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B o ko o B A H7 45 (Orlistat) & HF4E A -

wABERZ BRI Y X [ oW GEKRE FEH
R -

A BE Y X T oW GEEFRER  Hloo FXR
%% T Bk (tolbutamide) » B X 3% o (glibenclamide) - B & ¥
(glipizide) % B 5 ¥ (gliclazide) 4 6f 1& B -

H—BEsF o XTI GEEN o —F &
N

BB —REHT o K L AW R HE Bl o B
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>~ HBERHA (14)

& B £ (repaglinide) &~ 6f & A -
B F o X[ bRk — & o
o B 18 AR (troglitazone) » # B 32 &F (ciglitazone) @ & & B 38
fR > &ZB I BEHEITHRELEN WO 97/41097
FH TS 0 HH A 5-[[4-[3,4-= 8-3-F K-4-89 & -2-
pek ok R-F RAIRE]FR]-24- R AR _RASHER -
By XL HWBEa-BUBgHE - 6l
4o > o BB B% (miglitol) & FT F /% (acarbose) &4 4& B ©
Nn—EEE Y X 1 oG A—FRELEEZ
ATP-xBorE ey Tt St Hlio > FRETHR BXR
oo B ¥ B 5 F(gliazide) X OB R ABER -
w—EpEsF o X1 4b"%4’€*ﬁyﬁ"-‘4@z,txi4b/\
MAEBER Bl HmEBKRR=-F %M > REBREMF
B REBR_TFTHEMN REFRREBK  REFA=F
Y BB FRABEE REFRERNBTELSH -
wH—BEpEE Y X bW aTIHHFEHLE:
CART % % & > NPY % & & - MC3 & MC4 & & - R
¥ (orexin) 3k & & - H3 # & & » TNF %% % > CRF %%
# - CRF BP #4u# » Bk T &7 (urocortin) d &y &l > P3-# %
# oo MCH(Z& kiR B Z)RMNAE » CCK %A - oF
FHRUKIHE REXLFFREIFRE LR ERASLS
4 SHT &l 2 R FRHH > R FHRRE - £ kM
BE L2k TAREXERLSY  TRH AZ&HB > @452 %
8% 2% 3AHH > HMET(leptin) & > DA HHH (LR
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T 2 23 b 5 M e 3 o P o 5 S

A7
B7

o~ A (15)

= » % 3 ¥ (doprexin)) - A5 B¥ B/ ¥y 8 ¥p 4| # - PPAR 3
g & - RXR 38 & #| & TR-p & & -

BB Y EeENIS AR -

W— B P H 4L S B W E T B (dexamphet-
amine) sk, K A B °

- BB P HMFE ML AS Y B kK
(fenfluramine) s 3 =k =% A% (dexfenfluramine) o

WA BB Y HFTHSW A FEEE
(sibutramine)

B Y R E RSB RA A -

W BHEE Y R BRI R RS REKT
Bz e |

AR Y X [ eohbhiigis AR EHRE
4 > f5) 4o » Caromax®4& ff 4 % - 4 Caromax®z 4 & T 7
—HE P ERBK LS WA Caromax® L B - KX
# > Caromax® F T A B2 A X > fldo » &A% R
muesli %% % - @A FHLEHBR X [ Lo
Caromax®z 84 > R T Aim s Z4E B - 45 5] & B » % 1K
IDL fEE 8 - AR R BIMTAHE -

BEET REAFTAZI LS HA—MERSME LM
o ERY R BAXSERCEBETRYE X SEE
THELGBENRBEAZIREF -

AEAXRBX | I IREBREDURAN T 241

BEEY ARA I XFEHRIBEB RIS W ARG
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A7
B7

>~ A (16)

BEHY  ZREMGBELER TEELETE -
BEEABATIREHMZFERERSGSZEMH L&e X
L&

R1

OH

RGE:E::]//l\\///
R5 0 Z:;:i R3

i R4

Bk ZBERRAGEREASIEZE TARETARE®
DRLAFNZEABRFAIABAITEZILESY  FaHE
ABBE BEREBEIERE TRIRAEFAGEE &
W B FIHE BB hE4 o HaE - FREAS
BoOREKR FIABEK AEER FABERHR AR
B IR HERER ERABEEK  3-EA-12-A=
B2 » # »F B B (glucaric acid) & ¥ 3L # ¥ B # (galactaric
acid) -

—EAESAREREMZIERE  —- Z-RwEHEH%
BRERSEEEOMNLEREESRM R - AXF > &4
TUEHEa-RL-HK - TRRABFEAILE 2 FBERYE
B

W REERBA > ZRAREA#EZ Ol A AR T
£

ﬁ%ﬁﬁz?&%i%ﬁ?%ﬁ%%?i% e Y.
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A7
B7
2~ HARA (Cis)
allo-#2 A & iz 8¢ N- 9 Jk & Bz 8%
3-5% 3K B BE BR T B8 B BR
4- 52 JK B R R R a K
£ desmosine B B B

allo-£ & iz 8%
N-F 3K & 8%

PEEE AR AMEME M MR E(SE R Schroder,
Liubke - fJk#8 > £ —# > &4 1965 > F XXII-XXIII 7 ;
Houben-Weyl » H#4t2 ¥ % > £ XV/1 & 2 ft » Stuttgart
1974) - g A8 pGlu A E S8 K - Nal B 3-2-ZX)A K
B > azagly-NH,- A X NH,-NH-CONH, % {44 B D-Asp
HPIAEBEZ DAX  -RELLCERT  KEASK B
WK AR B AR A e R B '

