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(57) Abstract

A compound represented by general formula (1], which is useful as a remedy for hypertension, congestive failure and
chronic renal diseases, wherein R!, R2 and R3 represent each independently hydrogen, C,-C¢ alkyl, C3-C¢ cycloalkyl, phenyl,
C,-C; alkoxy, C3-Cq cycloalkoxy, amino, C,-C; alkylureido, pyridylmethylamino, benzoylamino, halogen, cyano, nitro,
C,-C, alkoxycarbonyl, carboxyl, etc., and RS represents 5-tetrazolyl, carboxyl, etc.
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Vo V- Py I F vy v REBEOMERG B THRLOMRREZ R
LTBY, BIERY) oMU LALZOREICKECHEF LTS, TV
JAF VY VIIRA I IRTFFRNVEYTHY, TVvIFT vy VERE
FACE) LN FARTFFTHBET v IAT vy /12T LITLD
FELTOBEPCERT 2. S DACERT, BZOMECNBEVMEANLK
KBELTWS, Vo v-Trv iP5 vy VROBRKREYTH DM BRI
AR, MREREORRNLVE TS - ERAT S, V=2V- Ty IFT 0¥
VREBBET A REO—DR, TYVATF VI VILET I —DERTH S,
WCDRDT Y IAF YV VIORTF R F sy, BRI VLTS -
¥ 70y s TAILREVCOFRNVEVOEREBEETIIEFALATY
B, TNLRTFFT7FusBHAMT T= 2 PEEREZRT  EREOR
PHIZZ LW e bERY, BRMHICERT S ZERFEIRS L TwZM.
Antonaccio, Clin. Exp. Hypertens., A4, 27-46 (1982)].

B, ERTF PG OV 22D T v I 47 vy VIIEEHRA L LT
WL XN TV BRE A, 207,324%5, 4,340,598%5 . 4,576,958%,
4,582,847% K& 174,880,804 % . FRMN4FFFIHI028,834% . 245,637 %,
253,3108 & 18291,9695 %, A. T. Chiu%¥, Eur. J. Pharm. Exp. Therap.,
157, 13-21 (1988)K U'P. C. Wong%, J. Pharm. Exp. Therap., 247, 1-7
(1988)% ],
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VAFYHETHEBECERIA TV TSIV 7 2= VETERIKERSI AT
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boZ, CH(CN),. CH(CO,Me),. CH(CO,Et);\ C;~CgDEH b L < i35
BL2T7 Y VvE C~COT7VFVERLIYIAT MEIATW TS L
VEFYNVE, ANVEvEE, XiE-Y-RO[YIZO, S(0), (nid0. 1XiF2% R
To ) XIENR (REAFEFRIEIC,~C,nEHXIFH LT V*VEE
RToe) THY,ROE, KFEETF. C;~C,0EHSLLRFHLATVF
Vi (T vER, NayVEF, R ey vEF = boE v
HE Y WE, C~CaDT7 VEVESLIRC~CDT VXY ETHRER
BRENTVWTH LV T2 VETEBCBREATVTL LV, ) | G~
CeOBEHES LARFHLET V= vk (7 V=B, "a P VET
THEEBCERINTVTL Lo )  Cp~CaPEHD LLBFHELAT V¥
vk (7= vER, "oy YEFTEBRCBERSATVTE kv,
Cy~CeP ¥ u7 ¥ (Bysu7 vk, "o YRFXR7x
SVETHEECERIATV T LY, )\ 7z =V (F7 == VER,

