H M

7-%-3 4, 5 HE-4+FEERIH[4,
3, 2-efBIEH A -2-REZE;

7-%-3, 4, 5 —UUE—4-FERKH[4,
3 2-clBIEH R G-2- R TR

-%-3, 4, sfrs—lmi-4—$£l$w#[4-
3 <l HEEE-2-RRLE

7-¥-3, 4, 5, ~ME4-HE-2-{ 2-H

6

PAE) WEIRBIG, 3 2-ofIAFHRL ;

7-%-3, 4, 5. 6—@5—4—@5&%#[4-
3 Zﬂﬂlsliifﬁ%\ ;

7-%-3, 4, 5, 6—PUE-2, 4-ZHEEBRHF
M. 3, 2P R ;

7-%-3, 4, 5, 6—HE—-4—FEBBH[4,
3, 2-e3ARAE —2-Z8-2;

7-%-3, 4, 5, 6—VE-4-F WY H[4,
3, 2-efBFEH K T2~ 82

7-%-3, 4, 5 6~ E—-4-FEENH[4,
3 2-efIBIRH AR T2 HERE:

N, N-ZH¥-7-%-3, 4. 5. ¢—HE~4-
AR, 3 2—eﬂ[3}-z-$#ﬁ§e§z REM
i1

7-%-3. 4, 5, 6—HE-4-HE-2- (1-H
Z.E) B4, 3, 2—eﬂ[31x#%§;

7-%-2-Z. %3, 4, 5, ~NE-4-FERY
14, 3, 2-eBPEHRARE :

-H-2-HE-3, 4, 5, 6—0 H—-4—-F X
3, 3, 2—eﬂ[3]K#ﬂ§em¢. 4

2, 7-2%-3, 4, 5, NE-4-FEBGIHF
[ 3, 2-efBPEHRLE .

AEAMA—IAERBUT WY (£
#EA) O LREZENNE, BHIEREREIT
MRENBRARRHY 2—&&&9—3 4, 5, 6—PIER
W34, 3, Z—eﬂl3]*#i(§emt%%

A RHCUEHAREY. ﬁﬁ“%ﬂ’é’ﬁﬂ‘l‘*
BRFENMASHAEENARARKE. BHEEAN
2=, FAXEA9~4E « BLRREBIHHRIE
H, #2469 P3ARENATARAI LN
tey.

TR (O EXERALSYRKEY LTTHE
ZE. RSN T LKA, EETH
FHlE —HLREEBZEBEHANLEY. X
o

A



89 1 03779

7

X% H. Cl. Br. F. I. CF,. C,_(&%.
COR™. CO,R". CONR“R". CN. NO,
NRYRY., ORY SC,_ fk¥. S (CH) ¥
¥. SCF;,, RBREN A=A EMT
RUE R ES:

RIH., C (K%, RC, HHE:

R'3% W. (CH) ., (WYZ, & C, , &%
X, IR | BB

RN C _RER (CH) . FH¥:

RUA RYEFBM Ny H C_RER
(CH)) K

RZH. C_¢&¥. COR" 3 SO,R';

R £ a3 M¥» H R C KE;

RYAM RV & BN C SER (CHY) o

ik,

W 3% H. NO,, C_, % #¥. CH,CH,OH.
CN. C (RY) , (ORY) . CH,SR:. COR?
CO,R’>. CONR'R'. SO,NR'R‘. SO,R’
SO,R’, SOR’, SR%, P (0) (OR") (ORY). P
(0) R* (ORY. P (0) R*R". P (0) (ORY)
NRR. P(0O) (NRRY ,, P(0O) R’
(NR’RY). Cl. Br. F. I. CF, ® (CH)) ¥
x;

Y M Z&BBIHNHRKC (KK

RL RPAREHE N H, C 5k C,

HEER (CH) . FE: MUE

REAM R ZEMI MY C 2 E. C,  HEF
%. & (CH,) o HE.

XEBFRAN C,_REBHERE —FATHR
RFMASRHRE C BREEHEAAI
ESAREATFHHESRIHBARE, FEERERR
REORB C . CRE. K. CFR
CN BfRH%E, EfMTLUERNAAEHEEE
B LEX=ARARENEMES, EELF
AREE, FHRABEM.

A (In) ABEEXRBNRELESWRABY L
ERM. X (JTa) X:

N-R (ra)

K.

X% H. CL Br. F. I. CF,. C_(iR%.
COR". CO,R". CONR“R'". CN, NO,
NR“R"™. OR'". SC,_,tt¥. S (CH) o ¥
X. SCF,,

RAH. C¢bikk, B C, &M

R'#% W, (CHy) ,,CWYZ, R C, &%
i, MPERE | BB,

R C_(MHER (CH) (FHE:

RVAI REEEM I #A H C RER
(CH,) 5%

R2H. C,_¢i%#. COR" ® SO,RY;

R M iy HER C 2%

RUFM R £ HMHY C KRR (CH) o
FHE;

W % H. NO, C,_, 5¥%¥. CH,CH,OH,
CN. C (R"®) (ORY» . CH,SR.L COR?}
CO,R%., CONR’R®. SO,NR’R'. SO,R%
SO,R®’. SOR®. SR’. P (0) (OR® (ORY). P
(0) R* (ORY). P (0) RR’, P (0) (ORY
NRRY P(0) (NRRY) ,. P(0O) R’
(NR'RY. Cl. Br. F. I. CF, & (CH,) ¥
X,

Y M Z&EMI N H R C 5

RL RPARFHABIIHN H, C k. C,
BEER (CH,) FE LA

REARZEHMT N C_ 5%, C, &
¥. & (CH) ¢ HE.

X (D UBYTEREERIZNERTNE
Bk HE. AHBIZENY, W, X. YR Z
wmsk (1) P BrE L.

%I
T A



x
%
m
A
i 1) surd, LM
= Hy
=2 i o, ) CLeE,CH,CH, |
}\Q/ 3
»
i
@
H 0™ .
#ES O yHCH,CHEACK |,
Lig CHp8r .0
PRI ALY Al
N i
(0]

B 150

0
P L
[ A
Ll |
——e
tHy
MCHy
< '"
2 {3}
CHEotH,1
Ist
0
5T o
'I“" ™. & LLALH‘
— il USRI
x
o
a0
g-
A\
0y, OiyCl 3
(el
h)
~
x
[§31

1]
" Wowaow, wpe (ch,
@ 2 ﬂﬂlﬁﬁ e /@ _LD__,\___

89 1 03779

10

E % 1(5%)
FEB

§——

rl bt Oyt

2 ™y o
QI}/ L €38 80 ]

(ot
n
P
" 1
g by 1) 0 Buti, THF
L 2) €O
[ 43 3 t
% \ "
ﬁm x (l“z n CH; 2
(238} (oK, Ty
i
AN
5- ,1 QCM! 3 OCK’
!\]’ oy LRI L]
; o
C p TN
A try
t
Lack,)
(2 e o
0
Pto i1 ocky
H, /Pt . .
Ll SN < 5k o
o0, R PN U LN (94
! 2 j ICH
[Rac Vg J 1



89 1

11

BRI E ARSERD 2URAEY
CO,CH,CH,. CHO # CH,0H X () #&&4%
HER., BEEWH o F LRBREBRN, H
THEPHEULSRR () OXateH. RiE
%L TERHMEN (RuK) $. BERLH
— R MWL RA KB BRIR. ¥ JE B 5 B 4
FOCE 15C (BIFH 25C) RIGRAM (BiF
HERM) — B, /83 (EWR) AW
(1). £ OCTE 175C, BIF# 25CF 130CTF,
HER, RFHEZRR (PPA) 48 () &4
¥, SMARANENDERL (2) £EY.

EEHERET (BiFX0T), THERH
(BFHZE) P, AW (RFRTEH) 48X
() kbt REEESHEE (RIFEOC) T,
AERPREE (RFREATRZE) 43, #
B ) kay.

BEFTREALBRD (REFENNLH
(CCl %, EERTHESAN (RF2N-RT
ZRIEHE NBS) M5IRM (RiFR_FFEIR
i) MR (3) Lawm. HAKX (9 ke
. #¥X 1) KAPWBRTEURE—XRHEN
BHR. FBAZTEAR. RFEARRN
(K,CO,), UE N- (C,R¥&) EEZME_
(Cei¥) M, (REFRFENEIRE_H
%) ARRER (5 &am.

Ao (BFR=KTHR) 4K (5) ke
., ARR (6) MblkiLaw. EalE (A
SERIREE) T, T 0 sk A UL
f, HEFN (RIFRZWMR) LEA (6) 4
W REEBEEN (RFRZE) b, REHERE
N (RFRELH) MILEEFK 6 ke, HB3
R () BEHRR AW

R, ENEEND. RFEZBP, #X
() AR mBERENEFN[RIFRELES
(LAH) %, 83X (8) &4, £MEEHN
(BFR KD, MEHNARN, REFH_K
LA (8) LA, BEX (9) BEHEZ

-2-HRLEY.

B 1 B RHIF 2 AR COCH,

WX (D) HEWHaR. EMEALENT. &
SFENREARP, FRETEHRAT, HILRE

—_ 6 —

03779

12

R N-RT_BEK (NBS) JW5IEM (BiF
RORA—EHR) L8R (2 44w #EX
(10) &9

¥ (10) LAYBRTHEUFEMEAAILE
M, FMABHOM. RFHERE (K,C0,),
EN- (C %) HERZELE_ (C_ 5X&)
B REFRPESEZHE_TH. AEEKX
(11) Wisd.

M ZBEORERR P, TEEEKE (BF
£-30C) T, FAiRR,. BFRATEELEN
(11) k8%, RER_RERLE, HOER,
RIGTFHRERA (nz®) d, RAEnEXFRY
ma, =4 (12) k4.

ek A PR, B (12) LEPHEAEIR
13), X (14). & 8) KX 9) #&8EY.