B Z—FRIKtA4Ed 2 £ 9 18 £ 38k 2 8 rrdd
Z K e

BEBRZBEHAREREIEZAR(FR #lw - TW.
Greene » "N A A AP 2 HERLY):
Arg(Tos) - ArgMts) - Arg(Mtr) - Aerg(PMV)

-

Asp(OBzl) > Asp(OBut) > Cys(4-MeBzl) » Cys(Acm) -
Cys(SBut) » Glu(Obzl) » Glu(Obut) » His(Tos) » His(Fmoc) -
His(Dnp) » His(Trt) » Lys(Cl-Z) - Lys(Boc) » Met(O) -
Ser(Bzl) » Ser(But) » Thr(Bzl) > Thr(But) » Trp(Mts) -
Trp(CHO) » Tyr(Br-Z) » Tyr(Bzl)# Tyr(But)

BERAZEEAGRELEATAAZEXDEAR > LTH#Hd4
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>~ BFRHRHA (19)

AL GIEERBR  2-C5-—FAAXK)R

EADDR=ZEFRA(THOAER > ETH# b 558
TARAFHABOCOAR £ TH# & 3M 2 &
B R 9-RAFALAFmoc) AR A TH BEA

A (2) A%
’ g_:_
BB
F =B

AEATHMAA I Z = **%VYTfiﬁﬁlq“?i%é‘J@{% °

R1

OH
R6
O N
RS (CH

R4

o (CH,)x-Y-R12 R
@ Y
|

w
(CHZ)
(CHZ)/z
CH w
(LAG)
Y “Tf—’:, S0 (C=0)(C=S) CH=CH: C = C » N((C-
Ce)-be i) » N(EHE) » N(Ci-Ce)-#st A -XK) > N(CO-(CHy):.
10-COOH)§B’(, NH ;
RI2TAEHHK w2 Y=(C=0)%(C=8) & OH ;
BN Y BELBZRBRRZIFAIBESTEARE
% RERARZ(C-Co)-BRAREERLEAR-SO)-> £ F
n=0-2:-0-»-(C=0)>-(C=8)-+-CH=CH-» -C =
C-» -N((C-Co)-)xr. & )- » -N(RE) » -N((C-Co)- 4 F-K K )- -

N(CO-(CH,),.1o-COOH)- % -NH- % — 4¢ ;
VX yRzEBHILHEO0ZE 10
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I~ #BARHA (20)

wAes i I F > -(CHy)-Y-R12 RT3 5 — @ =X
ARz —HFLtd-

HHEX etz Frdass o HFX 2 pmi—
AR BELAS HTANOREEA S —BEEE-
WwRBETAHAAGEAX > BETRE - ZBTRAZREZ
)R R EHE(LAG) » Flho » A4 R B BR R ERARSE o

THERGAREF @ MARER > MIEARRH A
BRETHFARAZED R BRG] -
B4l 1
4-(4-{4-[3-[3-(4- B A X)-3-m A &/ X ]-2-(4-F
Ay To-1-R]FABRFHA}RAL) R Tz 2,34,5,6-%
e R RKER®)

o.—

o (D

O N 0 OH OH
H
F o @\/n N\WOH

(@) 3-5(F=TE=-FEYFRAK)S-4-RKE)-REGKL]-
4- 3Kk o5 ok o -2-FA(L)

#F 27 % 3-[5-(4-REK)-S- A REAK]-4- KK oS ok oz -
2-87 0 13.6 R E=ZTEA-_FEIREAAILHAE 102 % ko
KRR 36 EH_F A FERTIEN 60CHIE 90 448 -
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E ~ ZEBEHRAE (21)

REZEZ%  BREMEBRNEERELEFTIEIAKERK
c A BB AELGE LR BIRENRETIRE - 153
3-P(RF=ZTA=_FAHRAL)S-G-RREL)-REEA]4-X
B oZ ok oz 2-8 (1) 0 o F B B 471.65(Cy6H3FNO,SI)

MS(ESI) : 340.28(MH"-HOSi(CH3),C(CH;)3) -

(D) 4-B-(F=TEA=FEAYRAL)S-4-RAREXE)1-4-F A
BERE)2-Q-AK-4- R A5k g 3- K R A AT
(2):

# 162 i 3-P-(E=ZTA-TFEARAKL)S-EAX
A)-REEE]-4- KK Gk w-2-F(1)EB?N 350 EA R TR
¢ o 4% 19.8 £ 4 Hinig & & 10.14 % 4-[4-F @A X & T 8%
)T EBIF MmN > EMBERASGE-10C - 852 £ =
FRAORAZRFTREBE B AHFTZERT  EHRLY
-10CH#EH 30 548 - REFBERASHE-30C > £ 44
o RACKRBERMA - FRERS N E-30C £-40C 854§
F20EF  REKRBERTFTUANBREZFTRIRRBEEREER
200 £ 2N #i#k - 300 A 20%% B 2 BB R4 E R A
afo RACENIERFR - WA BB BRE L BEENEERT
B ERBAENYB LA ERR/EEE LA 3/1 F st -

