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A novel compound (I) useful for treating diseases caused by immunopathy such as immunodeficiency or autoimmune dis-
order, and an intermediate (II) therefor, wherein R! and R2 may be the same or different from each other and each represents
hydrogen or lower alkyl; R3 and R* may be the same or different from each other and each represents hydrogen, lower al-
kyl, carboxyl or lower alkoxycarbonyl; RS and RS may be the same or different from each other and each represents hydrog-.
en, lower alkyl, lower alkenyl, lower alkanoyl, (substituted) phenyl-lower alkyl, (substituted) phenylcarbonyl, trityl or tetra-
hydropyranyl; X represents O or NR7; R7 represents hydrogen, (substituted) lower alkyl, lower alkoxy, (substituted) phenyl-
fower alkyl or (substituted) phenyl-lower alkoxy; and A represents linear or branched lower alkylene. o




(57) B&Y

ARERAIX, ERALPECRBEREE, BAORBERICERT2HEEDEE
BeUTER2FRALLEY (1] BLU20EEFHIE (1] 2RET2H0T

b

X 0
RS—A I RSS—A— =0
1
R* C-—-R? R4 R
2
sre "

[, R' BLUR? GE—D 2B T, KEEFERHEETLF L
EERT.

R® BLUR* GA—EFidB%2->T. kEET. EEFLFILE, HLKE
YNEERGERT L IRV ALRZNEERT, '

RS BEUR® GEA—DEikEL->T, KEEF EEFLFLE, EGTL
F=VE, BETNVA)ANE (BE) 7==VEET7LVXIVE, (BEH) 7
zZVANKR=ZNLVE, M) FLNEFLETISERUES ZVEEZTRT
XBEEFELENRT 2R T,

R7T EKZEEREF. (BB BE7LFNE, BEFNIXVE, (BF) 7z=

WVEBRTVFNEERE (BR) 7= NVERT7 NV IFVEAETFRT,
AFEHEEABOERZ L VERT, ]

BE LB A
PCTi: v CAME L3 EREEN ~ > 7L - | BIRCPCTRBERRET s oo FHE s a—F

£F—2Z2 147 ES X-.1 > ML =)

AU £ —Z | 7U7r Fl #¢:7:F "MNEYyITR
i si— | A FR 77> % MRE—-1%=7
BE -in ¥— GA 7 k> MW7 4
A S A GN ¥ -7 NL #7 > %
BG vn#Y7 ’ GB {%¥VU % NO /ey x—
T GR ¥ Ui« PL k-7 F
BR w70 HU > # Y — RO & —==7
B f ¥ IT 1%9U— RU u 788
CF shst7 7y 4 A dP HE SD 2—#y
CG 1. a— KP sMtREERARLHE SE Xy —F >
CH 21 % KR ARER SN t2#xn
Cl a—J-sb¥—it LI Yer. o842 SU v ¢~ MK
CM # 48— LK 24 7% ™ F+—F
CS F caizuair J RN AR A TG p—=x
DE F 17 MC £+ 2 Us xR

DK + > w—7 MG~7#Znn




WO 92/12129 ' PCT/JP92/00002

-1 -

BHooMm
RAOZH BERLEDH

B oW A B
ARFIRERLPECAERES, BAOREESIER T2 EROLEY
YU THRRHRLAYB LU 20T REEAEET 2 LD THS,

= s

HE, BAOREERCERTA2HRES. HEMNOEWERZIC L2 0B

TRETAHRPBAIRZ->TEY, ZOERBAIS>VWTOWEDHS L 2xh
TWa. MIRTEEINEY ALY ViE, 9EOT I B THEREShERTF K
T, HREIVT Ly 2 2%FBLUT, BTLUfElis2EE I 2R T
TILPBHONTEY, RERLCHCRENRRICEDZEY L 12 BT
THEEHhTWS ('Med. Oncol. & Tumor Pharmacother. 6, 25-29, 1989) .
L Lads, 440 ViR TEESNAHEBRETHN, 1=, EERHS
THEHOT, EERARHIAMBERICL VB INRT L, BEESEEAIZL N
e, RRIEBROBIICATAICIIEELS V., COBMELRRT2ITE. &
BICHES U THEEBREN. KBIBSZ L0 TEERABILAMAFIRET 20
DB THE, LM, ¥4 41 VRERETTARIELAMI OV TORE
d. FEAERINTHRN,

FIT ARABTEEL., BHL AV T Ly 2 ARFEBTAC L IRESH 4 A
)Y ONREFRHEFCEE L, MEICRERT 22082 OFHLAYO SR
%%ﬁam\%6&tké%®%%&ﬁﬁm%bto%®ﬁ%\Mﬁmﬁﬁﬁ%
AEUT Y M VERIES 2 MEANS BN HEAETEC LA BNE L.

27 VERET 75 LAFERIE. BEHAEIOTVAD, AIEcHEESET
ZECHORELALHSNNEN, HRTHL T, FZEALEY (1] 0



WO 92/12129 PCT/JP92/00002

-2 -

it BEEFA2SCE22EETAIRICHSM, COLIRS 7 v FRiT
524 MESHIICOWTIE. £2<LIHEZN TV,

¥ B O HF
FEFEITEMRK [I] CTROSZEEVBLITEZDEELZOTIRFOS
Bk LTO—HBX [I] TROENS{LEMB LU ZOEEICET 5,

X0 X
RSS—A o (1] RS- A ° I
R4 C— RZ R4 » R1
Sre "

[, R' BLUR? BE—DFREFER>T. kFEFLLRREETLF L
EZTRTo

R® BLUR* HE—DFERIEERZ>T. KREF. EETLVFIVE. HILKx
YNVEERIEETN XV ANKNEETRT,

R® BLURS FR—DFIEER> T, KFEEF. BRFZLFLE, BRI
VB, BBTNA/ANE T2 VERTVENE, 7T ALR=L
B MFNEELETISLFOESZVEERL, Z7 2 VEHTLFIL
BEBLU 722 VANKZNEDT7 2 = VIRZEREZ VX ILE, BE7LI3Y
§‘Auﬁyﬁ¥\w»$#9§$tdﬁﬂ7w:#9ﬂ»ﬁ:»§?ﬁ@én
TNTH LW,

XEBMERFEIEINRT 2R T,

R” BAZEREF. BEZVFLVE BRTLVIAFVE, 7= VER7 VX LE
FlE 72 VBR7 N IXVEERL, ZERTLXLEEALEXVILE,
BEETNIAFVALNRZNE TI/)E BETVRALTI)E, BHET7LOx
YANKZNT I/ BELIT Tz VERETVXALT I ) ETERIATVTD



WO 92/12129 PCT/JP92/00002

-3 -

FL ERET 2B TLEVE, 72 VEET LIS VES LY T = =
WVERTVFNTI)ED7 = = VBRESZT VX LE, BEZILISFVE. A
U7 YEF ANREVEZRBEETLIX VALK VB TEBRIATNT
PN

AREHELESROEBETLEL VETT. LTFEC. ]

FETHRELRIN—TRSORELCHETA L, BEILFLLE. X5
Vo ZFL TOEN ARV AVTOEL, t=-TFLED 1 ~6EDE
FRTZETH2EHEEABDOTLXLETRL, BRI =L Lt P=
Vo TNy AFLZVNEOD_ERAA2EU 1 ~6BOREETFAETAEN
REARDT Ny = VERLU. BRZNA) A LEF. PEFL., Tut=
M NEF ANy AVTUEF ), ENUAVED2~6BOREEFEE
TOEHEILRARDOTLA /A NEFRL, BHFLI2VLiE. A+
Vo ZEEYTUREIYAFUNFFY, AVTURFY, t-T o
DI~6EOKERFEETIEHE I AKEOT LISV EFL, BET L+
LYVER AFLY ZF LY, PYRAFLY, FEIAFL Y, NEYAFL
Yo (UAFN) AFLY, (VZFN) AFLVED I ~6EDREEF45
TOERILRARDOTALFLVERL, NUFVEFLIE T v E, 55, &
®. IVEETFRT,

BREEUTIE. FhYDAE, AYYAE, ALYy AL, RT2XVI LG,
HebiE. BMHE. WBHE. ) VEME, AMHE. YL A VESE. ToBHS. o
VBIEEOERYL L THESIhAEEMSBIFO NS,

AERLEY [ 1] ORRBZEREE.

RSS-A 6 RS —A
+ R°SH —e 1
R3 4—-Z HaqR
: R1 (1] |

R4 R R4 C—Re

(o] : (1]



WO 92/12129 PCT/JP92/00002

-4 -

FERRRTEDSNB LS. & (] TEbEhaLa L (1] T
DENBFF—ILAMORIRBIC LS HETHB, ZOMIRIGEF F—I1
&M - ERAOHIRGICEN SN2 R ENSHRETEEICRET 50485
BN, n=TFNV)FILAZORERHNS L AL—XITEFTT 2,

X SBERTFTROINALAY. ThDES 2 L VLAYOEA. 3 [IV]
TROEINAEYERARS A HERLL>THEZIT LHTE S,

OH COR®
R
RSS—A Re — 1]

R® R‘ gpe

(V]

[, R® 473/ EERESRT LIS VEETF. BTAL. ]
ZHODORIGIRBWT. R® £#/2ZR® BSHEDRERL LTHWSHZE
sicid. EEENSNES HEOREBEORER A THEORE TRET
BT LHSTES, 2R, BONBILAMSFI—ILLAMOBSIE. RS
£R® THELLE (BL. AZEETERC) 2MASNGHETRE S
ToHEW. £f. XHNR' #RU. R7 #NHEQEREEL L THNS NS
Bici. BEAVSNEN HEOREEORIES 25 M\ THAOBE TRET
Bz LtTED, £z, R SEEELETS7 Y BAACHA. BEORE
BOREAEEANTHEOBETRET 52 AT 5,

$1. BONBILAWH, TAFLERXEGEAE. BEOFECL 0 IKSE
U. ANVRVEEEBELTAHZL0TES,

Kic. AREMETHEE [1] TEDEINHILANOREHZARL— b
FRIRT.



