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PE-T RO w3

Al
B7

&~ (17)

MELRRARRY THVIDLS SO BE - Aok AA
& (83ng/kg s.c. )l h e R ER A
Ketaset (83mg/kg s.c.)#feNembutal (50mg/kg i.p)Hk&F
cHHUEHHPETRAAMHN FELBREBEE - KK
’ Q‘Bﬁiﬂﬁdﬂiﬁ-iﬁ‘1’%0.25m1/kg§!]20%5;§}ié€1Trilton
WR-1339¢5 5 & & 8 o 5 Al (detergent) I MK & &
MRS Bk AT S VIDLEE S 28R # - §
HH OGN o  BR YR ENE T UARE
VIDLg- stk I K &
ARBEXLFRARLBHTHNLERBERZITRZHE
1 02 I OB R - AZBTREZ L2 8 &
BAACTHRE  AREZ2ERER - X% A£10,000g8 <
D R o AKBGTHELTREHNHEARA (
Merckotest® Hih = 854 3514354 ) ml w2 F A e 75

g S R AR R o A1 100 | 3B A 969L 00 A L &

2100yl EATBTHEL008 - REMADRR
% (SLT Spectra)m £ £492nMik R AV AL EE - RA R H
AHBEABS B _RGBEANLERS - AR ZRE
WRGBEBFAAUIRS PN BB ERBRE - AR
By BT ARWTRERAABHNS BRI ZHBHRA
LEIRLHABAFTILIEZHNORIATELEE - -
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TP o 3 Hom R R 3

AT
B7

o EREG (1)

F 65 5% EDsy [mg/kg] p.o.
2 - 10-15
5 3-6
7 10-20

S.AEA(R)E Wt h=segRkiry
REFEeMOARAR I =_BREREKFHNIERASHT
weEn170-230g8y e VistavR o RS % o Ab » AR
B ELBEISIE ) e@hs s F46 @ KEHL
TR o ETEHWETBIARAK - R EsHF I
FEBARAESFRIAOBB OIS EBTRER - BXET-
BEmEsaAMUitra-Turrax® 58 - A HTLEXH
e EHEMELE YT AREFA4AYAKATItra-
Turrax@ B X EF-BMBERBFRT -
HTHMAEAN A Y HERES T ATERAN
ABEASRERAEHFHNRE @A RL - REAKF
FlREZFBFRTR BREWEAOLES - BEHREFR (
SR G ) B A SRR F BRI BT
FRBNE AW G Y - —ROETSRAKL, 203 beF
BHRe o RMZH G FEHEBREF SRR
jode df 8 24 0 B e R A EPOSH-A7 4 5060 (
Eppendorf Geratebau, Netheler & Hinz GmbH, Hamburg
) REMEHHZgE c  ARESHEIVABR LM RITY
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A7
B7

ERY L E LG

e A R R o
RBEE BB AR REO Y Z R (B
#l, 283 M K) RES—SYH b _BENRBER
MERBO R FELHBRGEHTZHTHER -
fegader(l, 2403 SEF)EE B8 E£R(Rmol/1
)Y tReBHETRENG YA BBt S
(ATG) FHEREERM LT EBR-HBIE RGP RITIL
%’Eo .
LHAERRAREFAH RGP LFHH RO
et R - i FHRAERNEHRRE (1, 2403 b)) AF %
HEDETHRARERAHHERBYIA R T °
ATeyx— ATersmam
A%H b Zges &= % 100
ATeawa— ATCx¥pam
EEREOLF T AthZBRGH®R2 ISk ED
BRI10ngH B HH B ZBaRS (ARG TE - MHH
EEBHRGH O LT H RS PAREARR
B ey H i ZBEEA KA RAL00% 1= 46 R&p

<
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RO N R e R 3

AT
B7

£~ B (D)

fEHHZBREE WY
(P42 JNuF)

R H o s 100
*EBHR ' | 0
Hke@ ok 10ugH g

£ #4110 34
% #4166 67
154 54
Fap 71 18
FH#H 5 -16
% 364120 35

Ak iElyonydit4g AStudent X BRITHSFF

-
Ak EENREL > A - B&EFRERLOPC

0.05)E vtk eib 4 ZMmEsIT SE2 V0BT HRESL
RBEEMYY o o
4, ﬁ%ﬂ(&)VLDL g O )