T2 4-S(B=ZTEA-FEAFRAL)-S-U-REHX)-1-4-F 4

FEEHE)2-Q-BAK-4- K KT okog 3- B R)REABRAIFHQ)

»F &L 707.93 (CyHeeFN305Si) ; MS(ESI) @ 590.51 (MH'-

C7H;sN,)

©4-B-B-(F=TA-_FEHRAL)3-G-AXL)m#£]2-
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A7
B7

EZ -~ ZFHFRHA (2)

(4-F f & ER)-4-8 Ay Tor-1-R]1FHQ) :

#F 132 g 4B-(F=TEA-FEHFRAK)S-4-A X
AR)-1-(4-F A A K HK)-2-(2-80 K -4- 2K AR o5 o o2 -3- 5 AR ) R A B

AIFEQ) sy 380 BAFRE=TART - # 18.6 £7+
NO-#(=ZF A& X)L 8B AR 1.86 £ IM 245w T 41t
Wk ZIERANLE RSN F R 2N R
REAFEZ 4% - 4 10 EFEEBEiwA - B RERESHHRE
TRELKEZBENYB LA T X/BE8 L8 50/1 F R4t -

%3 4-B-B(E=TEA_FAIRAL)I-G-AREXL)FAL]-
2-(4-F A A AR )4-FAK Y TR-1-X]-¥BC) »FEA
544.75 (C3,H37,FN,0;8i) ; MS(ESI) @ 545.56 (M+H") -
(d)4-[3-[3-(4- A X K )-3- A B A]-2-(4-FAA X RX)4-89 %

R S SESHAE '

# 35 A ABB(R=TA=-FAHRAL)3-(E-AX
A)HE]-2-(4-FAREXK)-4-H\AY TR-1-K]-F Q)5 %
65 EFmAkdh Y M 074 EHEHZR 8.03 24 1 M

S S

2 w9 T4 b RN B ok 2R R AL RSN TR
2hEE o REMB A — 482 Bz w TibRwA > EHR
CHORERBE T HRHE 3 N o BATZRERS TR
BTRELIHAEGHR BB R T8 XA LK KE/BE CE
2/1 F Ashit o 53] 4-[3-[3-4-AER)3- A HKA]-2-4-¢F
AR RE)4- A Tor-1-K]-FH@) > 2 FE2 43048
(C26H23FN,03) 5 MS(ESI) @ 431.24 (M+H") »

() 1-(4-85 & F 2 K B )-3-[3-(4- REK)-3-8 & & £]-4-(4- F
24.-

N
\
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A~ 2R (23)

FHE K K)o T o -2-8(5) ¢
A 122 3, 4-[3-[3-(4-A R A)-3- AR A]2-4-FALEXR
BR)-4-8 Y Tor-1-K]F B (4)Ean 90 £ T8+ > # 10
EFRABERRBEZIRRSE AN EHKEESHH 60C A
10 B REBETHIE 8/ IF-BRE  BRELSMAHE
TR BAFBACEBER > FEERNRBTRE LR
BB BeR »iExR 871/ FEE/8%% 10/1/0.1 F
AL o FE 1-(4-BATFARK)I-B-G-REL)3-2ER
#£]4-4-FARXAXKA)YTR2-805); »FE 4 43451
(C26H27FN,03) 5 MS(ESI) : 418.2 (MH'-NH;)
(D4,4- 8 A2 X Fox23456-2 AT 8RE6):
WERE K052 44-AAERXTHR 036 3 D-%&
BN 10 BHBK-FATEBE Y - 4 031 % HOBt
B 0.39 % EDC uAE#RAMNEBEE 12 18- BR
BRRAEMABEILEINZEEZVEIE - HAET A KBKRE
HOBREANBRFRBREEIRATATERYEILIARBIE -
RERA —%BAEBREELBHAG—F LB ERD—
KisFosp o MAEALGTBEA TR EBREAER ALK
B FEFARENREB TG - F3 44-A X8 XFB L2
2,3,4,5,6-A 5 K TEER(6) o FE A 421.40 (Cy0Hx3NOy) ;
MS(ESI) : 422.28 (MH") -
g) 4-(4-{4-[3-[3-(4- A A K )-3-m A B K]2-(4-F AKX KX HK)4
B A TR-1-A]FABRTHEA)EXAA)X TR Z

2,3,4,56-2 5 K Em(7):
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A7
B7

Ao~ AR (2¢)

#H 8T ERAMN )P AHEBZIALLHAR 0 EHMN DAl
BXALEMHERGTERN I EFABR_FATERTY &
31 £% HOBt & 39 £% EDC A B ROHN T BEH
12 /e - BRERLGMHHEEEVTABEZ R EHAEA