NaFVEF, = boE FVEFIYVE C~CDT VFMEIIRC, ~
C,PT7 VIAXF Y HETEECERIATVWTS L, ) « C(OA (A, K
BF. C~CcPEHS LARFBLET Vv VE (X7 VFVER, ~Ey
VEF, Xy vEF, = ruE avEFYVE C~COTVF L
BHLCRC~CO7 VI VETERCERS LT Tb LT 2= VE
THEEREREINTVTE L, ) C~CeMEHD LRFHLALT V7
VR (BT Mr=VEER, N VEFTEERERINTVTS Lv,),
Co~CePEHES L RFB LT VE=vE (T VF=VEE, Ny Y
BEFTHEBCEBRINATV T IV, ) , C3~C ¥ 7TV FVE (KY
sa7 N FVEE, NOFVETFIXE 72 VETEBECERINTVTD
vy ) L Jz=VE (7= VvER, NoFUVEF, = boiE AVEF
FUNE, C~CDT WFNVERRC,~CNT VIFVETEEILERS
ATWVTH L, ) . NIRNRTRS (RTRURSIE, ZH EFHRMIU L TREET.
Ci~CePEHED LLRAHE LTV VE (AT VX VER, NE s Y ET,
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R, ANVEFYNVE (BANVEFIYNERC,~COT VFVETIR
FVEERTWwTh L) | ANVFVERE (BIANVF VBRERC,~CyDT NV
FNETIATFNVEENTWTL Lw) | Ak YBT3 F&E, PO,H, (C
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VENVETIZATFNMEIATWTH &) ( R3F IV YVE (BT 5
VINVERRYTINVE, A MFYAFVE P) 7oA F VETEER
B#RINTTb LV, ) 2/77) TRINBILEY., TOEREBRGRT
BEFRCAO2ADRTLLTERT2EEABRDCETE2EDTH %,