Z{ﬁ.‘i’Hﬁ:ﬁdi;&?ﬁ-%’j{%VLDL%%%’f’ﬁﬁ] o Bt 8
BALRBRER FH500ng/kgdg £ (2.5mg/kg) ey Triton -

WR-13394 i % 5| R ey B8 M o Triton WR-133945 &
BAEGREEE ) B BB HVIDLSBAHT R E=
BES A B E BT o o B I T3k M 4EVLDL o sk i
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Sy e

aE
%

KOREE - 5
AAMHLBEZ A2 H] 2 ok @B 3R
REBGFHET RO YR G - ALERFRAGL] fi
REEY » BREL0,000g8k < 98208 B 5 o 36 o 245
REFHEMSTERR(Signa Diagnostics®, 3398 )4
S40mmak R AR KW R H h Zmas o A RBAFERRAT A
# % % (Boehring Mannhein®, 14423508 )% 546nusk £
RAUE - et g SRR R E BT §
EEGBHSALBEAERFE - AELZANZHRE T
TREZE @M E R o ATritonz 424 5 B v g & Bk
ARETE %%%%ﬁ°
FEVRRFRLBX (I )NBER L0k fegy o 3 &, 3k 03]
ux A7 MEYRGRIER/ ABRERHE RS LD BREHE
BRERRE - RREFEAR - AABRNEEA B 5
FEEA R BNEEHA R Fde T F R E - SEE -
Voglibase » %4618 « 2 4 7l « MDL 25637 -
Camiglibase (MDL 73945) « RHr &6 4 Ak « AL-3688 «

Trestatin - pradimilin-Qfesalbostatin o

BEGRITF g KBRS 2558 % Voglibase

RBBEALABEANEX ([ )Y LA H PR —RA o

TARRIa W F R ER - 8% - R AR oRBAHK

BRI E LN TR HRCRFTRAGOYEH > blde B F -

QRFAE R B REM - EER - LR M

Bk o AERBERLT » E8B BROERC S AR
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2T P R opme 3 Hom R -SRI

AT
B7

EA %%%%(”)

T R BEAVBEEALBRR S W EH0.5-90% PR
REHE R GREE BN

HimB @ AER R/ RREH > R odwE A LM
fo/ RO BB RS BERC YR Y HEL R > £ TR
Pl Rk RER 0 AAREREHBER

AERAR T L% BRWRURABTHLE > 43
REERBHRASE o

EBTILBRERT AREASEYEREANY
TRRABBERACESHYER -

—W o CEERAAMNGR  ARRLBHFATELE
F450.001-1ng/g8g & » &2 &0.01-0.5mg/kgf@ & » R
AHAMER > AURBSBGERT » HEHA0.01-20
ng/kgit & » HE0.1-10mg/kgf & -

Efnt THEAEE AP LEGE » FLREA
HERLBRLBOMY  SMARHBHAER - ZEH
FRXPBEREMARE - Ak AXEHRAT » TRM
SHERAGALEAMREIE HALRERT  LARB
il LT c AXBLENHERAT  TREFH L
wﬁamxﬁﬂﬁ%&ﬁﬁﬁmﬁf; :

PTTIT IS s i
4 dia “ASFrRAFBETCHFERATI ETRAFHR
| Be gt R A M

dia A =H R KRR ¢ 0 Hror g
dia B =R R s eI H e
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e D e 3 N e R SR - 3R

Al
B7

A~ Bt (B

ent =¥ g gf

2 ent dia=d e MR AL A Lo Sk H MBI R &M
ent dia A=A #% KR ¢ 1869 H pe gl 6y 4h oy JF Sk dl -
ent dia B=A $& kR ¢ 4860 3 ve 2 &9 4h 09 JF e A >
R =R #wpy

rac =4 H kA

rac dia A=H KR ¢ ey s A ek Hrandd

rac dia B=# #& . R ¢ 45 09 5b % 2 9k #we fl -

S =S #wkig
HREEE
Ac =z ko
Bn =¥ %>
Bz X Tk Ak
iB =2 Tk
nBu =E T A
sBu :%:_f—rg_ ’
tBu =g =Tk A
DDQ =2, 3-=4-5, 6-=RE-1, 4-ER
DeC  =HAL ... -
DMF N, N PEFEHE -
DMSO == FABIR
cDodec =B -}=_wm %k
Et =z &

cHept =H R E
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3 T o 3 M Om AR TE - 3