—RFRBRE BRERFBEER AR FRFRILENRK
BT %Mk - 1338 4-(4-{4-[3-[3-(4-m X K)-3- & A K ]-2-(4-
FAAXA)4-mA T TR-1- AT ABRTHEAIXAL)E

rd

B 2 23456-z Ak @mE7) > »FE A 879
(C46H4gFN301,) 5 MS(ESI) : 838.39 (MH")
) 2R
4-(4-{4-[3-C- A-3- XA B EK)-2-FA K -4- KX L9 T-1-K]+F
EmP@A)RAR)EF o2 234,56- 2 AT @R©9) "
'
o on
T I CpA
a) 1-(4-mAFREEA)IG-EBEAI-EAFA)4-EAYT
wg-2-8F(8) :
o
R oUW

At S thde L 1-(4-B A FERXK)-3-3-(4-A K K)-
3-58 KR HK]-4-(4-F AAXK)-Y Tog-2-8 F Frat > 124 A
3B-S(E=TEA-_FAFHKRAE)S- XA REBER]-4- X ATk
2-2-BA R A-(BXAEA)-FHAEE - 58 1-G-BATA

0 P T oo 35 H e 20 e ) el S TR
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A~ BFHARE (25)

RA)3-G-BAS3-FARA)4- R AT TR-2-808) 0 »F %
# 386.50 (CsHagN,0,) 5 MS(ESI) : 370.2 (MH*-NH;) o
b)  4-(4-{4-[3-G-BA-3-F A A A)2-B A4 KA TR
AIFABTHRARAR)ETHZ 23456584E
B Bz (9) -
Bk a2 ¥ ARBARE f2 44 AASXF oL R
Bl 1 PRI TR © FE] 4-(4-{4[3-C-R A3 XA E
) 2-B AR A TR R X AR FEA) RRE)ET &
Z 23456-7 & X @O o F E A 78.89
(C4sHasN3010) 5 MS(ESI) : 790.26 (MH") o
% ] 111
4o(4-{A-[3-[3-(4- R E A )-3- 58 £ B £ ]-2-(4- F R4 X 5 )-4-5
A TRl ARTBA) T R)- X T @2 2345654
AT EEAE(10) -

-1-

OH

O— .
O O OH OH
F \©\/ O \)\I)\/\ H
OH OH

&l 11 z4b/\%%&n£§@u¥‘§4ﬂ I $2@f {28 =
FAFEAL -8z 2345.6-L B ACEBBEMEHS - 4o
BEAF B 4-(4-{4-[3-[3-(4-RERA)3-BARA)2-G-FAA X
A)y4-mAAy Tor-1- K] FTABRFBA) T A)-XFEHX
23456-A e A 8AE(00) »F 845 83593 (Cy4HsoFN;
O ; MS(ESI) : 836.18 (MH")

- o oD 364 H mo 3o e 3 el SR T
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T # IV
1-[4-(4-{1-(4- R K 2 )-3-[3-(4- A KK )-3-F & /K ]-4-8 K& vy
TR2-AIRAEFE)FR]4- 8 #-1-BR_K[222]F K
A4 (13) -

a) A[4-(4-2TFEAFAE)EEI-G-REE)3[B-4-AX
T &

# 3.0 ¢ 1-(4-A K A)-3-[3-(4- B KK )-3- A& & A ]-4-(4-
Fe A R A)-Y Tor-2-8(11) - 7.0 5, 1,4-BREFEAXE 5.0 %
Bk sps Ay 100 ZHA —_FRATEETENTRRE 90 o
c REF L% BAAMBERNEBCETERAKER
MR o ARG LR BIREENRBRTIRE - #&
REEOPNACR yBX(ERK/BELE)TF U - &
g 32 £ &6 & & 02 » F E B 59249
(C3,H,gBrF,NO3) 5 MS(ESI) : 592.2 (MH")
b)  1-[4-(4-{1-(4- R R EK)3-[B3-G-RXE)3-B AR L4
By To-2- A} RAXFR)FA]4-A%-1-BR-K

\
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HZ o~ BERE (27)

[2.2.2]F kiR 44 (13) :

4% 180 & #(12)& 300 £ % 1,4-— fst —3%[2.2.2]% %
(DABCO)Em» 5 £/ F X+ 7 80°CHH 90 54 - AR
BiFL2Z  BRSMTFULAEHLEEABA TRELABIE

HR - i3 195 EHLEWA3): 5 F & 4B 704.66
(C38H4oBrF,N;03) ; MS(ESI) : 624.30 (MH") -

6V

1-(4- 7 K A)-3-[3-(4- R K 5 )-3-52 &K | K ]-4-(4-{4-[(2,3,4,5,6-

ERRTER)TE]TAK} KLY T w-2-8](14)

0
O Ry

# 60 ER(2)K 150 EXRRABKERN S EH =
FA PR PIEN S0CHE 90 Hés - MRES L2 B KR
CHBERNERLIETIEIRKERRR - HABRBNFELE
THE O BREEINRBTRE HBHALTEIHAECR S&#X
(R T/ FEGEA30/103)FUuéhit - A 33 EHLEE
B (14) ; »F & & 692.76 (C33HyFoN,Og) 5 MS(ESI) :
693.5 (MH") -
& VI
1-[4-(4-{1-(4- & K % )-3-[3-(4-
Tor-2-BIRAATFH)FA]-
2 AL (16)