WO 92/12129

1) 52 b ket

RS~ A-CHO + —
COOR?°

[VI]

(V]

b)

R9

VI 4 R COORTo

" Rt12

[IX]

R®

[———

~ PCT/JP92/00002

OH COOR?0

RSS-A N

(v

o

Rss-A‘(_zo

(vir]

O

RSS-A 0
‘L\ggn

R12

R5S-A 0

R12

[X]



WO 92/12129 PCT/JP92/00002

_6_
c)
R85 — A—¢ N0
9 —_— -
VI + R~ oomio —(_7‘
[ X} [ X ]
R1
0=C  [XIV]
\Rz
Y
o) _
RSS - A o
R1
Rz
[XV]
d)
o)
HO—A +~  CHy—S—-0-A
R! S
RZ
OH [XVID] R2
[XVI] '
R5SM
/
RSS—A o
Rz

[XV]

R!

Rt



WO 92/12129 PCT/JP92/00002
-7

[XF, R® @NOFVEF. RHEEHTLFLEATT, RUBLUR %
TNENR' ER? £11IR® LR ITHY T3, LTAL. ]

LERGIRBNT, R [VI] TROSND{LAMITBEEL T, BaEl < Td
SN

E5it. K [VI] TROEhB{Layid. R[] Ofbaic@ o & 1<
E# (] ?ibéﬂé%?-)b{té%%}iﬁié%éi&&Ciof%i%ﬁﬂﬂ:
B 1] eTazemTes,

2) 22% LtEH

a)

RSS—A—CHO + NH;-R” ——= RS5S5-A—CH=NR’

[V] [ XVI ] [ XIX]
R?
i
R N 0
[XIX] + — RS-A
COOR10 R3
Ré

[VI] [ XX]



WO 92/12129 - PCT/JP92/00002

_8_
b)
R7
| N
S RSS_A @)
R
RQ
[XXT] R12
COOR!0
[XIX] 4 R
R12 o
t
[IX] N
L. RSS-A 0
R11
[ XX ] R12
c)
R?
[ XIX] + Rg\/\COORw _— _RSS—AvO
[XI] [ XX |
Rl
o=c’ [XIV]
\R2
Y
R7
N
RSS-A 0
H1
RZ

[XXIV ]



PCT/JP92/60002

W0 92/12129
— 9 —
d 7
) fl:? o ?7
N CH;S0,Cl
- 0 o2 1
HO-A — CH;—S-0-A N0
R 1 _(ggl
0]
R2 R!
OH [ XXVI1] R2
[XXV]
RS5SM
'
R?
I
RSS—A—r’ N0
—ig§lm
R2
[ XXV

A X OILEME, BRSESZBAITEEL TRORSICAT 2 0hsi

LW, BESESTR2VGES, BRERA ¥ TRORGIH Tz LasTa

%o
iE@ﬁEE;ofﬁéﬂtké%u\ﬁ&m&@ﬁﬁwﬁ&ﬁﬁt?%:t

MWTED,
FRELEY (1] BT (1] RIAEEME, SEBRESEELES

B, FhO L TERE IS TN A,
ARBICBT2LAMOELIILITORICES.,

.(12:0 L A-TEUS e
3

4(_2=o . A=TH )y

3



WO 92/12129 ' PCT/JP92/00002

M. LEOEAMOEHIBNT, YA, FIVALE. 2L 4ROERE
BELVA. FTYAOBBIRSELDETL, ERBRNEEEYR - FS Y
2ZDEREMELFFNSOBABRPBEEIN TN RZNLDETRT,

RS (1] @94 L) VEEEATRL., REFLSECANRES,
B OREEEIERT ARROBRENL L TERLLOTHS, MR TEE X
haHL L) VL. QEDOTI/BTERINANRTF R, @RIV T Ly
5 AR TRBHDT, EF LRt r BES €A ERTC LA5%5
SNTHD. BERLDHSABERSICENZEY L2 3 TElSTEINT
AT

L Lanss, ¥4 41 Y EBROBIIGAT 510 E 1 OBBESSH 5, 22

TEREEZE. F45) YOMEREEFICEE L, BLOFEEAYE AR
LT EOMBAHEREL LR, BHOEERROECRTEI. HEIHE
BEF&at52 b VvERidS 25 MEAUBENY A b VEEEETRL, &
BEALPHCAERES, BrORERRCERT 2REOBBEA L L THRT
HBHZLZRNHEUT,
GEERCREETAEEEEOLONH Y., HITIEEEEY) Yo F, Bl
. B, £5%x) 57 -T2, BEREEERLE, Evy-2707) vl
FEEHSEF SN, KEELEY [1] BENSOELOERIH L TERTHS
CEBEFEN S,

FEELAY (1] @Y L) Y LAR BRIV TLy 2 AEFBLTH
RERTHLEZAONSY, RRRERTHWAEIE., EEARFETAHED
BHAFIFAL, 2V T Ly 2 ARHHEELC LLTETH ). -8t EmHs
DEHEEFE/ELTH L0,

FEELEY [1] EROLAEEROBET 52 LB TES, BEHEL L
TEEHE, AT RUEL BT eAEL EHEIESET SN, EEORESEL
LTRE SN TOA AR TEENL T 5 2 LB TE 5. Bl 58, &
CVEL Bh T LE, BRAZOROME, SESLT, L FrTy.



WO 92/12129 PCT/JP92/00002

WRTIU—2, EHHEOHER, 257 ) Vv 20 Y A, 9»7%@@
RE. eFax>y7oeitilu— —A RJEZEQ Y FUS0iEagl. 4L
REVAFILELT—2 ﬁ»z&A%@%%m\th#y7Dt»x%wﬁ
Au=2. z7ud—), ¥)aVEE%EDa—7 4 v 78 €I F VKB
&E&%mmT%Mk?%;&ﬂféé REBILER, FIBZIC & 0@EER
TNhAHH, BE1IHImg~1000me. FEL<WEImg~200me®
1B 2BHECOFRSTAIE LU,

[E5tEf1]
241
5—Ny9w%?—4—tFD#V—S—X%w—2—X%vy«#ﬁV@
AFVIZAF N
BB —2oon (5. 00g) OTHF (50m1) BiBRICEETES Tk
WHERBLZS, 2 - “RYINFF=2=-XFNTUEFT VT LFE K (3. O
Og) BLU2-TJuExFL72 ) LB AFVZZFIL (1. 86ml) @
Thoekurz5y (THF. S0ml) BREMT T 5. WFRTEKATT
307, SSIERTABMIEBT 2, RIGEIEFIEL 7 v £ = sokisi (
100m1)%Ma1—7me$T6 FREZREAREKRTHREL. BkiE
@%bUﬁATEA%ﬁEEmTéO%6&6@&%%9Uﬁ%»ﬁiAauv
hTREL. BiEams. 60g (79%) %#E2,
IR(film,cm”)344o,1718,1628,143K
1200, 1144, 709
BEH 2
N—[2—(4—%##9Nva%?)—2—%%»7UEU?V]N39
V7 Iy
2—(4—%%#9Nva%#)—2—%%»7DEXV7»fEF(6
OOg)@Nyfy(60m1)@@ﬂ%b#15~9*7(4A,Sg)ﬁi



WO 92/12129 - PCT/JP92/00002

URYINTIV (3. 15g) ZINAERETERTS. RISEEAZERTISI
5EFRIERL %58 T 5. 2WEBERHELUIZL(LAYE. 38 (EEM)
Z185,
IR(film, cm™') 2960, 2924, 2836, 1653,
1611, 1513, 1453, 1301, 1249, 1175,
1034, 733, 699
ERlA#EZ. 2562 LERICEEL TLUTOLEMEE 2.
N= (2=ARUYINFF-2=-AFNTUEYTV) XVINTIV
IR(film, cm™) 1654, 1602, 1494, 1452,
1363, 1028, 697
N= (2= RYINFF-2-AFNTubTY) —4-X XTI ANK
ZIWRVINT IV
IR(film, cm™) 2964, 1721, 1655, 1435,
1279, 1107, 756, 708
RYIWNFATEINTLNTER FFVAH 0-RUINZ-FI
IR(film, cm™) 3029, 2920, 1495, 1453,
1415, 1366, 1311, 1209, 1070, 1013,
916, 736, 698
RYINFXTELITUTEF FXVA 0=AFLVI-FI
IR(film, cm™) 3028, 2937, 2817, 1494,
1453, 1414, 1088, 1071, 1030, 915,
770, 700
N= (2=RYINFF-2=-AFNTuYFV) T bFIAHNKZI A
FINT IV
IR(film, cm™) 2974, 1745, 1659, 1495,
1454, 1367, 1338, 1189, 1127, 1061,
1030, 713