B 11

Canc i
-t s i
.-
A>\”‘\ vh(?(?m or
i ———
“ 0 _— ?_L_,.—-—i?—v— hoty
1€y - aa by 101 7T, 2 ¥

11s)

PR EL T2




89 1 03779

13

EEEMRIEHRS 2RRER
CH,CWYZ i (I) AW ER. AR
d, X. W, YR ZwX () FrREN. KwE
BRI, TZR—XREHEND, RiEwEl—
Rpywaired, ax 9) e npRd
HEER (15) kEw. ﬁmmmunmt%a
Rk, WY SHERENR U7 &
A PR, SHMREAXHSMERTFRMAE
BERPESRFT RN ELERN, BHOEE
RTaEE, SRm.

¥R ) hEBE5-_RERBRZBE_KE
M (RFR_ZERBRZBE_ZE) KN, BX
Mm%, #E0 W N CHO R (15) k&w.

ESHBNT, RiFEZHP, FESAEH

bR, R AR, WM (15 &E
LR, #AX (16) kY. Kb W H
CO,R’. COR) SOR’ SO,R’. SO,RY
SO,NR’RY. P (0) OR’ (ORY. P (0O) R’
(ORY). P (0) RR. P (0) (ORY) NR'RY P
(0) (NRRY) P (0) R (NRRY).

¥HP WhHCHO WX (15) {LAWLIER
MEXMEER. RERK. “EHP W R
CHO M (16) {849,

FEaHRN (RFRRFY) . A&REK
W, BFRAREAHERAENL (15) kiR
i, #$ERP WH NO, R CN MR (16) &
#.

RN, RFREZRPOTRERP W R
CO,R’ Mz (16) LAWAR, HEP Wy
COH WA (16) &%, M H EWBE—LN
BARAMLEE, BESE NHRR RE, %
Ak NHRR* e B} W % COR 9 (16)
&b, STARS W COHmR (16) 1k
AW BRE WH CONRR W (16) A
4.

AEHMMERN (BUFRmEnkm) +.
ZRABRE—-XNEREITLER, UFEEPE
F. AGRAREARBRBIxRLKEML, THX
(16) {LEwHMARA (17) &ED.

FZRREHARENZ R —RRAEEERNP. H
sz*iﬁf(mﬁizii RiH) w
GnEis) LB (9) Law. HAL (18)

2
.SJH/ ot 9
/l\//l\ ? #_P.—]‘—————' N(!O o~
7 peo™ ch,el %
S
X
{20

14

bt BAER, YR Z5EFHENR
(18) HAWPOHR. ERNZHZENEDS
A, REARERNOMN, BIFRRLH, %
£ (1) RAWER, ATHBR (19 &4
9.

HE |

. CHEBE
CcH ,OH Y n .

EEE®HTEHAP 2HAER W,
CH,CWYZ #l CWYZ X (I) B WNER.
EEMRLPX BAMFFAREN. RIEENIA
BHALRPRE SFAKTRZKRLE AR
R (7) edd. WA (20) £4W. TR
AP ANEPTR=EZE. fiH
AN (BN b, REENERN
(Pimmgia) 4mx (20) 4w, BHX
(21) &d. EEEMENY. RFE_KFR
B, AENNRERD=ERGETH4EN

_1-.-.—

o~ SH, KH

CHJON OCH

k]



89 1 03779

15

WEA (21) kaw. HAX (2) L.
FiaHaEM P, RiFE_EHRD. HEHE
MR (I, ERMRERPREN) AEEAOWH
M=Z R A, B (21) AWk
N AR, A A EREA IR, B 18—
HE-6, FZR—EMEEBND, AFRER
F, FEKAERT, R (22) L49PNE
LB RR R BB (D 89, P24
B4RER CWYZ, RFWHCN, YRIZEAN
ERF. TS MIRR, AP 24
BN CWYZ (RPFWHCN, YRIZEBEN
Cobilk, RYFZERTF, ZHC HE) AT
RUEFEHR (D 8%, XBFHHHENT:
ESHNEER (BUFRMEKM) b, HZRR
BEEXNEBALESL (D LEW. UFER
HT, REBAREARERSERLE, #EHW
a0 4.
AERADTHERP 2 ABRER CWYZ B
kAT EMERP 24RRKAER
(CH),CWYZ X (I) {L&%. EXHHERT.
EEBRERISNR 17) 448, P WH
CH,OH, YA ZEZHNEFETF. ®EBHBEANF,
RFE—KPRP, HBEMOEN (FnERREE
RHRBRY) MEFEOR (Au=ZKK 4, =
BLERR (17) AAWHEIELYRBRR. o
FE SRR, 0 18-EM-6, FZM>Em
BEEHERP, AFREEN. DMty T. Bk
YRR REE. BB (D) LeWw. P24
RRER (CH) ,CWYZ, HF¥FWRCN, YA
ZEENEE. EEEMERN. BFR Ak
b, FAiN_RAREE REELE, 4R
BT, RRRkEIRPMmRERbL, FablX
MiseHEFNENR D) &4y, KP4
BIRER (CH,) ,CWYZ, WHCN, YR Z#&
H¥C (&% BE, YRERT, ZHC (&
x,
MEAMIR (17) 4 (KPP YMZER
HEETF, REYIERT, ZHC =% W
% C,OH) W#MAX (1) LaW, Hw 2 Bl
A% C, (CEHEE, WRE | EFHH. THIL
A (EREBY) FEHENM (Fm=28%) L8
BR (17) k4%, DEEHNENGLy. T

_8_..

X

s | 5———Tr(
9 LialHg
co ™ ICH
& Y
X X

16

AL RABEE X E R E A . U
AFHENL (D) L%, X2 uRRER
C, %, WRE | LFFS.

£, 2-C"HRZEHEHEN P, AR
ENBAGHEAOR (RFA2EaE) 28X
(22) k&%, TTRBR (23) kaw.

EZRZ AN ERNP, A REENEN
(BUFRELEE) B, TR (23) ke H
B (24) ey

BT RSHEAEERALER (22) Mk
&9, UEBRR (D &4Y. IR FBENG
#: A, PnEmai; st fing
ZEATHE: RESY. FIMETRRN DA
MLEw. PINTRR=75.

EO AR — 0 TR T AR T Y
X (8) k&Y, WEREMTFR (22) kEHW
RS, RPFERRTZERE. THEH
XK. B RAROEEEALEBAL 8) kEY
BEERLEY. HBERRX (D k4Y.

BRIV

0
COH
| o 2
5 0 HCl, HOAC, g ca',
I My~ - plo et
e e
vy X

{20}

1) Har

(26} (27)

2} Brz,
HOAC ,H,Q

2



89 1 03779

17

BASNVEARD 2ARRENERIAROA
OEwnME. EEHRNVP, X@ 1) R
R, EREMRN, FRAER RFRERER
bR, ¥R (20) LEWARRR (20) &
44%. 7 150° E 250C, BIFR 200CEEK
T. BRIFASEEAEMETLE, ¥ (25) &
SYRERE, UFELESR (26) L&, TLB—
RMEHBRAH, ABERNEN, RIFRELS
@, A (26) LewRE, UEERX Q1) &
9. BRQ) LAWHLNERRLY. HE
EEHEN (NZBARR) PREEORER &
HRER) 48, 4R (28) LEW.

AL, BESARSEREHERN,
A QD k4w BEHP2ARAREHENHRI
e,

FEEEAR (G escm) B, LR (
TEE) LBWRQ7) ki, LIERHRNN -8
Y, WTHERP 2 ARAENEER SR’
EFMK (D LE4%. A R WL
ERpmEk, KPR WX (D kEwhHRE
). R 2-SR* L&, B, LaTR=KES
il (M=TREAN) LW 2-HPEEK, &
#H, EERENFET, b E£XN (SR it
€ (0) /85T, FAEER (¥ BN, &
ERP 2 AMAREREENKL () LED.

ARIENVERTHS R YFENRK (D &
SWHBE. BAN- (CRi) EXZRE
(C-. RE) BM(HEEE PR (5) AKX (1)
ear AP EIE], UESRHREBBARR,
HERHP R FRFENK (D kEW. Bt
XY SOCE 100CTF, HRF REFEHK
O AWRIRPRER BRFEETFR=¥Z
B BN, BER=dREXTRE GTHERP
RARPEMR (1) £aW. HEKTREER
FREGABUSEM (PlnmEskm) &, mESm
AR (RFRZB), UEAEEN (HsER).,
#BARFT R AEHFY. RE, BEEPRIR
REBWREN Gt R' N Cog B C, BB
X), BEAHPRIHNYCREBRC,  HNE
A (I) ey

% 1 AR BIEHARAKRSN AN
AR NS, RTILCAHEABRE NS

18

A3, i, B IENPRNENSHE AT
H MG, AL AFEaRARSSRE.

dded EARMTE, ARAXHRREN
R, BERRERX () HXEARNEYLTER
MEBHERRE., THORNARAZEXR W
O XHR. HAER. NEER (pamoic).
REM. NEFRKER. PEK. 28R 2
B W AR KaR R SRR X
AE®. FiER. KiER. XER. 28R, XX
EXEAR. SER. XM 4R ERR. ®
B, FOENEER. FRUMR.

BFR (D LE4%R B LERXEREEHR
M, BT HAENRRTORERER (RETX
ARME, FEOTHONELRFHEN), R
GEFERDE. WHkRRE. FTadohEg,
GRS, CEEMKHELER. X (D i
B ATRTRENFIBEX. BRRRK. TR
BRkNiR. M. BRIERIL (BEEEE
E. SHEERSSEUEER). HEMEW
MEMEERRR - BNPEHBREER. 3
Sb, BALES W R TIAYT BB A S B A /MR SRS
& AIRIE.