BT, EiE—#&xX (1) ox%HaHIcB1) 3R, R2, RIRURIKDW
THHET 2,

RI, RZRURIOEABIE LT, XKEEF. A FV#E, 2FVE n-7
DENVE, -TOENVE n-TFNVE -TTFVE sec-TFNVE - TFNV
L RVFNVE AFUNVE, ZFLVUVE -7V VE 2-7OE LY
E.L-TFVVE 22TFVVE 3-TFLVE IRV FLVE, 2-/Y
FLVE, 3 RVFUVE 4 RVFLVE 1-AFTVLVVE 2AFV )V
VEL3AF YL UE 4ANFVVVE, 5-AF TV VE - TOEVE,
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EVydxvE I-7FVVAFVE 2-T7F Vv AXVE, 3-TFL VA
FVE . TFLUAFVE IRVFVLUAFVE 22 RVFLVLIVEFFY
HO3RVFULVFIFVE ARV FLVFIFVE, 1-AF VLA FVE
2ANFYLYVFFVE, 3AFVLYVIFVE 4AFTLUAFVE, 5
ANFYLYAFVE -TOEVFFVE, - T PFVE, - RVYFVEF
VEHE ANFYNVFFVE, TV FVE RVIUNVFFVE 2-T72
SNV FFVE FA-NME, AFAVFAE ZFNVFFE -TOE LT
FH,I-TUEVFFE, n-TFNFFE, sec-TFNFAE -TFNVFHF
B RVFVFAE, AFTVNVFAE TIVE AFVTIVE ZFV
T7IJ2E n-7UENVT I VE, i-7UENVTIVE -TFNVNT I JE, -
TFNTIIE, sec-TFNVNTIJE - TFVTIJE RXRVINVTI)
E 3T PFTVAAPFYRVINTIVR 22EYVINAFNT I JE,
YD NWAFNT IJEE YT VAFANTIVE, 79vFETF. BF
BEF, BEBETF, avRBETF, Y7/7%, =rof, A FFyavF=ovE,
IFXFYANKEZNVE, IVEFVNE AFFTVANEZVAFVE T
FEYHNRZVAFVE, E FOXFTANVEZ VX FNVE, 2-2 XV A
WEZWVAFNE 2-ZPF IV ANEZNWAFNVE, EFOXFT B VRN
T F V#, CH(CN),. CH(CO,Me),. CH(CO,Et),, X FIVH VK=&,
IFNVHNVEZNVE, i-FTOEVINVEZVE, n-7O VDV EFZ IV E,
n-7FNANEZNVE, -TFVIVEZIVE, sec-TF VA IVEZ VI -
TFNHNVEZNVE, n-RVYF VATV, c-RVF VA IVE = VE,
nenE YN AN K VE, c-~F YA VK= VI, NHC(O)NH,.
NHC(O)NHMe, NHC(O)NHEt, NHC(O)NH"Pr, NHC(O)NHIPr,
NHC(O)NH"Bu, NHC(O)NHi{Bu, NHC(O)NHS¢Bu, NHC(O)NH!'Bu,
NHC(O)NH"Pent, NHC(O)NH"Hex, NHC(O)NHCPent. NHC(O)NHCHex.
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FYANFEZVRAF VE, CH(CN),. CH(CO,Me),. CH(CO,Et),. X F
ANV E=ZNE, TFVINVEZNVE, c-ANF YNNI NVFE=Z VE,
NHC(O)NHMe. NHC(O)NHEt, NHC(O)NH{Pr, NHC(O)NHCHex,