A7
B7

Ao BB ()

cHex ok

HOBT Sl-g8 R -1H-XK 3 =%

Me =¥ &

MeS =V ai &

cNon =g+ &

cOct =HmF L

cPent =3 % &

nPent = % &

Pn =% &

cPr =B AL

nPr =EHH

iPr oF NP 3

THF =vg & vk wh

TMS W YRR

pTol =# ¥ XA

pToS =% F X ateh £

cUndec =B +—3 4

o 3| . -

%

Sy - f L “F’E?;:ZO:.I.,A.,
T PEES50:1

R FH : LEE=20:1

— R FH% : ZEE=50:1
LhE 8T Es=1:1

R P PEE: L 8=90:10:2

&K
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I

QC

AT
B7

A BEPEm (D)

Lkt LELEs=2:1
LBt LEETE=10:1
TR
wxXx:zZELE=1:1]
LBk LT EE=5:1
—R/F%

Lk LBRTLEE=20:1
—f Py PEE=10:1
RO 8 LEE=1:1
PR :ZLELEE=I:]
PE:ZLEKLEE=8:1
Lt LT Es=1:2
ZHA TP+ TEESS:]
R F% : LE=10:1
TLC3# $4 48 BABA®Y 8L fh 77 3k
4#87.9ml 4 &0, Oﬁﬁﬁ?mol%ﬁﬂﬁﬁ?z&i&vfﬂm 1nl 4 /&
U%%mﬂﬁﬁﬁ—@&&&ﬁ&mugﬁﬁ%%ﬁﬂw
\VnliE kR #200nlZ 8 iE T a5 » 36/E T8 100mlkarm —
RERER LA o AMALAHMBABLS
YT |
s 1
1-%AmAaE-2-8 74X

=N " O PO Z 2R ~DTOo
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PRI RO W Om R SR S

Al
B7

B BREM (D)

Cl

£0C A110nl =K FH F A 11.6nl(34mmol ) = T Bk se
#11.5g(70mmol)1- %A AE-2-LEFTA-X ) RHKERS 4
nl (70mmol ) P A A BB RE - 4 LK ARBREH
ERBR AR MARKREEREAXAE - AHAETR X
BGEH -
d® 2 8.5¢
R¢=0.23 (=& V% : ¢EE=20:1)
Eap 1

(2-%AmAEL-F4) &

O/\¢7

H,N

#3.0g (16.4mmol) H F4 I £ 0o E250n]4m

PR EARE T E AR RITIG REEBRRRAY o
BEEMEATE  RENBIVRSWRLAE EE -

BRETELR - KFEREYEN —RKTRFEAKRFTREX
cMAKMEEARE  BH - BEXESL-

Bk 0.454g (A H)
UAWTER—PH/LTE-FT AR -
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P? 4 !31&‘? JEI-

I~ BEABA (27 )

PR H o IR 3

THI /L

Rf=0.41 (%48 : BABA)

AR
6-8,-2, 4-E o %
_ CH,
%
I
~

cl” N7 TcH,

BT 8 IR LS4 [US 3632807] - #600g (4.91mol)
6-BEE-2, .- BRI RBENLTEYF » BHGBERALOIC
TRAMARE R REAAFBEICR FiEm (&
2.50vEF ) 1.3071 (9.82mol) ZE A m B RS » HBAWE
ERRETHELISIG  ARABRELTER (4H25C) - &
*Tﬁﬁ%%%&?%wﬁ’*%ﬁﬂaﬁ? gt Ar].5 L
KBS AL (20T )Y A &M E 8 & AKRE % 4%l
E95 - AR MMERI UG ARE  LEXRREAES
TR R RIS A A
#4-1)B.P.=47-49°C (12nmHg), 603g
#4-2)P.P.=82-85°C (12mmllg), 6125 (% 88%4m 2 #)
R¢=0.39 (Gwmat: LEeag=10:1)

L E-NMR (CDCI3 200 MHz, TMS): &=2.28 (S, 3H),

2 47 (S, 3H), 6.88 (S, .), 6.96 (S, 1H) ppm.