RATRENSEGRERXRVNFEELEY
ao—~'B LRKEBR IS,

FIRRESN, ME « BLBRRBZEER
AESE. ALY, HEAFAZAR
(2~4kg) LFE. MT—#4 (4em) WESHHK, #
HEBEFAY (10C) Krebs—Hensleit B A M.
WEAS LB REGHR, YBXY Inm &
BB, BRI (d0.25mm HHHR) KX
MEERRT 10ml WALHEP. — T RRERTE
P E, BT ELLRERTENREE K
5.

R YRR AR N BTT-4 2 /b,
AL, HRMKDREFE 2gm, EX—F&K
AP, BF 02HHFRAE— K. Krebs
Hensleit R P ETRE (6uM), LEBHLT
B, AAEELE, UEHE S FLBERER
k. EYEYE, EXAELEPHLERE (0.1:M)
BEALA—K, URRBIET.

KB TEESKAHNEHE LRRRBKE
MAE. BMREFBLEBRRZE, BFERN«

_9__
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WL RR R EH RN R . EARSHHH
Bak 3060 30 )E, ERHFMNFET. ERT
EFHLRRBENFGRE. BF. FRRKE4
B, mARERHHEHHHN. TR (30-60 2
W) B, ERRRGET, RETR=#EFHEL
B B2 i 2%,

FRAUTERRA, WESHIONAXMRES
HEH (Ky):

R
Ka=
MEE-1

(Furchgott, R.F., Handbook of Experimental
Pharmacoligy, eds. Eichler, ctal, pp.
283—335(Springer 1972)), ¥ EHNMEE T &S
0 Ky (HV3, KAE£HARNTHK, .

FIRAEK. SROKBRZECE. WELEY
Mo, FLRREREETAEE. WFZ. BT
RE L ZER SRR O, RELE, )
FHEEEXHA, BERRYET 2ml B0 ZE
. BBEARRE 30 KW /46, EER R,
BRI HURLEHE. ENBWEZ)E, Wi
Ak BB R EBUER R E, MENT#HE
PRGNS, 8 - KEEHEZE. A
B-HT920 M3k, EHi B-HT920 (EHHY a, X
) MRERAMR. N5 HHRERGFHEMN
oW ERREBZEARN—-BIR=12%. ¥F
ERRAEAETER B-HT20 lER N LR, it
RTLR Ky HE. FEXX-HRALKHHMGH
¥, W Hicble, I.P. and R. G. Pendleton,
Arch.Pharmacol., 309: 217-244 (1979),

FAWRBK (DSV) KHEREK. WE o
BLRREZEBARREELE. SELZARE
BRI RBRERBEN o, («,) WLRRERE
MAEENEEHMN, R Sulivan, ATand
G.M.Drew, Arch, Pharmacol., 3i4:
249-58(1980), FrRRRAEMMEHTEUT: A
MR LB S ek, B 4mm K
MUNEL. R TFARS RO RIS TE, ¥
RE/NEBETAABD.

N R A YT R K RO A R 3R]

20

BNFMENBA, BEMTENLSTN o B
IREZEFHHRTEE. ¥ a; o X#H B-HT
920 A EMEEX I AN EY.

R A LR EINAR R LN N A RRENRK
D WP THRIL LGREY, E-1TRE
BLRKBZEERL, FERESWHRARE
.

%1

7-%-3, 4, ska—mi%—%;@%#[m
3, 2—cfIBIEHBF 2 2-RRZE

T-%~3, 4, 5, 6—P%—4~H HEWH[4,
3, 2B AT 28

-3, 4, s;;s—mi-4—$;mw#14,
3, 2-cBH RS 28

7-%~3, 4, 5 6—MHE-4-F AWK IH([4,
3, 2-eﬂ[3]¥#%§'§'—2—&nﬁ3ﬁ;

7-%-3, 4, 5 6~ME-4-HE-2-] 2-H
EHE) PREGIHE, 3. 2—-fBFHFER

-¥-3, 4, 5, ~NE-4-FERWH[4,
3, 2-efB K RAE 5

7-%-3, 4, 5. 6-WE-2 4 HEERH
[4, 3, 2R R

%=1, 4 5. T4~ EME 4,
3 2-eBPRSF AR -2~ 22

7-%-3, 4, 5 —NE-4-FEENH[4,
3 2-elBPEH R G2-Z W

-3, 4, ske—mi%—fﬁilg%#[m
3, 2-efIBIEH R AT -2-F R,

N, N-—HZ-7-%-3, 4, 5, 6~ E-4-
R, 3, 2—cﬂ[3]—2—%#£%3§—$&
'8

7-%-3, 4, 5, —WE-4-HFHE-2- (1-F
ZE) BB, 3, 2D FHEE

7-®—2-Z%-3, 4, 5, 6—P4E—4—HERY}
3[4, 3, 2-en[31%#£§‘&§ ;

7-¥-2-HE-3, 4, fr’ 6— VU & —4—FI
F#4, 3. 2—eﬂ[3]§#£§$' ; B8R

2, T-—%-3, 4, 5, 6—E—4-FHE@RMN3HF
[ 3. 2-eIRFRAE .

B YRAAREBSHBERANRE, W
BXA, RRRESHSN, DERHENGRAS
. TRABGRBEGHBIE. BERAQERE
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B AN WRE_KAW. ANE. ER. A
B BR. BB RE. miaR #ERas
RERR. Wk EEEMR. HEW. MM, K
K. R REBER T AREMEERERNY
B, PluRBRSaGRANE HAERRRENY
M. BAREKROEAEEER, SEE
MRGRERLA 25mg B 15, YRAASE
fknd, RMELITHE, W WE. A, iR &%
REIRRE. XM, HHHEK RIKNREIA
PR TR B .

BUTHRAMBHEIZE>ENM, N: BE.
R, EK#: BRARARAENE, LEATRE. X
LB R BR, BEARSNnRIERS A
.
BARRUPERALSWONRERLY
HAFKE 0.01~ 100mg, WEME 0.1~
Somg/ kg BEUXENER. Uok. HE. &
. BAREYH. RESHEFREIA, 8X1
~6 K AENE A TRERITHRA. RiFR
RAORAHFATR, BAIRAMRGHE.

FTHEEBMREA (1) LAWHHE. &
TR A TRULEAERR BT SHER
Froiim.

LM

Fk A—7-%-3 4, 5, HE-4-HE
W34, 3. 2-<flPJ¥H MRS -2-RBZ K

i) 1 (~AXEX) RIU-2-HE

WEFM (3235, 0.347Tmol) MEB] +-E¥K
B (50g 0.347mol) . WM LW (14,
0.347mol) MK (400ml) MIWE WD, WHHR
AWTF 5CTRFE 1A, BZRERERSY.
AAKRAUHN. HRRETR. WG4 68g
98%) 1 (4-EXEX) RL}2-FN.

i) S—%~3-58%3H b

-] (%K) WR)-2-FW (503,
0.25mal) WMBIEZHM (300g) F, WHERE
¥, RINEEEERTE 120C, FHREMRE,
HRSWT 130T 1 e, AARE HzR
B, TRAVE, KE. €58 (200m]) 5
HAARW, S, KEME. @3 1758 (40%)
5-&-3- XK [b]E, bpl20C (0.6mm).

iii) S—E-3-FEFH[o)RE—2-RMZKE

22

FoCc, EEKT, BT EREMNC K
(2.6M, 2.3ml) MBEHETHE S—E-I-FEE
3[b]ma} (1.0g. 6mmol) MZ B (20ml) MW
W, XIRA Y M 30 26, EESHAT. HH
ARBERHTHEHRZIE (0.63g, Smmol)
RMZ8 20ml) MIFRP. BIZRSST oC i
304090, F 25CHE LS. BALEES
#., TRAENE, KB, ECKPFH. A3
1.0g (67%) S—®-3-HFEFH[o]mp—2-KRZ
K. mp.92.5-94C,

iv) 3-WRAE-5-EFH bR 2- KR K

¥ S-W-3-HERNF[L)RM-2-RRZ K
(9.0g, 0.035mol). N-RT BT (6.5,
0.037mol) FFEMEFB (130mg) FEVIHALB
(150ml) FHBAWER. FHH KBTS 2 4
o, HARRERSY, S, EFEPHHE
Bt =4 9.9z (85%) FEARHEM B %-5-
AR —2- R MK, mpl48-150T.