NHC(O)Ph-2-Cl, NHC(O)Ph-2-NO,, NHC(O)Ph-2-CO,HFE & #1725 Z L 2F
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HNWVEZNVE -7 RFTYHANVEZ N, -7 b F TV ANVEZN, SO3Me,
SO;Et. SO3"Pr. SO;"Bu. SO3H. SO,NH,. PO,Me,. PO,Et;. PO,"Pr,,
PO,"Bu,. PO,H,. PO3Me,. PO;Et,. PO3"Pr,, PO;"Bu,. POsH,. 1-1H Y
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R R? R3 R’
H H H Q1!
H Cl Cl Q1
H NH, Cl Q1
H cl NH, Q!
H NHCH,-Q2 cl Q!
H Cl NHCH,-Q2 Q1
H NHCH,-Q3 cl Q1
H Cl NHCH,-Q3 Q1
H OH Ci Q1
H Cl OH Q1
H CH(CO,Et), Cl Q1
H cl CH(CO,Et), Q1
H CH,CO,H Cl Ql
H Cl CH,CO,H Ql
H Br Br Q1
H NH, Br Ql
H Br NH, Ql
H NHCH,-Q2 Br Q1
H Br NHCH,-Q2 Q1
H NHCH,-Q3 Br Q1
H Br NHCH,-Q3 Q1
H OH Br Ql
H Br OH Q1
H Br CH(CO,Et), Q1
H CH,CO,H Br Q1
H Br CH,CO,H Ql
Me H H Q1
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Rl R2 R3 RS
Me Cl Cl Q1
Me NH, Cl Q1
Me Cl NH, Q1
Me NHCH,-Q2 Cl Q1
Me Cl NHCH,-Q2 Q1
Me NHCH,-Q3 Cl Q1
Me Cl NHCH,-Q3 Q1
Me OH Cl Q1
Me Cl OH Q1
Me CH(CO,Et), Ci Q1
Me Cl CH(CO,Et), Q1
Me CH,CO,H Cl Q1
Me Cl CH,CO,H Q1
Me Br Br Q1
Me NH, Br Q1
Me Br NH, Q1
Me NHCH,-Q2 Br Q1
Me Br NHCH,-Q2 Ql
Me NHCH,-Q3 Br Q1
Me Br NHCH,-Q3 Q1
Me OH Br Q1
Me Br OH Q1
Me CH(CO,E1), Br Q1
Me Br CH(CO,Et), Q1
Me CH,CO,H Br Q1
Me Br CH,CO,H Q1
OEt H H Q1
OEt Cl Cl Ql
OEt NH, Cl Q1
OEt Cl NH, Q1
OEt NHCH,-Q2 Cl Q1
OEt Cl NHCH,-Q2 Q1
OEt NHCH,-Q3 Cl Q1
OEt Cl NHCH,-Q3 Q1
OEt OH Cl Q1
OEt Cl OH Q1
OEt CH(CO,EY), Cl Q1
OEt Cl CH(CO,Et), Q1
OEt CH,CO,H Cl Q1
OEt Cl CH,CO,H Q1
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R! RZ R3 RS
OEt Br Br Q1
OEt NH, Br Q1
OEt Br NH, Q1
OEt NHCH,-Q2 Br Q1
OEt Br NHCH,-Q2 Q1
OEt NHCH,-Q3 Br Q1
OEt Br NHCH,-Q3 Q1
OEt OH Br Ql
OEt Br OH Ql
OEt CH(CO,E1), Br Q1
OEt Br CH(CO,Et), Q1
OEt CH,CO,H Br Q1
OEt Br CH,CO,H Q1