F

X,

i

)-3-#8 K & A )-4-87 A Y
i-l-BA—BR22]F 5

pll

2D PR oD 3 H e 3 e 3 Gl ol 9 TR
N
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A~ B (28)

OH

(a) 4-[4-(2-i2 F A FRE)RE]-1-4-R KX E)3-[3-4-A X
#)-3-F8 K /Aoy Tog-2-84(15) :

#OL-(4-REE)3-B-G-AEXE)3-2 A RA]4-4-24
RA)oy Tor-2-8(11)E 12-#EFRAXREHBFRAMNE
# IV BT RE > FEREEMUS: » FE A 59249
(C3,H,5BrF,NO;) 5 MS (ESI) : 592.2 (MH")

(b) 1-[4-(4-{1-(4- R KK )-3-[3-(4- B K X )-3-78 K A K |-4- 87
By TR-2-BIFRAAFR)FA4-A8-1-BR K
[2.2.21% 5 iR 464 (16)

#(15) & DABCO B @7 F X+ BRBMUN K ] [V AT
RE®ZE 5 FE4h 70466 2 & & B # & 4 (16) 5
(C33H40BrF,N303) 5 MS (ESI) : 624.30 (MH") -

% 45 VII

1-(4- K K )-3-[3-(4- A K K )-3-78 K/ A ]-4-(4-{2-[(2,3,4,5,6-

BRATEAR)FTA]IFARE}RE)Y T-2-80(17) :
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A mEGEMNEF XVa)A 1.06 % 6-F Kmh T it-
1,2,3,4,5- R B2 Bl M AT - Wi F 2| 4T 24 34338 2 &
#(C16HasN{O7) 3 MS (ESI) : 344.2 (M+H") -

b) N-(4-{1-(4- R X H)-3-[3-(4-AEXK)3- A A A]-4-FAL

W Toeg-2-4& - A)-2-(4-{[F %-(2,3.45,6- 2 8 AT K)-

B A]-FA]-RA}-TE#AEAS) -

AREGELAESR XVe)A 70 B4 4--mETFEE
R)-1-(A- LR R)3-B-(- RER)3- B AR K] TR2-MA
114 & 5.(4-{[TA-23,456- 58 AT R)BA]-FA)-X
R)BEBEREMEA wkFHITES 74784 22 Y
(Ca1HarF2N3057) 5 MS (ESI) © 748.35 (M+H") -