V) 5~%-3-[N- (2, -—HEZE) -N-
FE (HEPE) PEHLIREN-2-RIZE

3-SR K I [b] B —2-RRZ B
(11.0g, 0.033mol). FEREZME _FH
(4.76g, 0.04mol) FEKERH (11.4g, 0.8mol) #
XAKFEE (200m)) FHOBRSWRHE 48 ad,
B, RERE, 85 11.8g (96%) -A-I3-{N-
(2, -Z“HHEZXK) -N-H%- (KEFX) |¥
HbIRy—2-RRZ K.

vi) 7‘“'3!«:‘":‘5_4"‘?;'3%*'[4' 3
2—eﬂ[31*#iﬂe§‘:—2—anz,ﬁ

FoC. EENT. o#tH s-%-3-[N-
(2, 2-_HEZE) -N-HE (ZEFX) XH#
(L] -2-RRZ MBI EEEN = F R
(1oml) . BRBSWT 25CHRFE 4520, B
AR, REKAWMKRBBLERAW HLM
B, 43 7-#(-:3(., 4~ E -4,
3, 2-efi3EH M A 2-RRT K.

vii) 7-%-3, 4, 5, 6—PE-4—F W H
[ 3, z—enmx#mﬁ-z-mum

FOC., BHET, BHAZAREH AN
(IM, 40ml) M3 7-%-3, & H-4-PEEY
H04 3 2-cl) [N XML -2- R Z
(2.8g) MIMATM (3oml) WHEP. KIRSDE
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ik 3 /heF, F2sCHEE 16 /M, K, BFM
(50ml) X3, EIJK 18 /hif, REE. ELHE-C5
(3:1) FH MR AW, BH 1.6g (64%) T-K
-3, 4, 5, 6~ —4-FALuEVyH[4, 3, 2-ef][3]
i#ﬁﬁg—z—ﬁﬂlﬁs, mpl138-140C. MM
hEikragak, M8 7-&-3, 4, 5 6-PUN-4-
FEWRI, 3, 2-efIIPRHRAT 2-RMZ
Asih®e R, mp.240T,

Hitk B—T-&-3, 4, 5 6-VIE-4-F&
MW IH4, 3, 2-of 3K AT —2- AT A

i) - E-5-XEH b

FAXKES 1 5% A Gv) FERSR, A
S-%-3-PEAEH[bPEY R S-KN-3-PEEH
(b]sky—2- MM ZBE, #13 2.78g (57%) 3-@®H
B -5-5EH[b]-"E%r, mp.126-128C,

i) 5-M-3-[N- (2, 2-"HBEZE) -N-H#
%- (REFE XH[bEY

FRRAXKKH 1 HEk A V) PERERE, H3-
W -5 MEHopyy R 3-PE-5-8KH
—-[bjsEmy -2- AR AE, 8 2.1g (95%) 5-K
-3-[N- (2, 2-Z“HR¥Z&) -N-HE- (XEH
£) FEH[bPEY .

i) 5-M-3-[N- (2, 2-"HEZE) -N-
HE (RERE) EH[bpE%—2-%%

FET, F-30C, #&HTEE YW
(2.6M, 0.04mol) BB 0T & 5-%-3-[N-
(2, 2-"REZE) -N-F& (KLFEL) X4
[b]%E% (10g, 0.033mol) Y7 AE 3K 18 A% /D 200k
(100mD) HHEH. WKBEAWBEH 3008, AE
AR _EAREHE S o8, FETE25C. AFNL
BixiEAY, HAKAD, ATBERER, #HAHIN
FE pH?.5, AKX PREBER, AVHEAKEK,
FskEmE: Tk, #iE, @3 6.0g (54%) 5-&
-3-[N- (2, -"H&Z¥) -N-BH (HEH
) EH[bpErr-2-MM.

iv) 5-MM-3-[N- (2, 2-—WHHEZH) -N-
HE (EETL) DEH(bpEY—2- MM T AR

OCF, ## S-&-3-[N- (2, 2-"H¥Z
) -N-BE (KEFE) EH[bmEY-2-%8KH
TEFER-UERWREER, FHIREE K-
LEEAbE, 0OCTF, WiKiRAWER 2 /M, HE
KEkLA, W, AP 5.0g (96%) 5-%-3-[N-

24

(2, - "HEZE) -N-F% (BEFHE) ¥H#
(b}l %y —2— B G K

v) 7—1—3,(4—:5—4—'@?;';%#—[4, 3,
2—efl3]¥#—l§k§; —2-HMM P RE

FRERH 1 5% A (v HERASR, H
5-%-3-[N- (2, 2-Z“HREZE) -N-P# (X
EHE) KH(bEY-2-RBTPEAE 5-X
-3-[N- (2, 2-Z“HHZE) -N-BE (KEH
) JEH(bmEvy—2- R, B3 7—&—_3,, 4-
TE-4-F R4, 3, 2—:(][3}*#%3&?‘ -2-
MR R,

vi) 7-%-3, 4, 5, 6—PUX-4-HILmMH
4, 3,2—cﬂ[3]*#it#5 -2-MBPEE

K3, A -4 AW, 3,
23K R AT 2- BT T AR I
(0.3g) MZ 8 (30mD), XK (30psi) HIE
T, ¥AAEEER 2 /. READTE, K
4, RimEisdA, #37-%8-3, 4, 5, 6-
POE-4- P Yy {4, 3, 2—eﬂ[3]¥#ﬂ%%§—2—
S8 T RSB, mp.215-216C, T

L HE Bt 2

7-%-3, 4, 5, 6-HE-4-H AW H[4,
3, 2-ef|3)EH K Iy 2-PEY

MEieeEss (0.53g, 14mmol) 4 H 7-&
-3, 4, 5, 6-VHE-4-FEmMH4, 3, 2-ef][3]
*#ﬁ%&%—%ﬁ!ﬁﬁ*ﬁﬁﬁ (4.0g, 13.5mmol) (¥
Fl 1 HikwlA&) L8 (48mD) Wik, HiXBEAE
B 1.5 /M0, @R, Ak (2.0mD. 10%EK
18 (1.0mD) Faxk (2.0mD) {FéRibE. HHHER
AYitiE, HEEN, B8 2.1g (57%) 7-&
-3, 4, 5, 6-PUE-4-FEMM K4, 3, 2-ef][3]
K}Fﬂ;}&%—Z—ﬁaﬁ, mp.184-185C,

LB 3

7-% -3, 4, 5, 6-VI% —a—F w4,
3, 2-ef[3JEHEAnG 2-B

% 7-%-3, 43-5, 6~ X ~4-F L mwy
(4, 3, z—eﬂ[3]i#n¢e§—z—ﬁﬁ§ (1.6g,
ommo) (K LMEH 2 M F M%&) BT -XPHK
(15oml) #, XETF, HHBIREREEE _-HL
# (83 —EEBEH 2/ht, HIRA WS R
o R ILRE TN (Celite) i, R TR
ik, MEABBYEN 63%H 7-%-3, 4, 5, 6-
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PO —4-FR Ny (4, 3, 2—eﬂ[3]is#lt%'4§—z—
B, f

KHED 4

7-%-3, 4, 5, 6-VOE-4-FEmyIH-(4,
3, 2—eﬂ[3]£#n§;§—2—ﬂﬁ

W 1 BTk b ik A& A 7-X-3, 4, 5, 6-
PUS—4-FEW I, 3, 2-cfEIHM Ay —2-M
MZ® (30g. 6N &8 (300mD %LE&
(GoOmD AIBRAMBRERK 3 /DEH, &R, T,
BE 15g7-%-3, 4, 5 6-HA--BEERH
4, 32-cBPEHRAE —2-RME MR, RER
SN, HREE R 13g 7,

KRR S

7-®-3, 4, 5, 6-VUM—4-P HmenrIH-[4,
3, 2-cf|[3JEH R A -2-MBBU T AR

¥ 7-%-3, 4,05 6-HUE-4-BEmnt
(4, 3, 2-cf3IEIHMAME ——2 MMZAE (M 1
X EEE). SA D TH. KTHAEABES
RAWANRTH®ELE, T 0CTHRMEXES
%, B3 7-K-3, 4, 5, 6-IK-4-FEER K
[4, 3, 2-cf[3TEFHR AT —2- MR T B,

KM 6

7-%-3, 4, 5, - -4-FH KR4, 3,
2-ef 3K H M 25 —2-BERER A

7T-8-3, 4, 5 6-POE -4-F EuEuy (4,
3, 2-efI3]EHEHuG —2- B -2-FHEE

B 7-%-3, 04, 5, 6-UE-4-FEEnH
[43,}ﬂMk¥#n¢%§}mmﬁmg<&m
A EHE) (28g), ERELE (100ml) FIH X
(50ml) MEABHREK S Lo, R, RER
. ARELARKY, RERE, HERDEL
BB, ik, @B 7-%-3, 4, 5, 6-MUA
—h*i%%#m,memﬂi#ﬂﬁg—}ﬂﬁ
f ML, mp.27C.

W 7-4-3, 4, 5, 6-P9M-—4-FF Emny I
[4, 3, 2—eﬂ[3]*#ﬂ§aﬁi—-2—&ﬁiﬁﬁtﬁm&ﬁ
FHXekw, SEHiRREEE, FRRAMN=ZK
Wr, 88 7-%-3, 4, 5, 6-PE-4-F Ly
3[4, 32-ef3FEFRAE —2- M M- 2- K MK,

KB 7

7-%-3, 4, 5, 6-PUH-N, N4-=Fim
myH4, 3, 2—eﬂ3]*#ﬁ%¥%i—2—'¥ﬁﬁ

26

E-20CTF, ¥ 7-%-3, 4, 5, 6-HE—4-
B (4, 3, 2-cfBPEIHR AT 2 A
B (0.5 (B 6MHMEME) FPIEKN
Goml) MBABEE S 0%, AERAEEA
PR, BEFADEAY, HAKALS
25T, MRS, FARSE, F-K TR
B, ARRETRAELE, RERS, BHMR
B, RESEBRER, AFN_KTEER O
10), 4% 125mg7~£—N, N-—H -3, 4, 5,
6-VUE -a-HEMYH[4, 3, 2-ef]3]EXEH B %

;;: 2-$% &R mp.103-105T,

LB 8

7-®-3, 4, 5, 6-PUM-a, o, 4 =HEE
Mrit4, 3, 2-ef3EHMSE -2-2H

#7-%-3, 4, 5, 6-HE-4-FEmyHt
[4, 3, 2-ef3PKHMAE ~2- FH (0.00imole)
2 B A NTFERAR (30mD, #
FRERTEET mEER, &, &4, /3
T-H-2-EHE-3, 4, 3; 6—MNE-4-F XK H
4, 3, 2—cﬂ[3]¥#ﬁ?&§ﬂ§§ﬁn