O"Pr H H Ql
O"Pr Cl Cl Q1
O"Pr NH, Cl Q1
O"Pr Cl NH, Q1
O"Pr NHCH,-Q2 Cl Q1
O"Pr Cl NHCH,-Q2 Ql
O"Pr NHCH,-Q3 Cl Q1
O"Pr Cl NHCH,-Q3 Q1
O"Pr OH Cl Q1
O"Pr Cl OH Q1
O"Pr CH(CO,EY), Cl Q1
O"Pr Cl CH(CO,EY), Q1
O"Pr CH,CO,H Cl Q1
O"Pr Cl CH,CO,H Q1
O"Pr Br Br Ql
O"Pr NH, Br Q1
O"Pr Br NH, Q1
O"Pr NHCH,-Q2 Br Q1
O"Pr Br NHCH,-Q2 Q1
O"Pr NHCH,-Q3 Br Q1
O"Pr Br NHCH,-Q3 Q1
O"Pr OH Br Q1
O"Pr Br OH Q1
O"Pr CH(CO,EY), Br Q1
O"Pr Br CH(CO,E1), Q1
O"Pr CH,CO,H Br Q1
O"Pr Br CH,CO,H Q1
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R! R2 R3 R
O"Pr H NHC(O)NHMe Q1
O"Pr H NHC(O)NH!Pr Q1
O"Pr H NHC(O)NHCHex Q1
O"Pr H NHC(0)Q4 Q1
O"Pr H NHC(0)Q5 Q1
O"Pr H NHC(0)Q6 Ql
O"Pr H CH,NO, Ql
O"Pr H CH(CN), 10)
O"Pr H C(O)CH,4 Q1
O"Pr H C(O)°Hex Q1
O"Pr Cl NHC(O)NHMe Q1
O"Pr Cl NHC(O)NHIPr Q!
O"Pr Cl NHC(O)NHCHex Q!
O"Pr Cl NHC(0)Q4 Q1
O"Pr Cl NHC(0)Q5 Q1
O"Pr Cl NHC(0)Q6 Q1
O"Pr Cl CH,NO, Q!
O"Pr Cl CH(CN), Q1
O"Pr Cl C(O)CH,4 Q1
O"Pr Cl C(O)°Hex Q1
O"Pr Br NHC(O)NHMe Q1
O"Pr Br NHC(O)NHiPr Q1
O"Pr Br NHC(O)NHCHex Q1
O"Pr Br NHC(0)Q4 Q1
O"Pr Br NHC(0)Q5 Q1
O"Pr Br NHC(0)Q6 Q1
O"Pr Br CH,NO, Q1
O"Pr Br CH(CN), Q1
O"Pr Br C(O)CH,4 Q1
O"Pr Br C(O)*Hex Q1
O"Pr NHC(O)NHMe H Q1
O"Pr NHC(O)NHIPr H Q1
O"Pr  NHC(O)NHCHex H Q1
O"Pr NHC(0)Q4 H Q1
O"Pr NHC(0)Q5 H Q1
O"Pr NHC(0)Q6 H Q1
O"Pr CH,NO, H Ql
O"Pr CH(CN), H Q1
O"Pr C(O)CH; H Q1
O"Pr C(O)Hex H Q1
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R] R2 R3 RS
O"Pr  NHC(O)NHMe Cl Ql
O"Pr  NHC(O)NHPr Cl Q!
O"Pr  NHC(O)NHCHex Cl Q!
O"Pr NHC(0)Q4 Cl Ql
O"Pr NHC(0)Q5 Cl Q1
O"Pr NHC(0)Q6 Cl Q!
O"Pr CH,NO, Cl Ql
O"Pr CH(CN), Cl Q!
O"Pr C(O)CHj4 Cl Ql
O"Pr C(O)°Hex Cl Q!
O"Pr NHC(O)NHMe Br Q1
O"Pr  NHC(O)NHIPr Br Q1
O"Pr  NHC(O)NH° Hex Br Ql
O"Pr NHC(0)Q4 Br Q1
O"Pr NHC(0)Q5 Br Ql
O"Pr NHC(0)Q6 Br Q1!
O"Pr CH,NO, Br Ql
O"Pr CH(CN), Br Q1
O"Pr C(O)CH,4 Br Ql
O"Pr C(O)°Hex Br Q1
O'Pr H H Q1
O'Pr Cl Cl Q1
OiPr NH, Cl Q1
O'Pr Cl NH, Q!
O'Pr NHCH,-Q2 Cl Ql
O'Pr Cl NHCH,-Q2 Q!
O'Pr NHCH,-Q3 Cl Q1
O'Pr Cl NHCH,-Q3 Ql
OiPr OH Cl Ql
OiPr Cl OH Q1
O'Pr CH(CO,Et), Cl Ql
O'Pr Cl CH(CO,Et), Ql
O'Pr CH,CO,H Cl Ql
O'Pr Cl CH,CO,H Ql
O'Pr Br Br Q1
O'Pr NH, Br Q1
O'Pr Br NH, Ql
O'Pr NHCH,-Q2 Br Q1
O'Pr Br NHCH,-Q2 Q1
O'Pr NHCH,-Q3 Br Q!
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Rl R2 R3 RS
ofpr Br NHCH,-Q3 Ql
OiPr OH Br Q1
O'Pr Br OH Q1
O'Pr CH(CO,Et), Br Q1
OiPr Br CH(CO,Et), Ql
OiPr CH,CO,H Br Q1
OiPr Br CH,CO,H Q1
O"Bu H H Q1
O"Bu Cl Cl Q1
O"Bu NH, Cl QI
O"Bu Cl NH, QI
O"Bu NHCH,-Q2 Cl Q1
O"Bu Cl NHCH,-Q2 Q1
O"Bu NHCH,-Q3 "Cl Q1
O"Bu Cl NHCH,-Q3 Q1
O"Bu OH Cl Q1
O"Bu Cl OH Q1
O"Bu CH(CO,Et), Cl Q1
O"Bu Cl CH(CO,Et), Q1
O"Bu CH,CO,H Cl Q1
O"Bu Cl CH,CO,H Q1
O"Bu Br Br Q1
O"Bu NH, Br Q1
O"Bu Br NH, Q1
O"Bu NHCH,-Q2 Br Q1
O"Bu Br NHCH,-Q2 Q1
O"Bu NHCH,-Q3 Br Q1
O"Bu Br NHCH,-Q3 Q1
O"Bu OH Br Q1
O"Bu Br OH Q1
O"Bu CH(CO,Et), Br Q1
O"Bu Br CH(CO,E), Q1
O"Bu CH,CO,H Br Q1
O"Bu Br CH,CO,H Q1