GHAMTEHAIEC-FARAL-Z, MR X Fie
— S &R TE—FTRE -
R
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A7
B7

PRI RORH O RO

A B (8 |
' CH,

S

-
HN-HN" N7 TCH,

#580g (4.10mol) 641 M 891t & 47 4 800n] =4 &
b AR RALHTA0C BB T R 1050mlk 4 M8 H# 48
INEF oSS AR R A N4 5LE A4 SLARY A& T
RERARBRL FAA2.3G TR - 45 A KR
AR RS ETRE BT84 g o BRYMEY » &
BEAWTERERTERE-~FTRE °
R:=0.37T(=f T : PEE=10:1)
I H-NMR (d ¢ -DMSO, 250 MHz, TMS) : §=2.13 (S, 3H),
2.22 (S, 3H), 4.02 (S, 2H), 6.26 (S, 1H), 6.35 (S,
1), 7.11 (S, 1H),,ppm.
£ 4V |
M A-4-FAmRE
. CH, |
(Jj |
L

N~ T NH-NH,

AMMATAANVOTE > 92K TERREH2-
B -4-F Kok K o
R;=0.06 (=@ FX: PoE=10:1)
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A7
B7

B~ ERB (P)

TARAVI
2, 4-=F &-5, 6, 7, 8-v3 & - o -0 vk

EER (#H25C) T %783 (£2%50.49m0l) & F bl
VEZ BB ESIM(0.5n0]) R CBHAR » AE AR
BEIEH 2 Sk RAH & (ATLCEN ; —KF%
1 VEE=10:1) - BREGHENn Y FEPELEAR
TRE» 28 (BAB)REIHBEAAEH GRS (b
BB ARABENRTE) -3 Sk PHEASHKRN £
(TLCi&H ; m st : ZERTZaEE=1:1) s BEBERREY
ANEEDR  KERAA—RBE  AZRZBRBEL
B ST R 0 M B kAR SRR SR (34.48) o X B RIEA

- 43.7g/0.22m01/47%) o , ,

M.P.: 248 (RAEE)
Re=0.41 (4L %% : ¥ :20:1) o
‘E-NMR (d g -DMSO, 208 MHz, TMS) : §=1.78 (M, 4),
2.40 (S, 3E), 2.48 (S, 3H), 2.64 (M, 2H), 2.82 (N,
oK), 6.57 (S, 1H), 10.84 (S, 1H) ppm.
HERBEVATRHVIOF 2 U HE I LAY o
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* Lk
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B R ( ()
VII CH, 0.59 (4) FHHIV
~
o
N N CH,
N
VIl CH, 0.36 (E) TRV
H ,
N
|
H , .
b
[}] N CH,
H
X1 | ooed
- = 0.41-(E)
bl
N N/ CH,
H
- < 0.40 (E)
i I
N N/ - CH,
) |

ABGER AR b E B AR (CNS ) A48 ( 210X 2970 % )

-32-

(oD R L N Bk B oy )

[ e —————

e
Ve

_u_____m____L;;_%?;;_n_ﬂ____#“%"



N N TS AT L O

443175

(S Db e o R A B Y Bk sk )

AT
B7
&~ BRI (31 )

— : A
T R, GEA)) A
<V - X 0.59 (O)

Y
P
N7 N
l
| H
v 034 (B)
™
| |
o
NN
H : :
XV1 CH, 042 (E)
~
By
T N CH,
H
NS
| |
-
N N CH,
# “ . -
XVl c/, - |08 O
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AT
B7
A~ BB ()
R LIX
2, 4= F E-a-mk
CH,
~
I —
N N CH,