#7-R-2-KHPE-3, 4, 5 6-HUR-4-HF
oy 3[4, 3, 2-cf][3EH R AL (5.0mmol),
L # (10mmol) # 18-EBE-6 (0.1mmol) &
FEAZE 25mD) #, FEET, BIZIBHEIX
Wik. HREBASYTE, BEER=22—MHKk
B, As%nmmEmuit, H-XTFR#R, Th
AYLH, mEEET 7-%-3, 4, 5 6-IK-4-F
Hwn 4, 3, 2-of3EHEAE 278,

H7-8-3, 4, 5, 6-PUE - -Fmnyit
14, 3, z—ﬂ3}$#ﬂ%&§—2~&ﬁ (3.0mmol) &
F-18CHEAEI%TE (25mD, RFHA_-RA
B (6.0mmol) MHIRKE, KA XEALY,
WA &MP L (6.0mmol) Ay 7K Y2 BN
(5mD) HikH#THAR. HERMEBEAY, WAE
REBEHRLE., ARRREXS, THREHE,
was, BF 7-8-3, 4, 5, 6-PUE-a, a, 4-14
$£!%#H,L2%Hﬂ¥#ﬂ#§—%aﬁa

KM 9

7-8-3, 4, 5 6—H& -4-H Ky IH[4,
3, 2—eﬂ[3]*#1€%¥%—2—$5§8ﬁu 7-%-3, 4,
5, 6-PUE -4-FF MV IE[4, 3, 2-eff31EH M
T -2

s
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¥ 7-X-3, 4, 5, - -4-FEERI}
[4, 3, 2-ef3PEHRAL-2-FEE (M IH
dE) BBRELREEED, 83 7-%-3,
4, 5, 6-PUK-4-FEMYIH(4, 3, 2-ef[3]KH
Rk - FEEdmE,

W 7-&-3, 4, 5 6-PM-4-H XMW}
4, 3, z—eﬂtsli#nﬁj -z B L R
=BT N e, REERLRAMS, X
HHZE-78C, AEE=NTPRENG _MPE
WdtfrabE, B3 7-%-3, 4, 5, 6-UE-4-H
LRI, 3, 2—ef1[319£#1ta§ ~2-H.

LHEH 10 '

-7 K-7-%-3, 4, 5, 6-PUE -4-F
WM, 3, 2-ol3PEHMAET

ERBHERT, #}7—;—3, 4, 5, 6-PU%
~4-F 2B (4, 3, 2~eﬂ[3]¥#!£%€%—2am§z
LB (REKEM 1 Hik A Ebl&) (3.09,
10mmol) HFZ8 (100mD), REWESHAHELER
A PIERM (3M, 15ml, 45mmol) M¥|i%
B, #HX—-RAWNERE 1 /e, AR KRL
BABmaE, AZMERR, HEERETRA L
H, RIERSE, AABKY, BEKREK, AT
~ZHHE (1:10) BB, A8 2-ZE-7-&
-3, 4, 5, 6-PUX -4 ELuEmy (4, 3, 2-ef][3)
¥y, mp.78-80T.

KHH 11

7-%-3, 4, 5, 6~V9E -4 B HmYH(4,
3, 2-ef3EH X %

H7-%-3 4, 5 6-HE-4-HEEYIH
(4, 3, 2—eﬂ[31¥#na§—z—xmasa B |
FHkHl&) (5.0g, 16mmoD) BT 1, 2- “HIix
(8mD), FiB R MAX PR IE (8 3g,
80mmol) AH, MMEIK 7 /0B, BIERSIXIE
Ay, RAWALNEER, 88 3g7-K-4-2
W3, 4, 5, -HAUMMIE[4, 3, 2-cf]3]FE
FH R ZE -2- MR,

HT-M-4-ZEBE-3, 4, 5, 6-EmEYy
H(4, 3, 2-cf)[3K AT -2- 07 A
(3.0p) EFZK (80mD iﬁéNEm (40mD), M
FHIEESYMNEIE 10 /M, BX, LB, 8
Pl1.8g7-X-4-ZHMPE-3, 4, 5, -
H[4, 3, 2—eﬂ3]£#ﬁ§§ -2-MM%.

28

W 7-M-4-TEBE-3, 4, 5, 6-PUEEEY
{4, 3, 2-efBEFRAT -2-RM (0.6g) FiE
e (1.0g) HETHEM (10ml), REHHTEE
A4tk E 200C 30 538, R 7-X-40-ZH®
;Ig} 4, 5, 6-PUEMEMyIH(4, 3, 2-efIBIEHK
g,

W T-H-a-ZMRE-3, 4, 5, 6-THEEY
(4, 3, 2-ef][3IEHK (0.5g, 1.7mmol)
BRTLHE (25mD), MiXBBEAEILER (78mg,
2mmol) ¥, H#¥ 1.5 /hE, oBIHAK (2
W), 10%EEAMKER (406 Ak (8K
MEIERAY, S, MEREEE. AL
AR, BB 0.34g (xx%) 7-X-3, 4,
S5, 6-MUE -4-F LYy 3[4, 3, 2-ef 3R A
g Mk mp.248T,

B, #H7-%-3, 4, 5 3—29&—4—?&5
ByI(4, 3, 2-efl[31KHE Ak -2-REEME
(o amHktid) (3.0g) WMHBE 285C5 4
o, &K, AR TIMSKA2E. AKRET
BAYE, X, % 7-K-3, 4, 5, 6-M
H-a-F LRI, 3, 2-of[BFEHEAE .

LHH 12 T

7-%-3, 4, 5, 6-M¥-2, 4-_FHEWW}
~14, 3, 2-el3KHRAE

H7-%-3, 4, 5, 6-E-4-FEuyH
4, 3, 2-efI3EHE#G 2- PRI (%H2
B TA) (0.2g) WFLE, HMmHARE
M (50 MELE (160mg) &8, HEENE
A TESER 6 /M, WRAWILE, WKER
5, Wik, HAZBERR., RIERBAENLHE BREA
Wit bl &R REN, HHEN-Z&FR (1
D10 M, BB M, BXHEEETL
B, AomsicsEe®m, 8% 7-8-3, 4, 5, 6~
TOa - My 3[4, 3, 2—eﬂ[3]¥#i%§ﬁk
B, mp.252C,

FHEM 13

T-®-2-Z.%-3, 4, 5, 6—T4E -4 Eukn)

#[4’ 3; 2‘3“[3]*%“%
FRREH 2 0E AP, LL7-H-2-2%

£-3, 04, 5 6-DUE-4-FEWHIH(4, 3,
2-ef3EHEH SRR 7-X-3, 4, 5 6-
PO —4— 1 kW E(4, 3, 2—eﬂ[3]*#ﬂ%¥§*2—
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PREME, A3 7-%-2-2%-3, 4, 5, -1
B4 FEEDHA, 3, 2-eBEFRARS BB
#, mp.195C, T

KR 14

7-M-3, 4, 5, 6-PIE-4-FFE-2- (2-F
;ﬁx)!%#u,mzmqﬂx#ﬁif

ERBHEMT, F-15CH, HRLRAE
zﬁﬁ§a$5§ﬁmmm5&ﬁ¢,ﬁﬁasﬁ
TEENHCREHENP LRREN B, HERAD
F-10CE-1SCHH 20 2%k, WWBE 7-K
-3, 4, 5, 6—-PHE-4-FEMYIH[4, 3, 2-ef][3]
*#ﬁﬁ%ﬂ—#’ﬂé (HH 3 b e HUK
BEm R, BB 7-%-3, 4, 5, 6-MUR-4-H
£-2- (-FE-1-FHE) wYIH(4, 3,
2-ef 3 EH AL,

RAXKEN 205, LL7-%-3, 4, 5,
6-ME—4-BE-2- Q-PE-1-"EE) wWH
(4, 3, 2-fI3KH RAE AR RB 7-K-3,
4, 5, 6-VUE-4-F MY H(4, 3, 2-cl[IEH
Kl FRERE, BHI-K-3, 4, 5, 6
mEda-mE-2- Q-FHEEL) wRH[4, 3,
2-ef3)-K 3 MY HhME:,

LG 15

7-%-3, 4, 5%6—E£~4—5F‘£'!%#[4.
3, 2-ef|3KHEAE2-FRAE

HHET, HRAEEZM =8 (268mg,
1.2mmol) W FZ8 (30mD, 2RI IEE P M
A 50% B E LG ki k (58mg,
1.2mmol), JEHH 155> 50, 3 7-%-3, 4, 5,
~PUR-4-F MYy H(4, 3, 2-cf|[3]EHE L
%—2—%&5&& (BREKEH 1 FisH&a
300mg, l.4mmol) W FZEB (30mD), RFHK
B MA LRRAM D, T 25C TR 16 /i,
AkERRE, AZBBR, R&FILHE T
W, mE, HLEELtELBERAY, B
230mg (40%) (E) -3- (7-%&-3, 4, 5, 6-M
H-4-BEEMIHE4, 3, 2-eﬂ[3]aﬁ#nz§§—z—
) -2-FHRMZBEERE, mp.234-236C,

RHLEM 20FEHRPR, LL (B) -3-
(7-%-3, 4, 5, 6~-FE-4-F EmEwyHi4, 3,
2-cf 31 2 M s ~2- &) 2- KM Z Rtk M2k
¥ 7-K-3, 4, 5, 6-P9E-4-F A4, 3,

30

-3 H R —2- FRAME, B -
-3, 4, 5, 6-PUB-a-FEMNIHS, 3, 2-ef]3]
EHR LS 2-FM O Rith Bk,