O"Pent H H Q1
O"Pent Cl Cl Q1
O"Pent NH, Cl Q1
O"Pent Cl NH, Q1
O"Pent NHCH,-Q2 Cl Q1
O"Pent Cl NHCH,-Q2 Q!
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O"Pent NHCH,-Q3 Cl Q1
O"Pent Cl NHCH,-Q3 Q1
O"Pent OH Cl Q1
O"Pent Cl OH Q1
O"Pent CH(CO,Et), Cl Q1
O"Pent cl CH(CO,Et), Ql
O"Pent CH,CO,H cl Ql
O"Pent Cl CH,CO,H Q1
O"Pent Br Br Q1
O"Pent NH, Br Ql
O"Pent Br NH, Ql
O"Pent NHCH,-Q2 Br Q1
O"Pent Br NHCH,-Q2 Q1
O"Pent NHCH,-Q3 Br Q1
O"Pent Br NHCH,-Q3 Q1
O"Pent OH Br Q1
O"Pent Br OH Q1
O"Pent  CH(CO,Et), Br Q1
O"Pent Br CH(CO,Et), Q1
O"Pent CH,CO,H Br Q1
O"Pent Br CH,CO,H Q1
O"Hex H H Q1
O"Hex Cl Cl Q1
O"Hex NH, cl Q1
O"Hex Cl NH, Q1
O"Hex NHCH,-Q2 Cl Q1
O"Hex Cl NHCH,-Q2 Q1
O"Hex NHCH,-Q3 Cl Q1
O"Hex Cl NHCH,-Q3 Q!
O"Hex OH Cl Ql
O"Hex Cl OH Q1
O"Hex  CH(CO,E), Cl Ql
O"Hex Cl CH(CO,Et), Ql
O"Hex CH,CO,H cl Ql
O"Hex Cl CH,CO,H Q1
O"Hex Br Br Q1
O"Hex NH, Br Ql
O"Hex Br NH, Q1
O"Hex NHCH,-Q2 Br Q1
O"Hex Br NHCH,-Q2 Q1
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OMHex NHCH,-Q3 Br Q1
O"Hex Br NHCH,-Q3 Q1
O"Hex OH Br Q1
O"Hex Br OH Ql
O"'Hex  CH(CO,Et), Br Q1
O"Hex Br CH(CO,Et), Q1
O"Hex CH,CO,H Br Q1
O"Hex Br CH,CO,H Q1
O"Hep H H Q1
O"Hep cl cl Ql
O"Hep NH, Cl Q1
O"Hep Cl NH, Q!
O'Hep  NHCH,-Q2 Cl Ql
O"Hep Cl NHCH,-Q2 Q1
O"Hep NHCH,-Q3 Cl Q1
O"Hep Cl NHCH,-Q3 Q1
O"Hep OH Cl Ql
O"Hep Cl OH Q1
O"Hep CH(CO,Et), Cl Q1
O"Hep Cl CH(CO,EY), Q1
O"Hep CH,CO,H ci Q1
O"Hep Cl CH,CO,H Ql
O"Hep Br Br Q1
O"Hep NH, Br Q1
OMHep Br NH, Q1
O"Hep NHCH,-Q2 Br Q1
O"Hep Br NHCH,-Q2 Q1
O"Hep  NHCH,-Q3 Br Q1
O"Hep Br NHCH,-Q3 Ql
O"Hep OH Br Q1
O"Hep Br OH 0]
O"Hep CH(CO,Ey), Br Q1
O"Hep Br CH(CO,Et), Q1
O"Hep CH,CO,H Br Q1
O"Hep Br CH,CO,H Q1
O°Hex H H Q1
OCHex Cl Cl Q1
O°Hex NH, cl Q!
OCHex Cl NH, Q1
OCHex NHCH,-Q2 Cl QI
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OCHex Cl NHCH,-Q2 Q1
OCHex NHCH,-Q3 Cl Q1
OCHex Cl NHCH,-Q3 Q1
OfHex OH Cl Q1
O°Hex Cl OH Q1
OfHex CH(CO,E1), Cl Q1
O°Hex cl CH(CO,Et), Q!
O°Hex CH,CO,H Cl Q1
OCHex Cl CH,CO,H Q1
OfHex Br Br Q1
OfHex NH, Br Q1
O°Hex Br NH, Q1
OfHex NHCH,-Q2 Br Q1
O°Hex Br NHCH,-Q2 Qi
OCHex NHCH,-Q3 Br Q1
OCHex Br NHCH,-Q3 Ql
OfHex OH Br Q1
O°Hex Br OH Q1
OfHex CH(CO,EY), Br Ql
O°Hex Br CH(CO,Et), Q1
OfHex CH,CO,H Br Q1
OfHex Br CH,CO,H Q1
O°Pent H H Q1
O°Pent Cl Cl Q1
O°Pent NH, Cl Q1
O°Pent Cl NH, Q1
O°Pent  NHCH,-Q2 Cl Q!
OCPent Cl NHCH,-Q2 Q1
O°Pent NHCH,-Q3 Cl Q1
OFPent Cl NHCH,-Q3 Q1
OFfPent OH Cl Q1
O°Pent Cl OH Q1
O°Pent  CH(CO,Et), Cl Ql
O°Pent Cl CH(CO,E1), Q1
OCPent CH,CO,H Cl Q1
O°Pent Cl CH,CO,H Q1
O°Pent Br Br Q1
OfPent NH, Br Q1
O°Pent Br NH, Q1
O°Pent  NHCH,-Q2 Br Q1
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OCfPent Br NHCHZ-QZ Q1
O°Pent NHCH,-Q3 Br Q1
O°Pent Br NHCH,-Q3 Q1
OCPent OH Br Ql
OCfPent Br OH Q1
OCPent CH(CO,Et), Br Q1
O°Pent Br CH(CO,Et), Q1
OCPent CH,CO,H Br Q1
OCPent Br CH,CO,H Q1
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Vo(1H-F P SV = V-5-A VNET 2= Vb4 WYX F W) -6-FFVEY S
v BB EREREFET, 4,5-Y 0 0-6-0-7 ¥ ¥-2,3-Vk FO-2H-
A FVEY YT 240mgH b RBILAWAT2mg % FEAHE S (mp 133~1357)
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ELTHR,
BT