AT00ml w8 > A52g4 (SXKARL) BAT »
100g(499mmo 1 ) F 46 4 VI % 3| &9 b & 4 £ & A 454 T 8164
nl(lno)EHEHB T AR - AHHABTABE S ER
L (R EE  BABMKSE) - 88 LIk RHTLH
 (TLCHem ; ot : 2@ as=1:1 A fias)
cAHNHRASWRAILAERE » RELH AERZESR
BEBRE (Seitz) BB/ > AILABEARME - HH LR
Mo KHEREREBE MARALKERFHRFHK
£AH58 gAY - REREBRTRARSBHE > o
L EEEAAANREY(9.4g) o HRERAKRKKE A EA
RikmAERY  AMARE—% (3.1g/RRAL) 5
BAEET e
M.P. 220-221C (AL )

Re=0.47 (st : z8zaw=1:1)

1H-NMR (d ¢ -DMSO, 200 MHz, TMS) : §=2.54 (S, 3H),
92.75 (S, 3H), 6.89 (S, 1H), 7.20 (M, 1H), 7.40 (M,
1), 7.48 (DD, 1H), 8.05 (DD, 1H), 11.61 (S, 1H)
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A7

B7
Ao~ BB (33
ppm.
T % XX
S-PAER BB TE
_ H,C
CO,C(CH,),

#%450g(3mol) 4-F & AL e (Aldrich), 1.131 (12
mol)® = T®#90g (0.74mol) 4 (N, N-=F XX ) uk
EEALE TR » R WA680g(3.3m0l) =~ & £
=Bk HHEMMOMIZFPR T ADBCTHARS
W20 AZRZBBE R BB WM ERA200nI=HK
Uik A BRMBERHX > FHRA5500n] 2NE &K
hik B XEAaRA - |
Mo 1 408g (66X A L)

#¥ : 73-78C./0.2mm

E 46 4] XX

2-BAE-2- (4-FTEEL) CHRE=ZTHE
' %Hac

o 3 3% o CO,C(CH,),
AOCTFA#33.58(0.3mol ) B = THH AR 100n] &
ADMF & » % 4% 3% Ao N £ 250m1 & R DMF & 4951 .62(0.25
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A7
B7

£~ Amam (M) |
mol ) ERANFHGLEYYER - BEOCTHRERS
H309-48 KL A5-15C T & B ¥ A4 150n] & K DMF ¥ &4
32.2m1(0.3mol ) R A% » A25CTFTHHER S H20.0085F o
BEAENBEMIEAKRPLEHZIM LB AAERAL
RS BRKAEW -
WE :67g (97.5%, FHMH)
BHE : 51-53C |

AEmATRAXIG T WM AT HLEH

TERNIE LT IR R E

#1 :
H,C

\Q‘/COO—R“'

ShEERS p
FhA% |D RY R, (i) B#
XXl cHex - tBu 0.71 (D FaapiXX
XXIH cHept tBu 0.32 (1) F XX
XXIV iPr CH; 0.86 (Q) = | sigma .
XXV Bu {Bu 084 (R) | & shiX
XXVI cPent CH, 0.59 (H) sigma
XXVII cHept CH, 0.57 (1) sigma
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Al
B7

Ao s (P

36 XXVITI
- (4-PE-XE) -2-BAE-LHBE=TE

Br
ARLE AL CO,C(CH,),

$27 4g(0.1nol) &y T 46 4 XX 143 5] &3 16 & 4 7 5 200m 1
WHETHE T EBRERWAERE > A0.82emA =2
THZ#E » $#mA18.7g(0.105m0l) N-% 3% 30 ok B A% -
B RAYoBEOEL S AHEIC BE BN
BT REARBAWRE - AYWR T HEk(40/60)3%
He it $E ¥R o
Mk o 20g (57% HHE)

M.P.: 73-76C

AEmATar VI 28 A 2T 0key :
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A~ st (%)
1 :
Br
coo-R™
Shi Ay B
g‘?@ D RY R, (&#&) BH (s
% #iNo. &%)
XXIX cHex tBu 0.58 (H) s XX
XXX cHept tBu 0.84 (M) s XX
XXXl | ipr CH, 078 (M) | s XXV
XXXl | iBu {Bu 0.86 (M) T XXV
XXXIII cPent CH; 0.63 (H) b XXVI
XXXV | cHept - CH, 0.50 (1) | BH&H XXVII
F 76 ] XXXV