Q;wgJ 16

7-%-3, 4, s,ws—lmz,-%-ﬁﬁgl;%#——[%
3, 2-ef 3K A0 —2-Fl¥

FHRLEMN 2ERASE, A 7-%-3, 4,
5, 6~ MOE —4-F ARy IE4, 3, 2-cffI]HIFM A
T2-AMZEE (kXK 1505 %HE) R#
T-%-3, 4, 5,;—2&15—4—?52%#[4, 3,
2—eﬂ[3]x#ﬂ§a§—2—;§mmﬁ, B3 7-%-3,
4, 5%*6—@&—4—"13&5%#[4, 3, 2-ef3%H
ﬁ;’kg‘ -2-FIRY,

KEH 17

T-%-2- 3-MAE) -3 4, 5, 6-HK
—a-PEENIH, 3, 2-of3EARRTH 1K
—3,4,5,6—@&—@5@2— (- E) W[4,
3, 2-ef3IEHR S

SRR SR LW TR 4, RS
Wb E 7-R-3, 4, 5, 6-HE-4-FEuWH
(4, 3, 2—cﬂ[3]¥#ﬁ%§%—2—ﬁﬁﬁﬂf& €%
WH 16 Hkwli%), 88 7-K-2- G-HAL
-3, 4, %Ls—lmgﬂ—ﬁiils%#m, 3, 2-efl[3]
I E A R

#7-%-2- G-ERE -3, 4, 5, 6-MUK
—4- ANy R[4, 3, 2-efl[3]H MR ik
UEchE, A 5P Rk e o Y D Rk i i i PR
B8 7-,-3, 4, 5, 6—@3—4—%%2— (2-A
HE) W4, 3, 2“cf][3]¥#-ﬁ%¥i°

LR 18 ‘-

7-%-3, 4, 5 6-U&-a, a 4-=FEME
Y34, 3, 2-cf3KIHRAG 2~ TH

RAKKH S AR, A 7-H-3, 4
5, 6-PHE -4-H EEWy (4, 3, 2-ef3JKH RS
-2-FRE (RREH 16 H A HE) R 7T-&
3, 4, 5, 6-PUS-4-FEMEYIH4, 3, 2-¢f][3]
X#ﬂ(%g_—}%ﬁ, #Hy 7-%-3, 4, 5 64
g—?, a, 4-=HEmEYIH4, 3, 2—eﬂ[3]*#ﬁ
#s-2-TH,
T ki 19

7-%-3, 4, 5, 6-PUM-4-HE-2-[ (2-F

WAL TEBEWIHS, 3, 2-efBl- KR S

-——15——T
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# 7-%-3, 4, 5, g—mg—‘:—mggw#
[4, 3, 2-efl[3EHKA5-2-FH XXEH 2
By 5 tkbl#&) (0.2g, 0.75mmol) T _HEXHRE
B QomlD, RERIXEEPHA S0%MELMHY
#&E (37mg, 0.78mmol), HEPE 15208k, HAME
EM (126mg, 0.75mmol) ZbF, ## 18 /hit,
SEEROMLE, P& —#H, BXHHERT
&, REfeEicr, #3015 (58%) T-|
-3, 4, 5, 6-HE-4-FE-2-[ O-HRKL)
PN 4, 3, 2-c[3)HHRA | M,
mp.140—142C , v

L 20

7-R-3, 4, 5, 6-MIR-4-FE-2-[ (AL
£) TERMEWIES, 3, 2-cO3PEHEL S

REAXKES 20 RS, LL7-%K-3, 4,
5, 6-ME-4-FH-2-[ Q-AMEL TEMY
(4, 3, 2-cf3PEIFRMA: Mtk FRTRH 19
W ik a) RE7-XK-3, 4, 5, 6-ME-4-H
By IE[4, 3, 2-ef|3|EHEMAe3 2-FREH
t, B9 7-%-3, 4, 5, 6-HE-4-FHE-2-[
(REE) FEMMRHE, 3, 2-eBEFRAS
HEh. "

KHEH 21

7-%-3, 4, 5, 6-HA-4-FR-2-[ (3-H
E—z;'rmig) FEEMy 4, 3, 2-ef3JEH
K=

FHGREH 19 HFR, L3 HE 2 THE
BRBEAER, B3 7-%-3, 4, 5 6K
-4-HE-2-[ G-FE-2-THREL FEMEWH
[4, 3, 2-cfBPEHMAS E M.

LR 22 =

7-%-3, 4, 5, 6-NE-4-WHE-2-[ (2-355
MAEBER) TEMNI, 3, 2-ef3PEHER S

167»—!&4—2‘3#;%—3, 4, 5, 6—-PammEyy
[4, 3, 2-eN3EFHR A1 -2-MMT M (L
B 11 5 ekl ig%‘*@;"}&'iﬁ, EXEET, ®#
R, CIEMA 2M T8 A0 40P 200k A i Aol
MR, 8 7-K-4-ZHEWE-3, 4, 5, 6-
DU 34, 3, 2-efIPKHE A T -2-FEL

#7-M--LHBE-3, 4, 5, 6-PHE Y
(4, 3, 2-ef) 3B S-2-PRERNM (LB
AWTFRFE, FOCTFRMEMNGE, HAS%

32

BLHE, OC FHFikiR At 20 250, WM,
R RR: B AL T, MBS, 74 2-
WP E-7-K-4-ZHBE-3, 4, 5, 6-PUEMY
3}#[4, 3, 2-ef 3 EHEK Eo

RAKWKG 19 0EMSR, LUERERER
B 7-%-3, 4, 5% 6—-PUE -4 EmknyIE(4, 3,
1-eBEH M A —2- B, L 2-WFE-7-&
-4-ZEBE-3 4, 5 6-HuEMmNIF[4, 3,
-efBIEHMAT REMALER, AR 7-K-4-
B3 4,'5 6-HE-2-] (2—5%5&
Ry FEREW 4, 3, 2—eﬂ[3}*#£%‘\n§§a

RIRLRB 11 EASR, UL T-F-4-Z8
BE-3, 4, 5 6-HE-2-( (2—_@#%&'&) K
ey 34, 3, 2—ef][3]3':‘#!(§¥%{311’€ 7-M -4
ZEBE-3, 4, 5, 6-AEMM 3[4, 3, 2-ef][3]
FHEAT, BH T-M-3, 4, 5, 6-MUM-4-H
£-2-[ -FMER) FEEDH-[4, 3,
z—emaﬁe;m;ﬁéo

FHF 23

2-1-7-%-3, 4, 5, 6- U -4-F Ly
[4, 3, 2-ef3EHMATE

#7-%-3, 4, 5, 6 PUE-4- ALY H
[4, 3, 2-cfI3TEHRA s REHH 11 #H ik
&) BTCK, KRR EMRL Bk, 7~
£ 2-1@-7-%-3, i,kS, 6— P& —4-F kN4,
3, 2—en{3]§#ﬁ%§ﬁm§ko

LK H 24

7-%®-3, 4, 5, 6-UX-4-HE-2- ZHF
£) W4, 3, 2-olBIRIRE S

B 7-H-4-ZEBE-3, 4, 5, 6-EEY
4, 3, 2-cf3PEHIA S KRB 11 g%
) BELE, RERSROZBEHLE g
ik, B3 2—&—7—#—4—&&&%—3, 4, 5,
6- PR 2[4, 3, 2-clIBJEHR BT

#Bo2-B-7-M-4-ZEBE-3, 4, 5 64
W4, 2, 3-cBEAREE. SRPER
RIEEET P ETRE, ¥, BERAHT
AEREHES D, £ 150C, botk, 48-72 /b
B, A HERAY, AAMZMZERE, ASiH
RRBERY = SLILREITEEN (Celite) xtil, FIAMIL
KR I, MRRATR, R, RRBDBE
BT, B8 7-K-4-ZEME-3, 4, 5, 6-M
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g;z‘ (Ei*;) g%#“’) 3, z—eﬂp]*#ﬁ

RRALKER 1 HERAPE, A 7-8-4-2%
BE-3, 4, 5, 6-HUE-2- (CZHEFE) BB H
[4, 3, 2—eﬂ[3}—i#na§ﬂ:# -8 -4-CHB
£-3, 4, 5, 6-PIEWNH[4, 3, 2-ef[BFHK
#y, B T-K-3, 4,05, 6-IUE-4-FE-2-
CEHHL) WHHY, 3, 2-el 3P H R «

KM 25

7-%-3, 4, 5, 6-HE-4-FE-2-HEEY
H#[4, 3, 2—er[3]sv&#!£;k§

RRAKEM 23HERSR, AWBAERE,
B3 7-K-3, 4, 5, 6-PIM-4-FE-RiEwY
4, 3, 2—eﬂ3]*#iﬁ%¥}%€c

KHEM 26

7-%&-3, 4, 5, 6-PIZ MY} (4, 3, 2-ef)3]
S -2- R K,

W 7-%-3, 4, 5 6-ME-4-HREXEWIH
[4, 3, 2-ef3EHEInT 2-NMZB GREH 1
MhkH&) (4.5g 145mmol), =XZ XEW
MAE (12.7g, 58mmol) MEM® (1.0g) THXE
(100ml) AR A okE K 72 /hat, ¥ &), T
E. RERGEN, BE, i, 8% 21g7-K
-3, 4, 5, 6-PUE-2- (ZHZEHE) B H
(4, 3, 2—eﬂ3]*#ﬁﬁ%-2—ﬁﬁaa‘éo

% 71-%,-3, 4, 5, - -2- CRTEH
£) WRIH14, 3, 2-e3EH AL -2- BT
M (21g) RE® (450 WTLMBHELY,
BE#E 72 /b0, EM, FkSeEREE, A S0%AE
SILWkEERIL, FRZBIRE. AYHAKEE
T, WEHRSE, 83 084g7-8-3, 4, 5, 6~
PO (4, 3, 2-ef[3PE R -2 MMT.
M. T