WO 92/12129 PCT/JP92/00002

N= (2=-RUYUNFF-2-AFLTUEYFY) =5 - (tert—7 h &
YANKZNTI)) RVFAT IV
IR(film, cm™) 3357, 2970, 2930, 2859,
1713, 1657, 1514, 1454, 1365, 1249,
1172, 712

St 1

A= (L =RYINFA=1=AFLNIFN) =2=-RAFLy—4-T4 )
B ({k&%1-1)
2=RYINFF=2=-RXFNTUEFTVTLTFLER (3. 268) OTHF
(80m1)@@Rﬁ%i(ﬁ@mr%@ﬁbtbw\2.56g)£;0¢§
DIA-KZMX. CORBIC2 ~TUERFLT 2 1) LB AFNIZAFIN (3
+ 00g) OTHF (20m1) BHAERT T2, BERELYTooREREA 3
%%%ﬁ%\t?%b?%ﬁ?éo5ﬁml-i»%m2\*\mmfﬁmﬁﬁ
RTHEL FKRHFET b Y Y ACHSEBRERET 2, BoN2mEyES Y
ATNAT K0T THEIL, EEEAM4. 31g (97%) %282,

IR(film, cm™) 1761, 1454, 1333, 1280,

1256, 1122, 998, 985, 711
FREg X, Rkl 1 LABICL TFRtaEE2.,
4—(4—%##9Nva?#X?W)—2—%%&7—4—79/UF
(ka1 -2)

IR (film, cm™) 3000, 2928, 2836, 1766,
1610, 1514, 1464, 1440, 1301, 1242,
1120, 1031, 834, 812

4= (1 =RYFLFt=-1=-XFLIF)) —2-XFLv-4-TF%)
VK ({ké¥1-3)



WO 92/12129 PCT/JP92/00002

IR(film, cm™) 3057, 3019, 1766, 1444,
1280, 1120, 755, 701
4-RYINFFAFN=2=RAFLY=4-TH /YR
(ka1 -4)
IR(film, cm™) 3028, 2920, 1770, 1664,
1601, 1494, 1454, 1337, 1121, 1014,
703
4—tert—TFNFFARAFN~-2=AFLVv=4-T5 /)Y K
(k&1 -5)
IR(film, cm™) 2961, 1763, 1365, 1278,
1159, 1120, 1010
4— (1-tert=TFNANKRZNFF =1 - AFVIFN) —2-AF
Ly=4-J5)9Fk ({tAH1-6)
IR(film, em™) 2971, 1771, 1724, 16786,
1123, 936, 810
4= (2=-RYINFAZFN) =2-AFLY=4-TF/)J K

(ka1 -17)
4= (3=RYINFFTUEN) —2-AFLV—-4=-T% /YK
({ta¥1 —-8)
4= (4-RYDNFFTFN) =2-AFLv—-4-T5 /YR
(k&1 -9)

4= (1 =AFN=2-RUYINVFFIFN) =2-AFLv—-4-T%)
Y (kA 1-10)

4= (1-FN=1-RUYINVFFTUEN) —2-AFLrv-4-T%
JYk (kEéH1-11)

4= RAFNFFAAFN=-2—-AFLV—4-T% /)R

(ka1 -12)



WO 92/12129 PCT/JP92/60002

4=TIVNFERFN=2-AFLY=4-TF% )k

(a1 -13)

4= (4=AFIRYILNFFAFIN) —2=-RFLV=4-T% )Yk
eem1-14)

=l 2

4= (1 =RYINFA=1=RAFNIFN) —3=-A R FVALEZ -2
= XAFLY—4-T5))F (a2 -1)

ERTHIT. EOK (EBITEELLEZLD, 0. 67g) OTHF (1
S5ml) MEBREIC, EREBUAEHS, 2-RYILFF-2-AF ) Tur s+
YT7UTER (1. 00g) ®THF (5m1) &%, KN T2-TOEAF
N7V YAFLVIATL (1. 28g) OTHF (5ml) BsiETs
5o RUDBZSOIZ1. SEHMERERL 2%, 8IS T V2= akEn%
MAs. ZORBEBEE, €74 FTHBL. 2BEHETF L CHET 2,
FHEEZ 1 NEB. K, ROTHEAREKRTRSEL, BB 72v 9 ATERE
% BERET 2. Bo02ERMEY Y AX VAT Ao uv FCREIL, &t
IL&#0. 63g (38%) #82,

IR(film, cm™') 2970, 1769, 1731, 1668
1496, 1437, 1386, 1340, 1230, 1144,
1094, 1026, 1002

Ehifl 3
4—(1—&?9»%#—1—%%»1%w)—2—1%U?V—4—77/
Yk ({E&H3-1)
BLU _
4= (1 =RYINFF =1 =AFLNLIFN) =3 RAF =2 =XFL Y~
4=7%/)F ({t&H3-2)



WO 92/12129 PCT/JP92/00002

_16‘_

EETHEST. BAK (ERICTEE LD, 0. 77g) OTHF (2
Oml) BBEHIC. BEREAYTRYS30OCETHERELDD., 2-XUI L
FA-2-AFATUEFTYTLTEER (2. 00g) DTHF (10m1) &
Wh, WNT2-JUEAFLIZUbVE AFLVZATIL (2. 19g) OT
HF (10ml) BHZHET 5. RICEZSSICERT—RTERL 2%, 270
L7 VB AKBEEMAS. CORBEELSA FTABL. 2WEHRT
FLTHET 3. BEEL 1 NIEEE. K. RWTHIIREKTHRER. B/
2V LTERL. BEBETS. BohsmikaEY Y A5 VA5 60a< b
THEE. BEL. ELtaYrEs.

Ehfl 4
4=FECFNFFAFN=-2—-4AVTUEYTFY—4-T% /)Y K
(b4 —-1)

1) 2= (1—-EROFY=—1-AFLIFN) —4—ERUFVYAFI—4

~7%/)YF (0. 45g) OEEAFLY (8ml) BHEIC, KISEHTHY

IFLTPIV (1. 43g) DEAFLY (1ml) BEE. KOTAY VR

k= oul)k (1. 01g) OIEAXAFLY (1ml) BEREMA. KBT

XS 2EMERT S, RIDEZ 2700 RVATERL. K. RWTHEIEEK

THRET 5. ABEZEKEERS N v ATEERR. BEBHRETS. B5h3H

KEVYATVAT LT P TREL, Tidta®0. 36g (60%) %

&5,
2-AVTUEYTF Y =4 - AIVANEZNERFVAFN—-4-T5 )Yk

mp 50. 9-54. 8C (Ff=F)Il - n-—-~FHV)
IR (KBr, cm™') 1740, 1665, 1349, 1173,
983, 956, 938, 822
2) FETBON2-A YV TUE) TFU =4 - A9V ANKZNAFVAF
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W—4-T7%/))F (57mg) BLUFAHE (39mg) OEADMF (2
ml) BRIC, KGEBRTA) O htert—7 b2V F (29mg) 2MAEET
—HEBT L. RIOREHBELFILTHERL. K RO THEISEKCHET
b, BREZEKMEET LY Y ACHRER. BERHETS. Bohsmkds
VATGNVAZLZa< b THREL., EEa (kA4 -1) 25me (48
%) 2185,
IR(film, cm™) 1747, 1694, 1667, 1268,
1189, 1134, 1025

EHtfl 5

N=-RYIN=4= [1= (4=AMFYRYILNFF) =1 =XFNIF)
] =2-XFLv—-4-T505205 5 ({LAYE-1)

HEK (BETEMELZbD. 4. 75g) OTHF (75m 1) B8
N=[2= (4=-RAPXFIYRVINFE) —2-AFLTULYFV] RV
7IV (7. 60g) BLULEDI-F#AIZ6 0CITED. IRVWT, COR
JGBIC2 =T OEXFNT Y VB AFNIZAFL (4. 77g) OTHF (
25ml) BEEETT 2. MTRTH L SOMER. BEAETREERE:T
WY 5. RIDEZELS A FTABL. 2BABERETS. Bohsimkys
FEBE - FLITHBRRL. 1 NIEBE. K, RO CHEIMIRIEKCHE L, BAFESF F
VU LATRREBERNET 2. BohsEE% AWMU, ELAWE. 92¢g (
7T5%) 2185,

mp 87. 4-88. 5C (n—=~*H4V-FEHIF))
IR (KBr, cm™') 2968, 2932, 1690, 1663,
1610, 1511, 1407, 1292, 1244, 1178,
1147, 1023, 913 ,
FErtz82, EMfo LEABIL TTRtawsE2s.
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N=ARYI=—4— (1 =RUIVNFF-1=AFNIF)) —2-AFL
v—4-T5v505 5 ({LAHE-2)

IR(film, cm™) 3028, 2969, 2927, 1692,
1663, 1494, 1413, 1288, 1121, 921,
810, 703

N=ARYIN=—4=RIVDNFARAFN—2=-RAFLV=-4-T5V50%
A (k&85 -3)

IR(film, cm™) 3028, 2917, 1689, 1660,

1494, 1417, 1294, 1242, 703
N=-RYIN=4— (2=RYINFF=-2-AF)7T0bt)l) —2-XF
Ly—4=-T7%v50% 5 ({kE¥5—4)