#1: X114 R1
) .
R5 N
0 @R:&
R4
|
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A7
B7
E >~ BFABA (45)
% {5 R1, R2 R3, R4 R5,R6| BB |y aun s -
B2t
£ RMA
FGHEM) )
XXl 3 ¢ F.H #- | Cr | 651.78 | 651.31
¥ /\ﬁ)\Q\\le H . F.H M)
G
XXIV 4+ _F.H #- |CFC| 651.78 | 651.31
B f* R | oy o
/N (M)
[8) o]
XXV SO g F.H Ffa‘H- - | s67.64 | 577.25
g /7 i | (MH")
XXVI 3 ™ F.H t- | - | 662.69 | 663.22
ﬁerWCH - ?H i
’ (MH')
XXVII # - O-CHa, H o~ 7 . .| #- [CFC| 74585 | 746.34
_ e e ae F.H M
# OOH (MH")
XXV g O-CHa, H RS gq‘;{ CF,C| 759.88 | 760.35
wJ e ' OOH (MH")
XXIX FOC . g F. H ?;{ - | 739.82 | 740.33
XXX i #-F H #- [CF,C| 695.84 | 659.34
~N 0, F, H - ) +
# {:z_ » 00 (M%)
XXX & #+-F, H #t- [CF,C| 709.86 | 709.35
/A
o.y_ﬂ“OJ mH oo (M")
e
XXXII N +_F.H #- - | 61460 | 597.18
# E
) .H - (MH’-
N (e]
#77 H20)
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A~ HARA (46)
XXX N 4 F.H #_ | - | 62065 | 621.04
H . F,H (MH)
/—-N (o]
£ 1 A &
XXXIV g T F.H ¥- | - | 60665 | 607.32
i o ) F.H
5/ (MH")
XXXV ~N - F H ¥f- |CFC| 68133 | 6815
34F<j}4 F,H 00" (M)
#
XXXVI -4 -O-CHs, H i‘f«Y@/aD\/&_\ } Fﬂ-}; Cr | 75592 | 755.36
° | (M)
XXXVII # - O-CHs, H # \,NYL‘ H, H - 615.71 616.21
o rd H +
o'/s‘on (MH )
XXXV -F.H #f- |CFC| 554.65 | 555.20
N - # :
H W H .
#/ /\Q\( F.H | oon (MH")
XXXIX ojg’_@_(“ B #-F. H ¥~ | - | 60665 |607.39
(AH % | F.H (MH")
#
XL # - O-CHa, H ~ $f- | CI | 775.95 | 77540
. i{‘vn\g/“\) ij ’ F, H (M+)
XLl - 2 g -
% O-CHy, H ~ jv?/“ i ii":f ] Cl | 699.85 699;33
XN O-CHs, H 3 t- | HCI | 651.74 | 652.38
#}-OCHH gy . | #
O, | B (MH")
XU g O-CH H [~y 1Y F§+H Br | 860.51 | 860.6
' (M%)
XONV | g5 O-CHy, H Ny & #_ | - | 595.67 | 596.38
f%\/N N R >
\ﬁ/ NH, F, H (MH")
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XLV | #-O-CHs, H P oc « #+- [CF,C| 65273 | 653.37
oy w | FH
° T:lrm ' | OOH (MH")
XLVI | #-O-CH3, H | - S ¥ - - | 618.68 | 617.33
# \/EW/Q/S\(\J oM o
0 2K
R E
XLVII | #-O-CHs, H ~ i #_ | - | 730.81 | 731.41
i]L w:\‘r"\))@:?¢° . F.H (MH‘)
XLVII | #-O-CHa, H | # _x . - - | 67276 | 655.28
. Y _ . F, H (MH*_
o H,0)
It 4} - O-CHa, H , O { - - | 658.73 | 659.27
# \’“ | FH (M)
[}
L #-O-CHa H | gt [T g | - | 71078 | 693.25
Z/./‘Q o F.H ‘ (MH'-
5%
° H20)
Lr | #- O-CHs, H | #_4 W/O/\N‘ %,L.H Cr | 663.82 | 663.28
g B ARLI (M")
Ll ¥ -O-CHs, H 0 - | - | 588.68 | 589.34
#H Ho N\
\/N QOH F, H (MH*)
0
LIl | g -O-CHa H ¥¥\,grl::ro - - | 674.73 | 657.35
F,H .
o OW (MH" -
° H-0)
LV | g-OCHa H | 4 N _H #- | - | 633.70 | 615.70
| T Ol F.H (M-
//s\
g oH H,0)
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LV #+-0O-CHj, H # \/N o |#- F, | Br 666.72 666.33
mp " H (M")
LVI ¥ g F, H #-F, | Br 654.68 654.31
¥ N +H ) '
i~ \ﬂ/\©\/(\0 ] .y )
i i (M)
LVII N ~ $- F,H #-F T 687,35 687,4
N b H +
o (M)
(o]
LVIH N #- F, H #-F, | - 571,65 572,4
i'j- O /O H H +
gl (MH")
/7" ~OH
LIX \,-OH #}- FH |¢-F | - 621,66 622,33
O 3 H +
O .H MH
ﬁﬂzkz (MH")
LX #-0-CHs, H ) . c'im #-F,| - 801,98 784,21
f%\/#o z H H (M+-
H20)
LXI | 4. O-CHa H o A, i #-F | - | 77590 |758,18
g%\/"‘m/*"\/\/\/\n‘J\'f ? H H (M+ _
@ H H
;; LXII . O-CH3, H E’i #-F,| - 882.04 883,49
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R THFE > THRHAAZTAKXNICSHZEN

4 A2 B (mice)K X % & (rat % hamsters)Z £ F HHE Y

BABEEREKHH- 4+ R BRI ST KR

# NMRI /£ & > & #7 4% K & 3 Golden Syrian K% &
(IR 4-6 & & — @) ENRBE P > 82UEE &£ (Altromin
Lage (Lippe)) » W% T st (C-EE)Z M T
Fo0 BBRRBHR L RSB EMMN

B S 0 2 % B R 4k & (MC- 88 B 82 4 Intralipid® 20 -
(Pharmacia-Upjohn) & o #% F 2 37 24 /8% - 5 #H 4 A H-
TCA(4#5 8t )4E b s.c A& (4o » 1 pCi/ £ R % 2 5 pCi/
RER) '

e B B2 9% MR 2K 48 0.25 £ H// £ & Intralipid® 20 -
Pharmacia-Upjohn)(# 0.1 & # # Bl 8 ¥ fm A 0.25 pCi = '*C-
EEEB)REELEOKT -

A Bl 0.5% F & 4 4 & (Sigma)/5% Solutol (BASF -
Ludwigshafen)s — @ o9 RBM F LB AADE -

B Y2 LBEREEE 0.5 EF/NER - BRBE G
Bl Sk (B C-85 B B24% 22 = Intralipid)(f B 8% & i ] X))
Z A LB T o

Wt 24 B EAT 2 B AR N 24 BRI AE B Y
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B Packard Al R BB E KM MBI L) - HHK s H-
H,0 & “C-CO, 2 &5 lstEmponz "H-4HBERR
MC- Bl B B(— R EHH) B — B E-H B KATHE
2 EDygo ifhtw AR E (3L ¥ TCA ZMBEBZ A Y
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XV

0.3
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W ExEAME (A2 24 Ring-substituted diphenylazetidin-ones,
process for their preparation,
medicaments comprising these
compounds and their use