3-n-7 P X v4,5-Vruu-1,6-YV e Fu-1- (27 -(1H-F b5 V= V-5-4
MET 2= Vb L WYAFNV) 6-FFVE)F IV

ERB2L A FET. EEA6THE LN 23-n-T P ¥V4,5-V/ oo
1,6-V¢ Fua-1- (2" «(N-}FY 72V AFNV-(1H-F F TV —NV-5-4)V))
E72ZVd- A WAFN] -6-FFVEY FY V434mgh b, RELEY
12img % EAM K (mp 162~165C) & L TH 7,
a8

3-n-7 P¥¥-4,5-Yr0m-1,6-Vk Fu-1- (27 -(1H-F } V' = V-5-4
MET 2Z Vb f WYX FNV]) 6-FFVENFI Y HYDTLE

ERBISERMELEFET, FEBITHE LN, 3-0-T ¥V 4,5-V /0D
-1,6-Ve Fu-1-(2" -(1H-F }S V= NV-5-4 V)¥ 7 == )V-4-4 V)X F V)
6-FFVEYFT r68mgh b, KENLEY68mg % EAHESE (mp >300C) &
LT#HR7%,
& BBI9

3-n- 70 RFV-4,5-V70F-1,6-Vk Fo-1- (2" «(N-}FY 72 =)V X
FNV-(IH-T P TV =NV5-LWNWET 22 V-4-A WYAF V] -6-FF VEY
yov

ERBI L FER HET, 4,5-Y70F-6-n-7OHF ¥.2,3-Y & Fo-2H-
3-AFVEYFY 32Tmgd b KBILEW6 1 Tmg & B H(mp 154~157TC)
ELTH 7,
EEHI10

3-n-7BRFV-4,5-Y 70 F-1,6-V Fu-1- (2" -1H-F b5V — l-5-
AMET 22 NVd- L INAF V] 6-FFVEYFIV

EHBIOTHON3-n- 7O EFTV-4,5-YT70F-1,6-Vk Fo-1-((2 -
(N-PD 7 22 WAFV-(IH-T F T V= NV-5- A V)HET 2 = V-4-4 V)X F
V) -6-AFVEYFIU55Tmgh %/ —)VI0mICBE L. 3BEREW L 7-
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% BETHE*AR L, BEE VYISV AT AU NI ST 4 —(
DO RN Ax Y ) —=20:1—10:1—5:1)icff L, EE/LEW278mg% 15,
NEVIFNI-FVIALEEHL. BEGFES (mp 128~170T) 213mg %
B
G IRN!

3-n-7uRFV4,5-V7aE-1,6-Ve Fu-1- (2" -1H-F b T/ — V-5-
AVET 2ZNbe A WA FN] 6-FFVEYFTI Y HYT ALK

AEBIS LR FET, BEAIIOTEL 23 n-TORFV4,5-Y 70
£-1,6-Ve FO-1- (2" -1H-F F IV = W-5-A NET 2= V-4-4 V)X F
V) -6-F XV EYFY r169mgd b, REAAW163mg % HE B & (mp
>300C0)E LTH 7.
BEHI12

3-n-7 F ¥¥-4,5-Y 7 0E-1,6-VE FO-1- (2" «(N-FY 7=V X F
W-(IH-F F SV =V-5- A W)ET 2= V-4-A V)X F NV) -6-FFVEY ¥
I

SRBIIERABEL FET, 4,5-Y 70 E-6-n-7 b *¥-2,3-V & FU-2H-3-
FXFVEY I U32Tmgd b KEILEWSITmg 2 ERKE SR (mp 126~129T)
ELTH7,
EHBI13

3-n-7 b ¥ ¥-4,5-V 70 F-1,6-Vk Fuo-1- (2" -(1H-F b T V' —-5-
AMNET 2= V4- A WA F V) -6-FFVEYFI »

ERP2ERBLHFET, ARAZTHELNA3N-TFFV-4,5-V 70 E-

C1L,6-Ve Fu-1- (27 «(N-FY 722V AFNV(IH-F F 5V —V-5-4 b))

K722V A WNAFN] -6-FFVEYFY V53Imgh b, HEILEY
225mg % EAFE S (mp 178~180T) & L THE /-,
EHb14