IR(film, cm™') 3018, 2932, 1680, 1660,
1442, 1426, 1367, 1316, 1288, 1221,
1213

4—RYINFFAFN=N=-AYVTOEN=-2-AFLV=4-THV7
755 ({L&¥H5-5) ’

IR(film, cm™) 2971, 2930, 1684, 1660,
1494, 1454, 1413, 1363, 1297, 1216,
920, 703

4— (1=-RYINFF-1=AFNIFN) =N-ZhFTYHNRZIA
FN=2-RAFLY=4=-T5v50% L ({L&H5-6)

IR(film, cm™) 2977, 1745, 1698, 1664,
1495, 1425, 1290, 1199, 1026, 924,
810, 714

4- (1 =RYINFF=1=AFNVZF)) —N— (5—-tert—7 FF¥
ANKZWT I I)RVFN) =2=-AFLV—4-TIV575 A
({t&#5-17)



WO 92/12129 PCT/JP92/00002

IR(film, cm™) 3337, 2973, 2931, 2863,
1681, 1518, 1454, 1365, 1250, 1173,
919, 712

N—(4—Xh#9w»ﬁ:w&va)—4—(1-&y9»%z—1—
AFNIZFN) =2=RAFLY=4=-TE5V52 95 (kA5 -8)
mp 97.0-102. 1¢C

IR (KBr, cm™') 2959, 1714, 1684, 16586,
1281, 1111, 716 |

N—Ny9»¢#9-4—&y9»%?X%w—2—X%uy—4—7¢y
5255 ({t&#5-9)

mp 74.1-74. 9C (AV7ublz—7))

IR (KBr, cm™) 3030, 1701, 1658, 1492,
1454,1397,1290,1020,913,76&

702
4-Ny9»?XX%»—N—Xb#v—z—X%by-4—7§757ﬁ
L ({b&¥I5-10)

IR(film,cm”)2936,1715,1661,160&
1494, 1428, 1288, 1034, 947, 798,
770, 704

N—Nva—4—(B-Nyyw%?7uﬁw)—2—%%&)—4—7
yVI05h ({LAHS5-11)
N—my9»-4—(4—&y9w%¢7%w)—2—X%vy—4—79
¥227%h ({t&¥H5-12) ,
N—&y9»—4—(2—&y9w%?—1—x%w1%»)—2-%%&
S=4=T503055 ({LE&M5-13)
N—&va—4—(1-&y9w%¢—1—1%»7Ue»)—2~x%
Ly=4-7%v52%50 (kA5 -14)
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N=ARYUL=—4= (1=AFLFF—1=XFNIFL) —2-AFLY
—4-T5v505h ({LEH5-15)
4— (1=FTVWFA=1=AFNIZFN) —N=RUIN=2-XFLV
-4-T5v52%h ({LAHS5-16)
N—ARYIN=4= [1= (4=AFIRVINFF) =1 =AF)VZF)L
] —2-XAFLv—4-T9v50%h ({LtAH5-17T)
« N= (B=ARYINTIIRVFWN) —4= (1 =-RUINFF-1-AF
WIFN) =2=RAFLY—4-T5V5205 5 ({LEHE—-18)
4— (1 =-RYIVFF—1—-AFNILFN) —N— (5=IUAFITI)
RYFN) —2=-RAFLry—4-T5v50% 5 ({L&HH5-19)
N= (BE=FI/ARVFN) =4— (1 =RUYILNFF=-1=AFLZFN
) —2—AFLY-4-T5VS505 5 (ILAM5-20)
4= (1=RYINFA=1=AFNIZFN) =N= (4=AFLXUI)L
) —2=AFLV—-4-T5v505s ({LAHE-21)
4- (1 -RYINFA-1=AFNZFN) =N= (4—-APFIYRVY
V) —2=AFLV—-4-T5v505 L5 ({LAH5-22)
4= (1=RYINFF=1=AFNZF)) =N— (4=20uxryIj
) —2=AXFLV—4-T5V505h ({LAH5-23)
4- (1=-RYINFA=1=AFLIFL) =N= (4=AFLRVYIL
F%Y) —2=AFLV-4-T5V575 5 ({LAHE-24)
4— (1 =RYINFF=1=AFVZFLN) =N—- (4=RAbFIRVY
WFFY) =2=-RAFLV—-4-T5052% 5 ({LAYE-25)
4= (1 =RYINFF=1=RAFNZFN) =N- (4=20uxvyji
TxY) —2-AFLV—-4-T5V5055 ({LAYS5-26)
N=ARYIN=2=AFL Y= (1 =P FLFFt-1-AFLZFN) -
4-75v5205h ({LAYME-21T)
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Ehtifl 6
N=ARYIV=4= (1 =RUVINFA=1=AFLIFIL) =3 -AbFY
ANRKZN =2 =RXFLY=4-T5US505 A ({LAHE6—-1)
EXFHEIT. ERR (EBICTERLELEZD, 0. 68g) OTHF (1
5ml) BBRIC, BIREBLAMS, N= (2-RVUINFF -2 —AFIT
UEYTY) RVYIULMTIV (1. 42¢g) OTHF (15m1l) @ik, kW
T2-TUEAFNTIINE PAFNVZAFAL (1. 28g) OTHF (10
ml) BRZHET TS, RIDHEAXSIT1. SEEERENL A&, 8iEl T
YEZU LKBBEEMA B, CORBERBHE, €54 FTAEL. ARAHE
IFVTHET S, BEE%L 1 NIEEE, K. RO TEISE K Clgig. Bt
73V LTHERL. BERETS. Bon2BRMEV Y HZLAS A0~
hTHREL. EtehaEs,

Sl 7

N=ARYIN=4—- (1 =RUINFF -1 =-AF)LIF)I) —3=RF),—
2=AXFLV—-4=-THU505h (LAY T-1)

BLU )

N=ARYIN=4= (1 =RUINFA-1-AFLIF)I) —2-2FY5
V=A4=-TEV505h (ILEHT-2)

EXREIT. BHK (EBICTEMLLZLD, 0. 53g) OTHF (2
Oml) MEBRIC, BETHEHTLMS 3 0CIHHETHERLSD., 2-ToE A
FloubvB AFLIATFL (1. 50g) OTHF (10m1l) &%,
RKWTN= (2=RYINFF=2=AFLTUEYFY) RVYLTIY (2
- 00g) OTHF (10m1) BEAHTT5. KISHA S SIERT—HR
BURR. BIELT Y E=D AKBEANX 2, COREELSA FT28
U, 58NS FLTHETS. HEL 1 NIER. K KO CHEIOREKT
i, BT 2V ATERL, BERETS, BONsMENEL Y 44
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-2 92—

LAShvuvw NTHEE RBRL, E{tAHMT7T-1%1. 03g (40%) .
EE LA T ~-2%0. 48¢g (19%) 185,

(k& 7-1)
IR(film, cm™) 3029, 2967, 1692, 1660,

1454, 1418, 1306, 1191, 1123, 927,
810, 704
{t&H7-2)
IR(film, cm™) 3028, 2969, 1673, 1454,
1410, 1250, 1121, 958, 744, 704

EhEfl 8
2, 4=FRA (A—APFYRVYINFAAFN) —4-T% /) J K
4-ARFYRYINANATSY (0. 47Tml) OTHF (6m1l) &
2. BEEZHEST - 78 CIETHEBELAZMS, 1. 6NOn—-TFLYFUL
/n=~Fx¥Y (0. 18ml) . KNT4— (4=APXIYRVINFFAF
V) =2=XAFLv=-4-T7%/)YF ({k&¥®1-2, 0. 7T6g) OTHF (
Am1) BEAWTL. HFRTH-T8CTE5I 1 SAMMILET 2, RIH
REHELT7 Ve AKBEEMAZBREZ TRURE. I NEBEEZNABEL
UREBE = 7L CHIE T 5. HEELZK. KWTHEASEKTHREL ., BKRES
MY YA TCERERERE UERAYE2ERERI L LTRS (YARBLT
Mo UABOEREIF2. 2:1. 0) .
YAk (ka8 -—-1)
mp 77.5-79. 2C (n—~FHY-FBILFIL)
IR (KBr, cm™') 2912, 1763, 1609, 1514,
1458, 1445, 1306, 1242, 1177, 1025,
994, 835, 824
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P2V A (L&H8~2)

mp 67. 1-67. 8C (n—~F4v-FitzFI)

IR (KBr, cm™') 2936, 2908, 1762, 1600,
1514, 1457, 1445, 1305, 1242, 1176,
1026, 836, 824

RE 2B, ZHfl8 LRI L TTFibAM%E 2,
4= (1 =RYINFA=1 = RAFNIFL) =2 =RYINFFAF )L —
4-7%) 1)K
YAk ({LAéHm8 -3)

IR(film, cm™) 1768, 1601, 1495, 1452,
1169, 969, 733, 703

POV ({LAH8-4)

IR(film, cm™) 1765, 1601, 1495, 1452,

1186, 1158, 997, 733, 703
4—[1—(4—Xb#y&y9»%#)—;—X%»l%»]—z—(4
—APFYRVONFAAFN) —4-TFH )y R
VAR ({tdH8-5)

IR(film, cm™) 1770, 1610, 1512, 1464,
1301, 1246, 1174, 1032, 834

POV (k&8 -6)