The invention relates to compounds of the formula I,
R1

NS
o :
N

RS 0o @m

R4

|
in which R1, R2, R3, R4, R5 and R6 have the meanings given

below, and to their physiologically acceptable salts. The
compounds are suitable for wuse, for example, as

hypolipidemics.
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1. —#KXItey
R1

r
6
R R2
@ N
R3

R4

TR |

R1+-R2:R3>R4+R5>R6 % & 18 3L & (C1-Cso) A 47 & -

(LAG),» £9% »n = 1 - SEE P HEA T —EX % E
SRETTHE RT RARZSmkzshais ki
%0 B RT RRESZ =ZR2(C3-Cro)- Bl AR
BAARE ALY A — B S ERE T T
SO)yp-> EF >n=0-2>-0->-(C=0)->-(C=S8)-> -
CH=CH- - C = C -+ -N((C,-Ce)- £ £ )- » -N(EL£) » -
N((C-Ce)-¥% - % %)~ » -N(CO-(CHy),.1p-COOH)- % -NH-
AR
H>F>Cl>Br>1>CF;>NO;>» N;>»CN:» COOH -
COO(Ci-Co)- % £ » CONH, » CONH(C,-Ce)- % £ >
CON[(Ci-Co)-3t. 12 » (Ci-Co)-Ht I » (Co-Co)-# 5 » (Co-
Co)-Jt 2k » O-(C1-Co)-tr Xk » EF » WA L2 —18 »

18 % P A & & 7T #% #LAT R S

SO,-NH, » SO,NH(C1-Ce)-1 & » SON[(C1-Co)-12 K ]2 -
S-(C1-Ce)-#2 % » S-(CHy),- ¥ 4 » SO-(Ci-Co)-#2 & - SO-
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NCFHEHEE
(CHo)n- K A& > SO2-(Ci-Co)-kt & » SO-(CHp)- X % > £

¥ on= 0-6 BH#%XATH# F>Cl> Bro OH-» CF;3 >
NO; » CN » OCF; » O-(C-Cg)-x & - (C-Co)- )z 3
NH; 2 $ R A K S
NH; » NH-(C;-Cy)-s2 3 > N((C-Cg)-%% % )2 » NH(C-Cy)-
B KA O-(CH)y-XE > EF 'n=0-6> K¢
ZARXETH F>ClBr-1>OH:» CF;>NO,» CN»
OCF; » O-(Ci-Co)-£ & » (Ci-Co)-2 & » NH, » NH(C,-
Ce)-tt 2 » N((C-Cq)-%t 45 ), » SO,-CH; » COOH » COO-
(C1-Co)-k & » CONH, FF B-F = B 4% ;

R7 5 F->Cl>Br>1>CF;>NO;>N;:CN>COOH: COO-
(C1-Ce)-#2 % » CONH, » CONH(C,-Ce)-# % » CON[(C;-
Co)-4t &2 2 (Ci-Co)- S 5 » (Ca-Co)- 15 & » (C-Co)- B2
K O0-(C-Co)-lp k" EF > Witz —MH - @R

BT A & & 7T 4% fUAT RAF S

PO;H, » SO;H » SO,-NH, » SO,NH(C,-Ce)- £ % -
SO,N[(C1-Ce)-kc 41 > S-(C1-Co)- 12 % » S-(CHy)u- £ % -
SO-(Cy-Ce)-}2 % > SO-(CHp)a- K % » SO»~(Ci-Co)-£2 5

SO,-(CHy)n-¥% " £ ¥ 'n = 0 - 6 A EATHF

Cl> Br» OH CF; » NO, » CN » OCF; » O-(C;-Ce)-%
» (C1-Co)-#2 &k > NH, 2 $ BRiX B =& 5

C(NH)(NH;) » NH; » NH-(C-Cy)- % & » N((C,-Co)- ¥

#A), > NH(C\-Cy)-#& 4 » X% > O-(CHp)-%X % > £ ¥ ' n

= 0-6> BZEAAXARET4#4F-Cl>Br>1>0OH:> CF;>
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NO, » CN » OCF;3 » O-(C-Co)-#t % » (C1-Co)- 4t %
NH, » NH(C,-Cq)- 2 % » N((C,-Cq)-#2 %), » SO,-CH; >
COOH » COO-(C-Cq)-4x % » CONH Be X — £ =k ;

(LAG), A —##& K —#ALA  ZB&E WL —
VR 0 —BEEAAE

—-Z=ZB =R AERALEB > -0-(SO)-0H ; -
(CH3)0.10-SOsH ;  -(CH3)o.10-P(O)(OH), » -(CHa)o.10-O-
P(O)(OH), - -(CHj).;0-COOH » -(CHy)p.10-C( =
NH)(NH;) ; -(CH,)o.10-C( = NH)Y(NHOH) ; -NR8-C( =
NR9)(NR1ORI1); £ 4 >n = 1 -5 B R8-R9 - RIO
BRIl & afmas H (C-Co)-fekk » FHK > (Ci-Co)-Iz
A-KE o (C-Co)- BB K