KR 27

7-X-4-2.%-3, 4, 5, 6-PUEEYDH-[4,
3, 2-efIBEHE A 2-FE

BEH 7-%-3, 4, 5 6-PIEmEYH(4, 3,
2—eﬂ[3]¥#ﬂa§"—2—!§mm§ (B 26 9 FH %
&) M= EANERRER, ALk
H, #34-28%-7-8-3, 4, 5 6-UgEmy
4, 3, 2-ef[3JEH M Aets 2-REM A,

Ba-ZBE-7-%-3,'4, 5, ¢-HEEY I

34

(4, 3, 2-cfl[31 2 MAE 2~ M7 MRty P A0k
7 R T B (S Z R BB
i, R 7-R-4-Z%-3, 4, 5, 6-PIEEHH
4, 3, 2—eﬂ[3]*#ﬁﬁ;§f -2-PRY,

LHeH 28

7-¥-4-27%-3, 4, 5, 6—-PIZE Y IE[4,
3, 2—eﬂ[3]¥#it;3(g‘ -2-B

RAKEH 3 HEASR, L 7-RN-4-2%

=3, 4, 5, 6-MUBEEYNH4, 3, 2-ef[3PRIFHRA

';:—2—%@% (KR H 27 M k) R 7-K
-3, 4’*5’ 6-PIE - Y H(4, 3, 2-ef]3]F
#ﬁ%\?—z—ﬁiﬁ, B T-R-4-TE-3, 4
5, 6-PREMEW (4, 3, 2-ef3IRIFMEKS —2-
L, il

KR H 29

7-&-3, 4, 5, 6-FI&-2-F Lyt (4,
3, 2-efl[3JH M7 f1 7-M-3, 4, 5, 6-VIX
“2-HE_4- Q-FHE) WWH[4, 3, 2-ef]3)
e 3 E:

FHXEH 26 0BRSS E, LL7-%-3, 4,
5 6-MUE 2, - FEEWIH[4, 3, 2-ef3]K
A (LB 12 MY EBE) KB -5
-3, 4, 5, 6-VOE-4-FEEYIH{4, 3, 2-€f|3)
R -2-RMTE, A5 1-K-3, 4, 5,
6-PUE~2-F LMY (4, 3, 2-ef)[3)H H M

#7-8-3, 4, 5, 6-PIE-2-HLmy K}
(4, 3, 2-ef3PK R A MEARMERE, R
oA Akt , /3 7-%-3, 4, 5, -
L-2-WE-4- (-FHE) wYH(4, 3,
2-ef 3 HE IS .

K 30

3, 4, 5, - WX -4-FEEYIH (4, 3,
2-ef 3K H E A £ —2- MK

#7-M-3, 4, 5, B -4-FEEYIH
[4, 3, 2-ef|[3)HEHRFRZ 2-RRZHERBRE
FLEH | M E%EE) ELATEARZRLY
"at, EENTERE, 833, 4, 5 6-NK
~4-FEWHIH4, 3, - 3FRHARA T -2- KM
AR RREL

KW 31

3, 4, 5, 6-DU&—4-FFE-7-FHAEEY 4,
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3, 2-cf[3 IR A —2- BT

3, 4, 5, 6 PIA-4-PEEWIE4, 3,
z-emsli#m;g - BMT RS RS
IO A EME) WTHR, OCT, HHIHEHK,
A 70% W, @833, 4, 5, 6-NE-4-H%
LRI, 3, 2-cBEH R AT 2
Z.5. T

XS 32

T-H/E-3, 4, 5, 6-UE-4-FHEmmH[4,
3, 2-ef 3K R InE —2-HMZ A

B3, 4 S, 6-VIX—4— A T-BEREW I
(4, 3, 2-efBIEHRAE - MMZB (%K
31 %) RET-XK-3, 4, 5 6-HEK
~4-F LR, 3, 2-eﬂ[3]*#ﬁiﬁ;’% —2-HE
thaeth, RRAKKM 12 0ERS®, HE-KL
-3, 4, 5, 6-PHX—4-FEMVI[4, 3, 2-ef]3]
KR T 2T,

i 33

T-—HREEE-3, 4, 5; 6- VU4 —4- W Bk
Mr3Ei4, 3, 2-efI3)E M A S-2- N EK

#3, 4, 5, 6-TUE-4-WE-7-WEEYH
4, 3, 2-ef3-KHRAS 2-WRZE KN
B 31 B0 MR, 37% B EEA MR T
EAZM bR AY, TESNTER 83 7-
TREEE-3, 4, 5 6-PIE-4-H HmEY (4,
3, 2—cﬂ{3]i#ﬁ§4§ 2 BT

1 B 34

7-%.-3, 4, 5, 6-VIE-a-HEMWWH-(4,
3, 2-ef3PKHR A . 2-BMTEE, -3,
4, S, 6-VIR—4-F MY IH-(4, 3, 2-ef]3K
HRAS -2- B, fI-M-3, 4, 5, 6-WK
—4—EF£:$%#—[4, 3, 2—cf13]¥#ﬁ%¥;§—2—§

REKEH 1 BERSM, B -8R
% 4- XKW, B3 7-K-3, 4, 5, 6-PUE-4-
AR 4, 3, 2-cﬂ[3]¥#!(%¥5:%—2—ﬂmz.
.

RATEA 2 WERSR, B 7-X-3, 4,
5, 6-VUE—4—F EmEvy (4, 3, 2-ef[37KHR
T oo-gmzERE 7-%5-3, 4, 5, 6-ME—4-

Hokwy (4, 3, 2—eﬂ[3]*#l§2§_—2—ﬁﬁl.

KE, 3% 7-%K-3, 4, 5, 6-PUE-4-Fmnit
4, 3, 2~cﬂ3]¥#i’(§#,’%—2—ﬁ’§¥°

36

RAKES IeEASR, A T-8-3, 4,
5, 6-PUE~4-F MW 3[4, 3, 2-cf[3JHHRA
To-PRRET-X-3, 4, 5, 6-UE-4-HE
W3, 3, 2-cf IR AT 2, A
T-K-3, 4, 5, 6-TNE-4-FHEEH (4, 3,
2—eq3]*#ﬂ§wg{—z—§£o

LR 35

3, 4, 5, 6-TUE-4-FEuwWIH(4, 3,
2~ef13]—$}?%9&t§—2—$§

KRAKEH 2 ERSR, LL3, 4, 5, 6~
a4, 3, 2—cﬂ[3]¥#a(%s¥£—2—ﬁ
A (kB30 Hiksla) % 7-8-3, 4,
5, 6-V9E -4-FEMEYyIH(4, 3, 2-ef3EH NP
T-RMTEE, BIE3, 4, 5, -MIK-4-FE
E%#M, 3, 2—cﬂ[31¥#n;§\%—2—ﬁﬁﬁﬁﬁ
£, *

KRB 36

7-®-3, 4, 5, 6~ -4- P LM% IH([4,
3, 2—eﬂ[3}*#£§@%’—2—ﬁﬁzsﬁ

RRLKH 1 WEASR, Ll 4-mAERS
AR - JICERERY, 83 7-1-3, 4, 5, 6N
K-a-FEWYIH, 3, 2-eBFEHRAG 2%
B 7., "

% Bl 37

7, 9--%&-3, 4, 5, 6-9M-4-FEmEmH
(4, 3, 2-eff3JEHR A0S -2~ BT

FHRKH 1 858 RSRE, U2, 4-REK
MAE 4-RXkR, B3 7, 9-—"%-3, 4, 5,
6-P9 X —4-F REmEYS HE(4, 3, 2-ef[3)KH M
- -MMZ R,
T kbt 38

- -3, 4, 5 64 & —4— § Hhmkwy 3[4,
3, 2-ef|3KHEM S -2-MBLER, T-ME-3,
4, 5, 6-VUE -4~ P EBEN I, 3, 2-ef3KH
W a-2-PE, F17-ME-3, 4, 5 6-WK
—4-F M 4, 3, 2-ef I3 PRI 2 2B

#7-R-3, 4, 5, 6 VUE-4-HEENH
14, 3, 2—eﬂ[3]*#ﬂ;’ﬂ?—2—&ﬁlﬁﬁ (5 36
M%) 5F W ETRER MM,
B3 7-ME-3, 4, 5,{;—!&2—4—5?;'!%#
(4, 3, 2-ef3HHE A7 -2-RMT 8.