IR(film, cm™) 1758, 1609, 1515, 1252,

1235, 1167, 1031, 846
YA=2, 4-ER (RVYINFFRFL) —4~FH )
(ka8 —17)

IR(film, cm™') 3027, 2919, 1770, 1601,
1494, 1453, 1346, 1169, 1011, 917,
770, 703
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VA=A = (1 =RYINFF=1=AFLVIFN) =2 =RVINFF X
FIN=3-APFVANR=ZN=-4=-T%.) ) K ({L&H8-8)

mp 84. 8-86. 1C (n—~FHV-FBzFI)

IR (KBr, cm™') 2969, 2931, 1767, 1721,
1602, 1494, 1454, 1439, 1326, 1261,
1186, 1167, 998, 698

VA=4—= (1=PMYFUNFF=1=AFNZFN) =2~ b JFLFFA
FN—4-T5/)YF ({L&¥8-9)

IR(film, cm™) 3055, 1775, 1594, 1490,

1444, 1166, 742, 700
2, 4—ER (tert=TFNFAAFIN) —4=-T%) YK

(fkams—10)

IR(film, cm™) 2961, 1775, 1460, 1365,
1198, 1161, 1008

2—tert—TFNANKZNFFAFIN—4— (1 —tert—=TFLALK=
WFF=1=AFNIFN) —4-T%/)) K ({t&Hh8-11)
IR (CHCla:, cm™) 3019, 2972, 1771, 1723,
1676, 1477, 1367, 938

4= (2=RUYINVFFIZFN) =2=-RUYINFFAFN—4-T% )Y
k (k&8 -12)

4= (3=RUYINFATUEN) =2 =RUINFAAFN—-4-T% )
VE (ka8 —-13)

4= (A=RYTNVFATFN) =2 =RUINVFFAFN—-4-T% )
F ({t&#H8-14)

4= (2=RYINFFE=1=RAFNIFN) =2 =-RUINFFAF) -
4-7%)YF ({t&¥8—-15)
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4= (1 =-RYINFF-1-ZFVTUEL) =2 -RYULFFAF)L
—-4-75)9)F ({ltAH8-16)

4= (1 =RYINFF=1=AFNLFL) —2- (1 -RYYLFFT
FN) —4-T%) )k ({L&YW8-17)

4= (1 =RUYILNFF=1=RAFLIFN) =2 -RYUINFFAF) -
3=AXFN=4-T%5 /YK ({tA%H8-18)

2, 4-ER (4=AFMRYINFARFN) —4-T% )Y kK
(t&Hm8-19)

EtiRe
2, 4=ERX (AWATIAFN) ~4=TH )Yk
1) 2, 4=CRA (4-APFYRVINFIRAFN) —4=TF5) )k (v
A FIVAREY. 2. 40g) A%/ - (30ml) BLUTHF (
10m1l) ORBIBBL, COBRIKBTTVEZTHA%3 0HMEEL
6°&mﬁ%—&iﬁ?ﬁ#ﬁﬁE%ﬁTéo%6&%&&%%9vwf»w5
LAZ7uv b THRRL. TiR{LAH2. 36g (94%) %#82,
4-EROFY-5— (4=-APXYRVYINFS) 2= (4=-APEUR
SINFFAFN) RVFUTIER
IR(film, cm™') 3340, 3192, 2912, 1664,
1610, 1511, 1439, 1301, 1245, 1178,
1032, 832, 735

2) LEOTIK (2. 36g) OTHF (8ml) BRARGT VE=7 (
50ml) ZMA, ERFESTHBLANSLEF M)A (0. 75g) %
DBIOMAD. RIGKRTHIEILT YV E= D ARMALS. 7V TP ABE+
éoﬁéwTHF(IOml)82Nﬁﬁ(l®ml)%%i~ﬁ§ﬁ?ﬁ#?
5. RIDBZBERMRL. BB L CHET S, BREEK. RO CHIILE
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KTHEEL. BAEBS MY O ATERRBERE T 2. BohsmikPzEy )
ATNAZ LT b TREL., EZZtAMOYAHEK0. 16g (17%) . b
SYAK0. 16g (17%) BLTEAHO. 19g (20%) #1585,
YA (lk&Ho—-1)
IR (film, cm™) 2936, 2564, 1770, 1449,
1416, 1349, 1296, 1168, 1008, 953,
897, 728
P VA ({L&H9-2)
IR(film, cm™') 2936, 2560, 1763, 1417,
1350, 1289, 1167, 1034, 987, 959
FERE=E2, Mo - 1) LERIEREL TTEEAMEE.
B=RUYINFF=2-RVINFEAFI—-4—-ERuFy—5-AF)A
¥HUTIF
IR(film, cm™') 3336, 3192, 1666, 1602,
1496, 1453, 1299, 1070, 702
RN, EEfl9 —2) LRRICBIELTTR{LAYEE 5,
4= (1 =ANWATP=1=RFNIZFN) =2=ANATMAFN—4-7F
4/ JF
YAk (L&Y -3)
IR(film, cm™) 2564, 1767, 1462, 1347,
1193, 1168, 1003, 974
o YRk ({LaH9 -4)
IR(film, cm™') 2560, 1767, 1459, 1344,
1165, 1049, 1003
FE#lz8x. ZEmflo-1) BLU9-2) LEABREEL TTMLAY%
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4= (2=XVATPIFL) =2=-RVATMAFL—-4-F% )1k

({t&#H9-5)
4—(3—%»ﬁ7h7DE»)—2—%»ﬁ7b%%»—4-77/0$
({t&#Hm9-6)

A= (B=RANATRTFN) —2-ANAT R AFN—-4-TFH )1k
({t&%9~17)

4= (2=ANATP=1=RFNIFN) =2 =AVAT FRAF -4 —
75/ F (kAo -8)

4= (1 =ANATP=1=-ZFATUEN) =2-ALhT rAF)L—4
-7%/)0F ({tAH9-9)

4= (1=AMAT b =1=AFLIFL) =2~ (1=AlhT hLF )L
—4-7%/)YF ({tA®H9-10)

4= (1 =ANATP=1=RAFLNZFN) =3 =AFN=2—A ATk
AFV=4-T%) 1)K ({L&¥HO-11)

RiEFl 1 0

4= (1 =RYINFF =1 =AFNIFN) —2-RYIVLFFRAF -4
-7% /K
RNYINANATSY (0. 40m1) OTHF (5m1) @ikic. T=5HE
ﬁT*%ﬁ#b&ﬁa\1.ern—7%»Uf7A/n-«##y%ﬁ(o
- 10m1) MR, 5AHE - RYYNFA -4 - RUFY—5 - X5, -
2=AFLunxH U AFNVIATIL (1. 00g) OTHF (5m1) &
ﬁ%%iéoﬁm@%é6wlﬁﬁﬁﬁﬁ\@Wﬁk?y%;vAmﬁﬁ(lm
l)%mz\1—?»?%&760Eﬁ%%ﬁ*ﬁ@%bUﬁA?%ﬁ%\WE
%m?éo%6hé%ﬂ%&9Uﬁ¢ww5A7uvhT%ﬂbT@ﬁké%@
YA®O. 83g (63%) . F5VRHB0. 415 (31%) %82,
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VAEB LU NS v AKROYMTEILERE 8 THOoN L&YW 8 -3 BLTMES
M8 —4DYELEL THo1z,

=l 1 1
VA=4 = (1=-7CFNFF-1-AFNIFN) —-2-TCFLFFTAF

V=4-7%)JF (k&1 1-1)

VA=A = (1 =ANWATb=1=-AFIVIFN) —2=RANVAT MXF)—
4-7%)0FK (k&9 -3. 0. 102g) OE{kAFLY (3ml) BE
CEZRFHITKMBERLESS, PZFLT7IV (0. 20ml) BLUE
{t7EF)L (0. 10m1l) %#Mx 3 02HEEN_T2, RILEEZBINELT V£
ZYAKBE (30ml) RAWZ—FATHET 2. HEEL8a0Et7 v+
=7 WKBHE, RO TRMEEKTHREL., BRI MY O ATEEE,. BE
BET 5. BohdmikEEY Y AFLAS L0 FTRELVEZLAYO.
133g (93%) #%B5,

IR(film, cm™) 1774, 1688, 1354, 1172,
1133, 1111, 999, 972, 952, 625

FERlz8 X, Zihll 1 LEFRCEBEL TLUTOLEM%ES.