BEFRE—MEAEAYT 25 Rl 2 R6 A ¥z —ELA

B H(C-Cy)- e h-(LAG)h 22 % » £ F ' n=1-5 BEf¥)x

A —BREBRETFTRESE=ZRBRRZIFT AT A

A REE SR REARZ(C-Cro)-Bir A R MBI A

PR AR A ITH-S(O)- £F >n =0-2--0--(C=

0)- » -(C=8)- » -CH=CH- » -C = C-» -N((C,-Ce)- B2 £ )- » -

N(EK&)- » -N((C1-Co)- %t % - (X K )- > -N(CO-(CH;).1o-COOH)-

#&-NH-p7 X %

BREHUBETHEZAOBH -

2. wH FEAMEDE LAZLEH £ T
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R2-R4>R5°R6 & %A H>F->Cl>Br-»1»CF;3>
NO, » N3 » CN » COOH » COO(C-Cy)- & %
CONH, > CONH(C-C¢)- & #% > CON[(C;-Co)- %%
]y (C-Co)-st B » (Co-Co)-H& 2 » (C2-Co)- ot &
0-(Ci-Co)-#a i » P I £ 2 — 18 + 518 %/ # &
8T ARARE
SO,-NH; » SO,NH(C-Ce)-#2 2 » SO,N[(C-Co)-¥%2 % ]2
S-(Ci-Co)-%2. % » S-(CHa)p- X XK » SO-(Ci-Co)-4z 5 » SO-
(CHy)- X 3 > SO,-(Ci-Co)-t2 % » SO-(CHy)- X % - H
t 5 n= 0—6E.%ZFE_E:T’T#&F’CI’BPOH’CFV
NO, » CN » OCF; » O<(Ci-Co)- 1 & + (C1-Co)- 2 2 -
NH; 2 % BRI AR R
NH, > NH-(C;-Cg)-#t & » N({(C-Co)-tz %), » NH(C; Cy)-
BaA > RKE o O-(CH)-RXEA B+ > n=0-6- £ F >

¥#A%T4# F>Cl>Br>1>OH CF;>NO,  CN
OCF; » O-(Ci-C)-#2 & » (C1-Co)-#2 & » NH, » NH(C,-

Co-42 & » N((C1-Co)-#£ £)» » SO,-CH; » COOH » COO-
(C1-Ce)-#2 4 » CONH, AT -2 = ]RAX, ;

R1-R3 & 88 xLAHK(C-Co)tixA-(LAG) » £+ » i
Ay —EBREBEHEREREFTHELE RT RRESF =25 A
REFEARE 0 KL RT RRZE % =k 2(C;5-Cyo)-

HARMBERAFAREELM AT —BRSERET
TH#-S(O)p- £+ > n=0-2>-0->-(C=0) - -

N(CHj)- » -N(X %) » -N(CO-(CHz)1.10-COOH)- % -NH- #1
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H>F>»ClBr>1>CF;>NO;>N3;»CN - »COOH
COO(C,-Cq)- % % » CONH, » CONH(C,-Cg)- & %
CON[(C-Co)-Ht H ]2 » (C1-Co)-dr & » (Cy-Co)-H 5
(Ca-Co)-Ft & » O-(C1-Co)-tx A& » £ F I K £ 2 —
18 > 2B RATHE G ETHRRE

SOz-NHz ’ SOzNH(Cl Cs) SO?N[(C] 6) };E ]2 ’
S-(Ci-Ce)-}e % » S-(CHp)n- K % » SO-(C-Cg)-3x 4 » SO-
(CHz)n x SOz (Cl C6) SOz (CHz)n )

¥ on= 0-6 BEZEXETH# F>Cl>Br» OH:» CF; >
NO; » CN » OCF;3 » O-(Ci-Cg)-#t & » (C1-Co)- k¢ %
NH; 2 # R AR

NH2 ’ NH (C] Cﬁ) N((Cl Cg) %)2 NH(CI-C7)-

Bk 0 KK O-(CH)p- XA £F ' n=0-6> H ¢ >
AKX ETH F>Cl»Br>1>OH > CF;°>NO,» CN >
OCF; » 0-(Ci-Co)-#2 & » (C1-Co)- 2 & » NH, » NH(C-

Co)-#2 % » N((C1-Co)-#2 &), » SO,-CH; » COOH > COO-
(C1-Co)-f % » CONHL AT £-2 = R, ;

R7 &5 F>»Cl»Br>1>CF;:NO,;>N;°»CN:>»COOH:» COO-
(C1-Ce)-# & » CONH, » CONH(C,-Ce)-# & » CON[(C,-
Co)-1t F ]2 » (Cr-Co)- skt & » (Co-Co)-H & » (C2-Co)- 1
%5 0-(C-Co)-te k> £ ¥ WA Lz —1 > %M@%
Pt A & 87T 4 AT ARE
PO;H, » SOH » SO,-NH, » SO,NH(C,-Ce)- £ %
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SOLN[(C1-Co)-#e & ]2 » S-(Ci-Co)-# % » S-(CHp)- K 5 >
SO-(C-Cg)-# % » SO-(CHy)p- K % » SO2-(C-Co)-42 4 >
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