2(R, $)-2-B X A-2- (4- (2, 4-=FE-a-vkk-9-%
) PA) REZHmEZ T
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=
A~ BB (37 )
CH,
N
[
o
N7 N7 T CH,

CO,tBu

A 25C T H#73.62(375mmol )y B #6451 XI X2 5] 4 fo. & 49
BAETOOul AN, N-= ¥ 5% Puifh+ 42, 13g(375mmo01)
FETEHFRBIONEG » REABEACSDIEAN, N-=F
AP vel6].7g (375mm01)l§3"§°7&@.{¥'JXXVIIlﬁ-éljé‘rfb
CHEBEEREY -] MR RRBRE A (TLCKH
@ﬁ:c&a%=mj)0&7%%%%Eﬁ’mkmﬁ
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E)
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\ 7 ™~Me
L @
S 0~
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Fb 1423 S W at » RELADATERSNE o LR
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, 929 (19%, M* -AcOH).
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Y EATRAREALL.45g(2.13mmol ) B 6 #1 1453 2] 85 4%
S o 180 HH RERZRBYELBB R LAY &
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'Cﬁlé"' Me

® L)

A-30CF1.0g(2.42nmol )5 36 41 LX1 88 {6 & # 2 7 30m ]
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#3610 CX1 89 46 & 4 4» 296mg (2. 42mmo | ) DMAPIE 3% 3 o J&
o EBFH20)% AERAFABENC - BT EE
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F£20CF1.0g(1.29mmol ) % 4 41 1578 1t & 4 s £ 10m1
THF e SmiAK d 495ml = 2 8 — R B 4800 - RE RS
E300mlZ e f200nlsk et S AR B R —RBIF > — A1k
R R B2 B AT S 4 0 A R 48 A pH=T e 5 7
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At ABEHEAFE (Merck/ & mbt : Lok L 8=
5:1) shit i E 4 » KB SR T TR o
Shol A #h JE Hme g A)
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FE) -2-BRE-T® (N-FE ) N-XFa&a K ) shfk

Me

fe3e:

Fi-30C TFASEAKDMF®2 0g (4.8mmol)F 46 LXI&y 4L

A& ##0.74n1(5.3mmol ) = Z Bk A0 0. 41m1 (5. 3mmo | ) ¥ s 5%
FE ML DB o 4k AE-30°C T # 3 A A £ 10n1 & A DMF
#91.07g(5. Immo 1 )N-FF & - X F kB 1.42n1(10.2nmol)
SR ER 0 M6 BN B E20C o AR
REeWBELE Rk —RBH - BTHESHE AMARRT

CANPHE R M7 BB SN c RBSHAYATRER
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2:(R, $)2- (4- (2, &-=F E-o-vok-9-K) -7 &-
EE) -2 BAA-LEI-1-(R, S)-2-8 K- X £ -2 &

#£-30CF#£30ml DMFé 1g (2.42mmol)E & #LXI 894k
S inl (7.27mmol )= Z #2064 1(2.67nmno] ) ¥ 2 &
AEAML o ALKBE FTERwAALLION] DMF g a1-
(R,S)-1-%£-2-48 K -BRA R L BB » 60 &4 BB
S HETRE  HARBAHWBHALE BB MK
MR F o A R R DH=280 8% B sk o AR 46 M DH=T e 58 45
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EAFHERB41102475%
ROC Patent Appln. No.84110247

MAZHEER Y LR - B4

Supplemental Physico-chemical Data in Chinese - Encl. Hl

(RE 87T 3 4 A7 B #£E)
(Submitted on April % , 1998)

.41 5%, ¥ 2k (% [alp 2/c(5./5%)
5 221 + 0.7° /3.55 1
6 220 -49.8° /3.00 1

40 219 - 7.3° /3.80 1

41 - 218 +46.2° /3.65 D

D#A=R/ T : 78 2:1
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RLBEAHR (BAZLMHE )