YA=4 = (1 =RIYVANFA=1=AFVIFN) =2 =RUYVAL)LF
FTAFN—-4-T%/) )k (L&l 1-2)

IR(film, cm™') 2974, 1776, 1660, 12086,

1175, 911, 689

2, 4—ERXA (4= AFNRVSANFAAFIN) —4=-T& )R
({fta#11-3)
2, 4=ER (4=APXIYRVVANVFEAFN) —4-T%) YR
(ka1 1-4)
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Emf 1 2
4= (1 =T ILNFF=1 - RAFLIFN) =2 =-FYLFFAF =4 T
5K
4= (1 =ANWAT M= 1=RAFNIFNL) =2=ALAThAF N -4 -7
/0K (0. 24g) OIRIEAFLY (3ml) Bk, ZEZEST7 YL
7U3IK (1. Om1) RUN, N= (¥14V7abl) 2#L73Y (1. 0
ml) ZMX. —REBTHER TS, REB%<5 - (50m1) THFL.
2 NIEE. KOTREMAEK TS BRELEKEREF M) YA CERE. &
EBRET 2, BONBBIMEY ) A F VA5 A0 N THBRERIL. B
EHOVAG (k&¥M12-1) 0. 142¢g (43%) RUFS VK (ke
M12-2) 0. 170g (51%) %83, |
YAk (keém12-1)
IR(film, cm™) 1771, 1635, 1170, 992,
972, 920
NV (ka#12-2)
IR(film, cm™) 1771, 1635, 1159, 990,
920
FERe82, Eihl1 2 LRBREBELTLUTOLAYAES,
YRA=A4= (1=AFNFF =1 =RAFLNIFN) =2 - AFLFFAF)L
—4-7%) K ({tA¥12-3)
IR (film, cm™) 2972, 2921, 1770, 1428,
1345, 1292, 1172, 1057, 999, 971

Eftifl 1 3

4= [1=AFN=1- (2=FPILRTUESZLFARAFL) 2F)1] -
2= (2=-FrIEROESZLFFIAFN) —4-TFH )1

(k13 -1)
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4= (1=ANATP=1=RFNIFL) =2-ANAT RAFL—4—F
#/UF (103mg) OFKZ—-FTN (2m 1) BRIC,. BEEFEETYLR
UESY (110mg) OF/AI—F) (2m1) BE%E. KOTZ8EbAYE
VXIFNE-FIVEE (15mg) OEKZ-FL (1ml) BEANZ. =&
TEOR—BEHTS. RIbEZRNVEY, BEBBLFIVERBERTERL. 1 0%R
BEKZ S b U DU LAKEBE, K. IRWTRIAIREKTESET 5, SEELEKE
T MUY ATERE BEBHETZ. Bon2HP2Y )V AXVAS LU
PTREL. EtAY152meg (81%) %2185,

IR (film, cm™) 2938, 2860, 1770, 1188,
1170, 1036, 1006

Kt 1 4
N=ARYIV=—4-[1- (4=APFIRVYINFF) —1 —RXAFLZF)
1 =2 (A-AMFIYRVYINFFAFI) —4=-THV50% A
4=AIFIYRVIVANATSY (2. 98m1) OTHF (30m1l) &
BWic, ERFHEKTRSERLAZMS, 1. 6NOn—-TFLYF9L,/ n—-~
Y2 (5. 73ml) #A, 1 0AMERTE, KNT. N-XVYUj—4
=~ [1= (4=APFIRVYINFF) ~1=AFLIFL] —2-XAFL Y-
4-T505755 ({LAY5-1. 7. 00g) OTHF (20m ) Bix
ETL. K TESIZ3 0AMBRT 2, RIDRIEL? vE= Y A%INZ 1212
BEBRHET 5. BREBRECKBLURBFLEMIAERELSNT 2, SEE
ZRMREKTHEL., BKEEEF Y oA TERE, BERET 2. Eo603
WMRB % )V ATNAS L 0v P TREUERLAYE Y ARB LU S v 2
HROREMELTY. 66g (98. 3%, YRk—-FS Y AkERH=5. 7
1 1) %2185, COREMLD VA RERER & L THEE,

YAk ({keé14-1)

mp 92. 8-94. 8C (n—~"¥H+V-FHzFI)
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IR(KBr,cm”)2964,2928,1677,160&
1510, 1406, 1300, 1239, 1174, 1029,
837, 732

FEREgA, Kifl 1 4 LRBRICEBEL TLITOLAM%EE2,
VA=N=RYIN =4 - (1 =-RUIVNFF =1 =RAF)1F)) -2 -
NYVINFARFN~4=T50509 5 (ka1 4-2)

mp 108.2-109. 3C (n=AFH4v-FizF))

IR(KBr,om”)3030,1683,1494,1400,
1248, 1152, 952, 774, 747, 711

4= (1 =RYILFF -1 =RFLNIZFN) =2 -RYINFFAF ) —
N-ZbEZANKZNAFN=-4-T5508 5 (bAM14-3)

IR (film, cm™) 2976, 2932, 1742, 1694,
‘1602,1494,1454,1392,1374,1202,
1028, 960, 770, 709

YAN=ARYIN=4= (1 =RYYNFF=1=RAFNLF)) —2
NIYINWFERFN=3 = RAFN=4-T5V505 0 (LAM14-4)

IR(film, cm™) 3028, 2965, 2923, 1682,
1602,1494,1454,1417,1240,1070,
1029, 702

YA=4= (1 =RYINFF=1=XFNIFL) =2 =RV I FF A
FU=N= (5—tert—=T FX*YANKZNT I IRYFL) —4-TFHY
2775 (tE&¥14-5)

IR(film, cm™) 3340, 2973, 2930, 2862,
1681, 1514, 1454, 1365, 1250, 1171,
868, 770, 711

YA=A= (1=RYVNFF =1 = AFLNIFN) -2 =RV UL FF X
FU=N= (A=A PXVANKIARYDL) —4=-TS5VS55 4
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(lt&#H14-6)
IR(film, cm™') 3436, 2971, 1719, 1687,

1279, 753, 705
YA-N=-RYINFFY=2, 4—EA (RUINFFAFN) —4-T
V05 h (k&H14-7)

mp 57. 2-58. 1C (AVTubl=—-FI-FBEZFI)

IR (KBr, cm™!) 3031, 2920, 1702, 1494,
1453, 1364, 1230, 1026, 978, 754,

700
VA=2, 4=EZX (RVYINVFFAFN) = N=A XY —4-T5V3
7455 ({LA#14-8)

IR (film, cm™) 3027, 2935, 1714, 1601,
1494, 1453, 1353, 1240, 1038, 984,
770, 704

FIYAR=2, 4=ER (RYYLFARAFN) ~N=-APxy-4-T%
52455 ({L&H14-9)

IR (film, cm™) 3027, 2918, 1714, 1601,
1494, 1453, 1353, 1241, 1047, 979,
770, 703

N=RVIN=2, 4=ERX (RVYINVFFRAFN) —4-T5V505 A

({té#14-10)

IR (film, cm™') 3027, 2917, 1688, 1602,
1494, 1453, 1418, 1362, 1245, 702
VA=2, 4—ERX (RYINFFAFN) = N=-AYVTUEL-4-T%

3055 (LAY14-11)

IR(film, cm™) 2970, 2920, 1681, 1494,

1453, 1418, 1355, 1071, 769, 703
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F2UYA=2, 4-ER (RUILFARAFIL) =N—+AVTOE L -4 -
TEV205h (kA 14-12)

IR (film, cm™) 2969, 2929, 1682, 1494,
1453, 1417, 1365, 1269, 1225, 1129,
1071, 769, 703

VA=N=ARYIN=4 = (2=RYVNFF-2-AF)TUur)) —2
TNYTVNFAAFN=-4-T50505h (LAH14—-13)

mp 59. 1-60. 2C (/1Y 7ublz~F)-FBxFIL)

IR (KBr, cm™') 1679, 1494, 1433, 1270,
1196, 1120, 1070, 1024, 938, 768,
720, 698

FIYRA=N=RYIN=4~ (2-RYYLFF-2-XFLTUEIL)
m2-NYINFEAFN=4=-T5VI509h ({kAY14-14)
mp 108.5-109. 2C (/1Y 7ublz—F)L-FirFL)

IR (KBr, cm™') 2968, 1679, 1495, 1453,
1364, 1257, 1167, 1072, 1028, 940,
755, 699, 670

N=ARYIN=4= (3=RUINFATUEN) =2 -RYILFFAF
W=4=T50505n (Ik&¥14-15)

N=RYIN=4= (4=-RYINFFTFN) =2 =RYILFFAF)
—4=T5V5305h (kAH14-16)
N=ARYIV=4= (2=-RUVNFH =1 =XFNLFL) =2~V
NWFAAFN=-A4=-T5V5050 ({kAM14-17)
N=ARYIN=4= (1 =RUINFA=-1-ZFLTUEL) =2 -~
INFARFN=4=-T5V505h (IbAM14-18)
N=ARYIN=4= (1 =RUYINFF =1 =AFLIFL) =2 =RV
w%ix*»—B—xb#?ﬁ»ﬁ:»—4—77757&A
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(k& 14-19)
N=RVIN=2=-RVINFFTRAFN=4— (1 =XF)FF—-1-XF
WIFN) —4=-T5v505 0 ({LAH14-20)
N=ARYIN=4- (1 =FVNFA =1 =AFLIZFN) —=2=-RVI)
FARFN—-4-T5505 5 ({kAH14-21)
N=—ARYIN=2-RVINFARFN=4~ [1= (4=AFLRVI)
FA) —1=AFNIFN] —4-T5V505h (k&1 4-22)
N=-RYIN=4— (1 =-RYINFF~-1=-XFNTF)) -2—- (1-
RIGNVFALFN) —4-T5V525 5 (k&#H14-23)

N= (B5=RVINTI/)RVFI) —4— (1 =-RYVNFF—1~-XF
WIFN) =2 =~RUINFFRFN—4 =T 5509 A
({ta14-24)

4= (1 =RUYINWFF=1=RAFNIFN) =2 =-RYILNFFAF I -
N= (B=YAFNTI/)RVYFN) —4-T5V3525 A
({ta#h14-25) |

4= (1=-RUYINFHA-1=AFNIZFN) —2-RUINFFAF -
N= (4=AFNRVIN) —4-THv505h ({LAH14-26)