RAKKG 2 EARSE, | T-KE-3,
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4, 5, 6-VIE-4-FEMWH(4, 3, 2-ef3FH
B 2-BRMLBERE 7T-R-4-L¥BE-3,
4, S, - MMy H(4, 3, 2-ef][3]FHKH M2
; 2-SRMZEN, BIE 7-,KE-3, 4, 5, 6K
4~ EWB 4, 3, z—enfs]x#xa§—2—5ﬁ
.18

FAXKESG IHERSRE, A 7-KE-3,
4, 5, 6-VUE-4-F oWy (4, 3, 2-eN3)KH
m%sg-z—ﬁiﬁﬁ 7-%-3, 4, s,j—mﬂ-4—
BV (4, 3, 2-efI3)EH MM -2-FH,
HE T-ME-3, 4 5, 6~V -4k EnEw I
i, 3, 2—ef13]¥#l§‘\*g—2—§§0

LHH 39

9-# -3, 4, 5, 64— Ky IH4,
3, 2—en—[3}*#£5¥$—2—§maﬁs, 9-4-3,
4, 5, 6—@2—4—?%&%#[4, 3, 2-ef]3)EH
Mol -2- PR 9-K-3, 4, 5, 6-MUE-TE
WS, 3, 2-ef[3PEHR G2 B

RAKER 34 t0ERSE, Ll 2-SEKR L
B-4-NEKR, 83 9-&-3, 4, 5 6K
—4- N4, 3, 2-ef3KHRA, ~2- MM
ZEH, 9--3, 4, 5, 6—PUM—4— PRy F4,
3, z—cntsli#zagg—zwsm o-X-3, 4, 5,

6"2!];‘4_53;! #[49 3, 2‘5013]$#K%¥
%-2—&
NV KEER 40

7-%-3, 4, 5, 6-THE-N, N, 4 =H X

w4, 3, z—eﬂls]i#lt%‘f—z—ﬁtwﬁe

AR XKML 7-%-3,4,5,6-X-H
EWW I, 3, 2-cfBEEHRA S (KW 11
BT Rk BA), RIS/ D M R A A 2Kk
i, MOBIMAZBE, 88 7-X-3, 4, 5 6~
PU&-N, N, 4-=FEmWH4, 3, 2-ef[3)EH
B -2~ BRI

KA 41

(7-%-3, 4, 5, 6-IE-4-PHEYH—
4, 3, 2-of3KERAL 2-%) BB ZA

R AT E#E-Z BN 2R -
~7-%-3, 4, 5, 6-PUE-4-HF Mk IH(4, 3,
2-ef|[3)HH M AT LM 23 005 3% %),
A% (7-%-3, 4 5 6- P —4—F Hny 3[4,
3, 2—eﬂ[3]*#ﬁ§¥‘$—2—¥) RBE — 7NN,

38

KRB 42

7-&-3, 4, 5, 6~HE-4-FE-2- (Fi
£) MWK, 3, 2, —ef3PEHRAT

ZE-78C K 7-H-3, 4, 5, 6~-TUE-4-H
w4, 3, Z—eﬂ[3]*#ﬂ%¥§_ (0.7g,
3mmol)By PO LM (40ml) i, RERT E®
PUS ki ik (2.5N, 1.8ml, 4.Smmol) 4bH
Z, 338 7-&-3, 4, 5, 6—%&-2—E-4—EF§
Y34, 3, 2-ef[3EIFEAG .

FAE&AET L% (0.75g, 8mmol) EIUX
Hem (10ml) B 7-&-3, 4, 5 6-HK
—2-8-4-F MmN 4, 3, 2-ef3EH MM &
W, EiXEAWENBE 5T, M0 28, Eyk
AbER, AZBRE. HiLAAKRRETR, MER
0B, REAWE T, ASALEL®E, 83035
(37%) 7-%-3, 4, 5, 6-UE~4-HE-2- (F
W) W4, 3, 2—eﬂ[3]¥#ﬁ§2_\?itmt,
mp.220C (d),

KHEH 43

7-#8-3, 4, 5, - 4-HE-2- (X&)
BEVyIE[4, 3, 2-efl31FEHM B

RAKEH 2HERSE, RRLE=ZTES
REPEL K, BE=TE-2- (7-%-3, 4,
5, 6P —4-F RNy 34, 3, 2-ef3]EHEH
PR N TS
T OmETHE-2- (7-%-3, 4, 5, 6P -4-
AW H-(4, 3, 2-ef[BIEEEHRS-2-8) ]
# & (0.27g, 0. S5Smmol) I &K (0. 1g,
0.5Smmol) FFHAKMN (25ml) H, BREFHARX
(=W Fitmw () (9mg) LHikER, H
ik BEIK 48 /pBT. AALHIZEBEAY, AR
B, HRMETRAIE, RERE. Rl
HMHEBREE, HLE-C& Q: D) %K, B
—Fhil. HXFHIEM T8, AEtXL®, #
B 7-&-3, 4, 5, 6-HE-4-FE-2- (EXE) -
MR, 3, 2-ef[ 3K AT hAREL,

5 ) 44 ‘

7-%-3, 4, 5, 6-MA¥-a, 4-_HFEEY I}
(4, 3, 2-cfY3K IR AV -2- PR

wHET, F oC, HWMEMLH (0.2
Smmol) ¥ 2-ZEE-7-%-3, 4, 5, 1@—[&5
-4~ (4, 3, 2-TIBPEARA D (kK

_._1.__
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W 10 HEHMA) (0.2g 0.7mmol) A ¥
(GomD), Wiith, WiXBAWBERE 2 /M, AKX
A, A SRR, AlscmBtTRELNE, BER
4, B3 7-%-3, 4, 5 6-PI%-«, 4-"HEN
W H[4, 3, 2—eﬂ[3]¥#i%{\%—z—$ﬁ,
mp.167-168C. T

LHEH 45

7-®-3, 4, 5, 6-NUZ-a, o, =i
W4, 3, 2-olPEHRH E-2- P

AFRESFTENET, W TFHEEN PR RLT
X% (3M, 15ml, 45mmol) ME 7-%-3, 4,
5, 6-FHX-4-P B4, 3, 2-of3IEHE R
'g—z—mmma (%H 1 FE&m|> (3.0,
{ommoD BoMIEREW (60mD WHih, HikinA
Wi 1 /hhE, RIBMMSSILEANHELE, AT
BEIREL, HHLHEMBKAEE TR, RIERS, 53—
M, SHKEFR, APH-—KF& (1010
¥, B3 1g7-8K-3, 4, 5, 6—Iﬂi—c% a 4-
SHEMRI4, 3, 2-of|3KH Mg -2 F
8%, mp.250TC,

KB 46

7-H-2-{[4- (HMEH) PEAEIHE]-3, 4,
5, 6-VHE-4-FHEEYIH[4, 3, 2-ef-[3JEHK
4

RHAKER 9HERSER, H4o-KFTEAR
BEFELR, A3 7-8-2-(4- (WXL HEE
1R -3, 4, 5, 6-AE-4-HEmY (4, 3,
2-cl3 I AN SRR,

KRB 47 |

7-& -3, 4, 5, 6-VUE -4-H ELmEY (4,
3, 2-efI3]FHM MG 2-FREK

RAEXKKH 76EAFR, AEKAH PR,
HiE 7-%-3, 4, 5, 6-IN-4-HFEMYH{4,
3, 2—em3]x#n;k§—z—$&&.
mp.203-264TC,

KRHH 48

7-®-3, 4, 5, 6-ME-4-HE-2- (1-H
EZE) WH3H, 3, 2-ofIPKAERR 5

0C, ##T, =LK mD FH s X
(1.1g, 10mmol) Mm% 7-&-3, 4, 5, 6-MUK
R 4- =R 3[4, 3, 2-ef)3)HHH A
IR (BLWH 45 A BIA) (0.7,

40

2.3mmol) # X BE (50m)) Hk . BiXBES
Wit H 3 /bRt, AWK, F 10%EEILADR
ki, MKRBETRANM, kERS, #8—
Fhith, ¥iXFuERT L8, AZBALELA,
wE 7-%K-3, 4, S, 6—29&—#?%-2—/‘51-5’
EZMEL) WWHS, 3, 2-efBIKHMRT M
£, mp.203-205C (d).
FAEEH 3eERPM, A 7-M-3, 4,
5, 6-PUE-4-FE-2- \-BEZEE) w%H
[4, 3, 2~ef3)-%HRZE LMIHAE 7-2-2-
ZmE-3, 4, 5, 6-PUX -4- B EmY M4, 3,
2-eBRH R A ML, B3 7-&-3, 4, 5,
6-TUE-4-PE-2- (1-FEZE) wYH-(4,
3, 2—eﬂ[3]¥#ﬂ%¥§, mp.225C,
LG 49
7-%-3, 4, 5, 6-MUE-4-HE-2- (F¥)
MW, 3, 2-oBEHR AT
C RAKES 3EMSR, HAZE=%
LR TE=%XE , #37-8-3, 4,
5, —m£—4—$$~2~ (RE) W[4, 3,
2-ef 3 H R kg RME, mp.144-145C,
LHEH 50
2, 7-"8-3, 4, 5, 6-PUS -4-FLmEY%yH
4, 3, 2-elIERAE
RAKEM 1 Hk B HRii. v. vitbERS
W, B N-®-BHETECE Mk, Hen
% 2, 7-"&-3, 4, 5,;:6—293—4#&1%#
4, 3, 2—€ﬂ[3]*#ﬂ§¥%9_ﬁ§§ﬁ, mp.225C,
FHH 51
WEATRIDFrmmmtetl, #HEXE2SRE.
BEe, FRAEERE, SchiEsRALs5805
FHHEDARMAY,
# I
22 Vg v ®
7—%—3,4,5,6—1135—_‘1;%;';%#
(4.3,2-e3 K 3 WA —2-

WM ZAS ‘ 50mg
HE fEmR ek S5mg
LR 75mg
KRB 52

BENFTHER, KRS KR
(D) e85 10%BRIER—RRS, #h. #
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ERGEEGLE. TR, FEXE. #EBREE
RiRA, WEEBRNN.
# I
| 4 ¥ #
7-8-3,4,5,6- V9% -4- H %y
(4,3, 23K H K 22—

M RR 100mg
o T, o] 150mg
3. 20mg
bt 10mg
wak Smg
W s 3mg
KRB 53

% 75mg 7-%-3, 4, 5, 6-E~4-HHE-2-(
Q-FREE) FEMRDIHA, 3, 1-cREHEK
G BT 25mi A M ek b, A 2k B AR A0
.

R (1) feASnEES RSl TikA,
BT, 30 T8 A A M Sl e, RS
RMRARSHRIESEROR (1) £A%R
ERR (1) LAMGERRNE, KR
(1) HABABERG LAY, XR{LAHFR
A EEREOEMEAHY, HATFERNG S
%,

BAEB R R B RTINS K TS, 4
TARBHABFAXHAFOEE, ERIAR
% LL BRI SR 45T 0 P 2 BT B
7,
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