Cycloalkano-indole and-azaindole
derivatives Ta;jﬂ@
, e - E R e
Cycloalkano-indole and -azaindolc dmvauvcs arc prepared by reaction of approprintely
substituted carboxylic acids with amines. The cycloalkano-indole and -azaindole

derivatives are suitable as active oompounds for medicaments, preferably
antiatherosclerotic medlcaments
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PR H o IR 3

THI /L

Rf=0.41 (%48 : BABA)

AR
6-8,-2, 4-E o %
_ CH,
%
I
~

cl” N7 TcH,

BT 8 IR LS4 [US 3632807] - #600g (4.91mol)
6-BEE-2, .- BRI RBENLTEYF » BHGBERALOIC
TRAMARE R REAAFBEICR FiEm (&
2.50vEF ) 1.3071 (9.82mol) ZE A m B RS » HBAWE
ERRETHELISIG  ARABRELTER (4H25C) - &
*Tﬁﬁ%%%&?%wﬁ’*%ﬁﬂaﬁ? gt Ar].5 L
KBS AL (20T )Y A &M E 8 & AKRE % 4%l
E95 - AR MMERI UG ARE  LEXRREAES
TR R RIS A A
#4-1)B.P.=47-49°C (12nmHg), 603g
#4-2)P.P.=82-85°C (12mmllg), 6125 (% 88%4m 2 #)
R¢=0.39 (Gwmat: LEeag=10:1)

L E-NMR (CDCI3 200 MHz, TMS): &=2.28 (S, 3H),

2 47 (S, 3H), 6.88 (S, .), 6.96 (S, 1H) ppm.

GHAMTEHAIEC-FARAL-Z, MR X Fie
— S &R TE—FTRE -
R

_29._

ABHR A AR BB RARE (CNS ) AL (2102972 gg ).

(ol prah SR it B0 v Bt B 2k )



448175 /;?

. f*f; ]

=
A~ BB (37 )
CH,
N
[
o
N7 N7 T CH,

CO,tBu

A 25C T H#73.62(375mmol )y B #6451 XI X2 5] 4 fo. & 49
BAETOOul AN, N-= ¥ 5% Puifh+ 42, 13g(375mmo01)
FETEHFRBIONEG » REABEACSDIEAN, N-=F
AP vel6].7g (375mm01)l§3"§°7&@.{¥'JXXVIIlﬁ-éljé‘rfb
CHEBEEREY -] MR RRBRE A (TLCKH
@ﬁ:c&a%=mj)0&7%%%%Eﬁ’mkmﬁ
#% # (PH=4/Merok) 2Lk » 3838 & B SRy + A A&
e 0 BB HITEM o BEGRKR G 8 T Al
#?%:ﬁ&éﬁ@% R B ] ﬁﬂ: B AL Q=8

ERFRFEI139. 8g(298mm01/79%)g§4@ o
M.P.: 160- 161(} (RAEEdy) |
Rf—&39(znh&s-aagaaa,1m1)
'H-NMR (CDClL, 250 MHz, TMS): 5 = 0.91 (M, 1H), 1.18-1.68 (M, 6H), 1.87 (ML

1H), 1478, 9H), 2.42 (M, 1H), 2:66 (S, 3H), 2.83 (S, 3H). 3.09 (D. 1H). 5.67
(S, 2H), 6.88 (S, 1H), 7.13-7.41 (M, 7H), 8.09 (D, 1H) ppm.
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ROC Patent Appln. No.84110247
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Supplemental Physico-chemical Data in Chinese - Encl. Hl

(RE 87T 3 4 A7 B #£E)
(Submitted on April % , 1998)

.41 5%, ¥ 2k (% [alp 2/c(5./5%)
5 221 + 0.7° /3.55 1
6 220 -49.8° /3.00 1

40 219 - 7.3° /3.80 1

41 - 218 +46.2° /3.65 D

D#A=R/ T : 78 2:1
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RLBEAHR (BAZLMHE )

Cycloalkano-indole and-azaindole
derivatives Ta;jﬂ@
, e - E R e
Cycloalkano-indole and -azaindolc dmvauvcs arc prepared by reaction of approprintely
substituted carboxylic acids with amines. The cycloalkano-indole and -azaindole

derivatives are suitable as active oompounds for medicaments, preferably
antiatherosclerotic medlcaments
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