A= (1 =-RUYIMFF =1 =RAFNIZFN) —2=-RYINFFAF)N -
N= (4=APFXIRVYIN) —4=TH5V5085 k& 14-27)
4= (1 =RYINFA=1-AFNIFN) =2 -RVUVNFAAF)—
N— (4-70uxvIN) —4-T5V505h ({tAW14-28)
4= (1 =-RUYINFA=1=RAFNIFN) =2 =-RYINFFAF) -
N—= (4= AFIRVINEFY) —4-TH5US52% A
({k&#14-29)
4= (1=RYINFHX=1=AFNIFN) -2 =-RYINFFAF L~
N— (4= XbFRIRVINARY) —4-T5U525 A
({tA#H14-30)
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4= (1 =RYVNFF=1=-RXFNIFN) =2 —-RYVNFFRAF ) —
N= (4=-270urRvIlLtxy) —4-THVS554 A
({t&#H14-31)

N=-ARVIN=2=RYINFARAFN =4~ (1 =) FNFF-1-X
FLTOEN) —4=T50S50%h (k214 -32)

Ehahl 1 5
- YA=N=ARYIN=4 = (L =ANWAT b= 1=RAFLZFN) -2-R )
AT MRAFN—4=TE5V52%h ({L&H15-1)

VA=N=ARVIN=4 = [1= (4=APFIYRVYILFF) =1 -XF)
TFN] =2= (4=ARFIYRVINFFRAFN) —4~-T5VS52 55 (b
e¥M14-1,500mg) OMYTAAUEE (4ml) BiklcF+7=y —
N (0. 66ml) BLZRYTZNATAS Y RNKRVE (0. 50ml) %0
AERT2HREE®RT 2, RIGEEKLBRBARF MY v AKEEOERC
AN, BT FUTHET 2. BRELSEMREARS MY v AKEHE. k. &
WTEHIAEKTHRSL, BARBY /XYY ACERGRIRE T2, Bohn
BiEIRME LS )= (3m1) KEBL. KELEYZEFFYDYL (20me
) ZMAZEE T3 0ONMBENRT 5. RIGHKIC I NEBAINZ 2. BBIFLT
MY 5. HRERZK. ROTHEINAEKTREL, BAREY T2y ATE
% BEBMT3. BohA3MIkMEY Y AX VAT AU FCEE LSS
{tE¥MB50me (18%) #1883,

IR(film, cm™) 2968, 2928, 2868, 2550,
1679, 1497, 1408, 1251, 1166, 733,
700
FE#tegx, Emifll 5 LABICEELTLUTOLAMEES,
N=ARYIN=2, 4=ERX (ANATNAFL) —4-T5v524
({taHm15-2)
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IR(film,cm“)2930,2555,1682,149&
1427, 1360, 1305, 1081, 737, 703
YA=N= (4=ANKFIRYIN) —4—= (1 =ANATb=-1-AF

WIZFN) =2=RANVATMAFN—-4-TI252745 A
({t&#15-3)
IR (film, cm™) 2971, 2620, 2570, 2503,
1682, 1613, 1410, 1257, 1177, 1021,
752

Efbl 1 6
YR=d= (L=ANAT h=1 = AFNIFL) =2 -ALAT X F -
4-T5V50%n ({kAH16-1)
YA=N=RYIN=4 = [1= (4=APFIRVINFF) =1 =XF)
IFN] —2— (A=—APFYRUYDNFARAFN) —4-T552%h (4
A¥14-1. 0. 40g) OTHF (8ml) BEEHET7E=7 (60
ml) CERUEZEZHESTEES ) vA (0. 12¢g) #DESOMAS.
RIGHIZIBIL Y Y E= D L% MARET VE=T28EL., B FILTHET
5. HEAEK. ROTHRIKEKTREREL, BAKRES MY Y ATERE. B
FEBET. TET2RE%22MUERLAM 7T 0me (46%) %2583,
mp 158. 8-160. 6°C (FExFN—-A%/)—L)
IR (KBr, cm™') 3188, 3076, 2968, 2864,
1691, 1390, 1375, 1298, 1257, 1143,
791
hSvA—4— (1=AWATb=1=RAFNIFN) —2=ANHT kA
FN—4-T5v505 5 ({LE&H16-2)
N=ARYIN=4—-[1= (4=APFIYRVINFF) 1 =-AFNIF
W] =2= (A=ARFIRVINFFAFN) —4=T5V5 055Dk
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ZYAE (V2GR 2 0%EA) AV, L3 ERICEREL TER Y
255,

mp 105. 8-107. 7C (n-A%Hy-Fizs)

IR (KBr, cm™') 3192, 3080, 2964, 2928,
1683, 1453, 1389, 12986, 1262, 802

FERZEX. KMl 1 6 LERICEEL TLITOLaAES,
91-N—ﬂ»$#9%%»—4—(1—%»ﬁ7h—1-%%»1%»)
—2=RXWVATMAFN—-4 =TSS5 549 A (k&1 6-3)

mp 104. 7-105. 5C (41YTuELz—F-FRBzFL)

IR(KBr, cm™') 1750, 1649, 1430, 1370,
1352, 1295, 1266, 1199, 1126, 1074,
932, 852

YA=A= (1 =ANAT =1 =RFVZFN) =2=RAUHT FRF L
=3 =RXFN=4-TIU505 L5 ({te¥16-4)

mp 116. 4-118. 8C (n—-~*4vV-FzF|)

IR (KBr, cm™) 3202, 3093, 2963, 2559,
1694, 1461, 1387, 1330, 1251, 1144,
1003, 792

yz—N—(s—mm—jb#vw»ﬁ:»TSJNyfw)—4—(1-
ANAT D=1 =XFNzF)) —2=RANAT MAFN—4=-TH 52
b ({kE¥16-5)

IR(film, cm™') 3341, 2974, 2932, 2864,
2546, 1682, 1520, 1455, 1418, 1368,
1251, 1172, 868, 736

YA=2, 4=ERX (AVATMRAFN) —4-TF5v554 4

(k¥ 16-6)



WO 92/12129 ' PCT/JP92/00002

IR (film, cm™') 3228, 2926, 2551, 1682,
1426, 1382, 1345, 1301, 1265, 1078,
913, 730

2, 4—ER (RWATIAFN) —4=-T5052% Ak

({tat16-17)

IR(film, cm™) 2926, 2552, 1682, 1454,
1428, 1383, 1344, 1269, 1071, 702
YA=2, 4=ERA (ANATRAFN) = N—-AVTaEN-4-T5

5055 ({t&16-8)

IR (film, cm™) 3469, 2970, 2932, 2545,
1674, 1422, 1364, 1271, 1217, 1130
FS5V2R=2, 4=ERX (RANWATIMAFIN) = N-4VTOutlN—-4-7

55055 (lLAH16-9)

IR(film, cm™) 3480, 2970, 2933, 2545,
1682, 1424, 1366, 1275, 1224, 1130,
1069, 714 '

YA=4 = (2=ANATP=2=RAFNTUEN) =2 —RANVATMAF
W=—4-T5v504%h ({LAH16-10)

mp 107.9-111. 7C (AVY7uElT—-TIL—-FEBEIFI)

IR (KBr, cm™') 3188, 3081, 2972, 25186,
1693, 1456, 1384, 1365, 1296, 1248,
1121, 804, 702

4= (3=ANHTPTOEN) —2=RVATMNAFN=-A4=-THV57
sh ({kat16-11)
4= (A=ANHTRTFN) =2=ANATMNAFN=4=-T5V57
sh (ka1 6-12)
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4= (2=XNWATR=1=AFNIFN) =2 -ANAT hAF)L—4 —
TEV2085 6 (kA1 6-13)

4= (1=XNATF=1=ZFLTUEL) =2 =ALAT FAF - 4
—759v52%h ({tAM16-14)
N—(5—9%?»7S/NV%»)—(1—%»#7#—1—%?»1%
W) =2=RANVATMAFIL=-A4-T5U525 5 (k16 -15)

EhEfl1 7
VA=A = (1 =RYILNFA= 1 =RAFNIZF)N) -2 —RYUILFFAF
NW=N—-ANBEYRAFN—-4-T5Y505 5 (L&MW1 T-1)
4—(1—&y9»fz—1-x%»1%w)—2—&yv»%zx;»—N
—IRAXVANKRENAFN-4=-T5V505 5 (k&14-3. 1. 50
g) &A%/ - (20m1) ITHBL. 2N-KOH (6. 4m1) #Mmx.
EET]. SHEENTS. RIGRICHEREMATHIEL L, BIERER. B
BrF L THETS. SRELK. RO THNREKTREL. Bkl 2
YU LTRRR. BEBREL. ERtAM0. 94¢ (67%) %183,
mp 116.6=-117. 7C (4/V7ublz—-FIL-—FEzFL)
IR (KBr, cm™) 3023, 2966, 1693, 1495,
1455, 1385, 1298, 1247, 1168, 1069,
916, 769, 699
FERE8 2. Embll 7 LERBICERELTLUTOLAmAES,
YA 4= (1 =RYDNFF =1 =RAFNIFL) =2 =RV ULFF A
FI=N= (4=ANKFIRUIN) —4=-THV5545 L
(ka1 7-2)
mp 177.6-179. 2C
IR (KBr, cm™') 3029, 2971, 2886, 1703,
1639, 1418, 1406, 1265, 748, 704
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Ehidl1 8

YA=N= (B=FI/)RVYFN) —4—= (1 =AWATr=1=-AF)LZF
W) —2=RNWATRIAFN—-4-T5 0505 A EMIE
(kAt18-1)

YA-N—- (B—tert—T7 FFVANR=ZNTI)RYFN) —4-= (1 -4
WATRAFN =1 =RAFNZFN) —2=ANVATMAFN—4-TH257
sh ({k&16-5, 0. 40g) OTHF (4m1l) A#KiZ. 6. 5NiEfk
KEZ/VAFHY (0. 95ml) 2R, ERT—RERTS. RIGKEBIE
BEL., BohsmikEY AT VAT A0 NTREL., ER{EAHO.
12g (40%) #%B5.

IR(film, cm™) 3428, 2968, 2538, 1664,
1459, 1391, 1248, 1121, 754, 664

a1 9
N=—ARYIN=2, 4—ERX (RFNFFAFN) —4-TFV575 A
({ka#19-1) |
N=-RYIN=2, 4=ERA(RNVATMAFN) —4=-T5v52%5 5 (4

&¥15-2. 0. 53g) . REAYYAL (0. 32g) BLUIVIEAFN
(0. 21ml) #x% /=)L (5ml) TAh., ZRTLHHEHERTS, KT

Wicz—7) (100m1l) &M, BEEEK, KRN THIAIKEKTHEEL.

HOKEEEE S MY v ATERRE. BEBHETS. BohdmikMEY VATV A4S

Louv b TREL., EZLtEmzEEs.

ERzB L. Eifll 9 L EHRITEBEL LT %ES,
N=RYIN=2, 4=ERA (TIVNVFIAFN) —4=-T5V50% L

({ta®19—2)

=iEfl2 0
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N=RYIN=2, 4=ER (TEFAFIRFL) —4-TF5VS5 54
({ft&¥m20-1)

N=AYIN=2, 4=ERX (ALATIRAFN) —4~T5 V52451 (4t
BM15-2. 0. 27g) BLTFM)ZFLTIY (0. 40m1) DIE(k A
FLv (10ml) @li, BRBESTRARRLASSELT 5L (0.
20m1) ZMA. T5IT3 0NMHKEMT 2. RIGHEBIELT V= Ak
BH (50ml) KAN, T-FLTHETS. SEEAMIMSLTVE=" A
%@.&m?ﬁmﬁﬁmfﬁﬁb\ﬁ*ﬁ@bebA?ﬁﬁ%.ﬁE%ﬁ?
éoﬁ%n&%ﬁ%%9Uﬂ¥»ﬁ§A7nvb?ﬁ%b\Eﬁké%%ﬁéo
FRZBX. RMFI2 0 L BRICERELTLUTO A% ES,

N=ARYIN=2, 4=ER (RYVANFFAFL) —4-T5v554
AL ({E&8H20-2)
N=RYIN=2, 4=ER (4=AFURIVANFFRAF)) —4—-T
FVI0%h (LAHW20-3)
N=RYI=2, 4=ER (4=AIPFYRYYANFFAF)) —4 -
T5022% 5 ({k&HW20-4)

Rl 2 1

N—Nva—z,4—EX(2-iF5EFUE§:w%?X%w)—4—
TEv30%5n (kAW21-1)

N=ARYIN=2, 4=ER (ANATIPAFL) —4-THV5 545 (b
é%lS—Z‘134mg)®%*1—?»(2m1)%ﬁm\Eﬁ%ﬁﬁ?y
tkuzﬁy(110mg)®%*1—TW(2m1)@m%\&mTE%W$
7%91%»1—?»%@(15mg)®%*l—fw(1m1)%ﬁ%m1\
Eﬁ?é%ﬁ—&ﬁ#Téoﬁmﬁ%N>€y\ﬁ@l?wﬁﬁﬁﬁﬁb\10
%ﬁﬁmﬁfbvam%ﬁ\m\KMTﬁmﬁﬁmv&&Téoﬁﬁg%ﬁm
ﬁ&#bUﬁA?ﬁﬁ%.ﬁEﬁmtéoﬁené%ﬂ%%vuw¥»ﬁ5A7
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uv b TREL. EitehEFs,

[S4&14 ]

XERLEY [1] ORHRLFO—Hl%ELTIRT.

(&A1)
AFEBE{LEY Ilmg
HAwE 105mg
fyEQIAYFITY 38mg
i 15mg
EBHEL Ruxy7ubiltiluo-2 5mg
truFyFuEiltiu-A—-L 5mg
ATT VYT TR L lmg
Hi 170mg
FEFALESY 5mg
g 155mg
boEQIAVFYTY 58mg
Tt A% |  30meg
EEREE Fuxysudileiu-2  10mg
trkruxyJubltiu—-A-L 10meg
ATTYV VBT IRV DA 2mg
Hi 270meg

(BRA7EN)
KERLLEY 50meg
L : 150mg
LI FVEE 140mg

it 340meg
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[EEHEER]

ARRILEY (1] 0¥ (L) VBEMAJT. F. Bach% (Bull. Inst.
Pasteur, 76, 325 (1978)) DF5EICHE L Tz,

(EEBFIE)

MRt 5 2 BRIEE L 72 C57TBL/6REEM > 2 (1 OEES. 1B:4) 0
PRzt L. MR EEE (1 X 1 0° cells/ml. Hank'si&iE) A E8IF 3.
CORREL 00 LI, HRILAYWLIELER% 1 : 1 O UL THank' siB
WHEBLER1I00u1%ZMA, 37CTI30RMA VEFan— kL1l 74
FA7Y)>Y (50ng/ml. Hank'siB#) 50 u 1 2%, EERETEXSIC6
ONMEA YFax—varvTs, ZOEBERICsheep red blood cell (1 X1 0°
cells/ml, Hank's##&) 50 u 1 ZMXEIML. 4CT—F S VFa—v gy
T2, KNTRPPITHR->TEML 2%, E-u¥y MM (E-RFC)
ZEELZ. BENBLUTHA L) VEEESLE L : 1OFALHTEL 1 X
107" MOBRE L 2B LU BEHRERNT, HRMLAYOES L RIS
fEL 720

($8)
YA L) VEREREZLUTORICL ORDT,
(#HBRILEMDE-REC ) — (2 b O—)LOE-RFC )

X100 (%)
(FFHEXBBDE-RFC ) — (2 hT—)LME-RFC )

FRALEMON. KRBT OVWTHELZE 23, 2h5 0T
NB 10 "MLITOBRETE 0%LULDH A 4 1) VEERETL. T, I8
KFAT—LEZEHTHLEWE (BIAE, ERFI9, 15, 16ZITRaATY
LI 2LaYE) . BICBWESETR U2, 3012, FA—LEMSAFIL.
RYINVETIAZENTVSILAYMBIC OV THERICE I VEENSES N e,
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EE Lo RBAEXR
AR, ¥4 LY VEEEEEL. REFLLHCREERES. EAOR

BEREERT AREOEEN L L TERLFRILANB LU 0aRTREE
BHT250THS.
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AR O B OH

(1) TE-MR [1] THbEnaLays L0201,

X
RSS— A o
R3 R!
|
R¢ C-—R?
|
SR®

(1]

[, R' BLUR®? ER—9 iR - T, KEREFEZER T L%
E%ERT,

R® B8LUR* GRA—EitBE T, KERF, BRTILFLE, ANRF
VIEBERZERT LR VALK L EETT,
RsﬁiURsﬁﬁ—#itﬁiﬁaf\*iﬁ?\ﬁﬂ7w#w5\ﬂﬁ7»
#:wg\ﬁm7»ﬁ/4»§\7::wﬁm7»#»§\71:»w»ﬁ;»
E\bUwaitm?bitknﬁi:wE%ﬁb\ﬁ7::»ﬁﬂ7»#w
§$;U7;:»w»$:w§®7;:wﬁm&ﬂ7»#»§\ﬁﬁ?»:#y
E\Aufyﬁ¥\wwﬁ#9§ituﬁm7w:#yﬁ»ﬁzwﬁvﬁmén
THWTH &,

XIZBEFEFE/2IENRT %577,
R’M*ﬁ%¥\ﬁ&?»#»g‘@ﬂT»:%VE\71:»ﬁﬁ7w#w§
if:¢i7;:-}b{5:fﬁ&7)b3*r“/§%ﬂ—<b\ Eﬁi&?lb#»ﬁ&iﬁ)&dﬁ%bﬁ\
ﬁﬂ?»:#vﬁ»ﬁzwg\7E/§\ﬁﬂ7w#»75/§\ﬁﬂ7w:#
9ﬁ»ﬁ:»75/Eitﬁ?x:»ﬁm7»#w7s/E?Eménfwfé
;<\i:ﬁ71:»ﬁﬂ7»#w§\7::»@&7»:#9&5;071:
MERT VXTI ) BEDT7 = Z VBRIHERT L% L&, BE7Lax2 8. N
ufyﬁ¥‘h»ﬁ#vﬁituﬁmTwn#9wwﬁzwﬁfﬁmén1mf
bk,

AREHZRISROBEZL*L vETRT, ]
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