3-n-7 b ¥ ¥-4,5-Y70%-1,6-Vk Fu-1- (2" -(1H-F } T V' = -5-
AWVET 22 Vb4 WX F V] 6-FFVEYVTT Y HYyalk
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BEBIS LRk FET, AR THLN3n-T P FV-4,5- Y70 E-
1,6-k FO-1-((2° -(1H-F F IV —=NV-5-£ WET 2= v-4-4 V)X F V)
-6-FXFVEYFT 168mgh b, REBILAW173mgx EAEK (mp >300T)
ELTHB,
aH15

3-n-7URF¥F V473 /-5-2v008-1,6-VE Fu-1- (2" -(N-FY7=z=
WAFNV-(IH-FT TS =W5-4VNET 2= V4L V)X F V) -6-FF Y
EVyov

EEBIERBLEHET, 4-200.5-7 3 /-6-n-70ERFV-2,3-Ve Fu
2H-3-AF V¥ ¥ 410mgD b, KELEWITTmg & A & (dec.>188
CTYeLTH7.

FELpl16

3-n-7O0R*F V473 /-5-200-1,6-Yk Fu-1- (2" -1H-F + TV —
W5-A WNET 22 Veb-4 W)AF V) -6-FFVE)FI ¥

AEBII0 L ABELHET, AEAISTHEL N23n-TORF V4T3 /-
5-zuwu-1,6-Ve Fo-1- (2" -(N-FY 7 2= NVAFNV-(IH-F P TV = -
5 A VNET 22 W44 V)2 FN] -6-FFVEYF T 96ImgH b, KB
b&¥545mg % FEAAE Hi(dec.257~263C) & L TR 7,
wEBI1T

3-n-70KRF Y473 /-5-200-1,6-Ve Fo-1- (2" -1H-F bF V-
W5-AMET 2 ZW-d-A WNAF V] 6-FFVENFTT Y HYTAE

EHBISE AR FET, EBRAI6TES N30 TOEF V4T 3 J -5
souo-1,6-Yk Fo-1- (2" -1H-F FFV = NV-5-4 V)E T 2 = )v-4-4 )V)
AFN] -6-FFVEYF IV r32mgh b, KEBLLAEW256mg 2 #HRBEODH 2
EEMRL L TE,

EBBI18

- b FV-4,5-V7uE-1,6-YVk FOo-1-(2" -(N-}Y 72 =X FN

(IH-F bV = NV5-4 WYE T 22 Vb f W)AF V) -6-FFVEYFTI ¥
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EEBLE ML FET, 4,5-Y70%F-6- b ¥ ¥-2,3-V & FO-2H-3-%
FVEYFIr2.56gh b, REILAWS.59gx ERKERE (mp 152~155TC) &
LTH 7,

EEBI19

3-L b *¥.4,5-Y70%-1,6-Vk Fo-1- (2" -(1H-F P 7V = NV-5-4
WET 22 WVA4- A WVYAFN) 6-FFVEYFTI Y

SERBI0OL AR L FETERMISTHLRA3-Z P+ T-4,5-Y 70 %-
1,6-Yk Fu-1- (2" -(N-FY 722X FNVAH-F FTF V= V-5-4 V) E
T2 N4 A WAFN] -6-FFVEY FT 50Tmgh b K EILEW306mg
 EAR & (dec. 232~236C)E L TH 7,

EELHI20

3-Z ¥ V-4,5-V7a%E-1,6-Vk Fu-1- (2" -(1H-F TV = V-5-4
WET 22 V-4-L VYAFN] -6-FFVEYVFI Y HVYYARE

ARBISERB L FETERMI9THELON3-Z P+ -4,5-T 70 F-1,6-
Ve kFo-1- (2" -(IH-F } TV = NV5-L V)T 2= V-4 VYA F W] -6-
FXFVEY T I U 144mgH b R BILED148mg 2 ERHBEK (mp >300C) &L
TR,

& HLBI21

3-i-7uRFv-4,5-Ys700-1,6-Ve Fo-1- (2 -(N-FPYT7 == VA F
V-(IH-F F IV = V-5-4A V) ET 2= Vb A WA F V) -6-FFVEY S
v

EBEBIIERBE LR HET, 4,5-Y200-6-i- 70K ¥$¥.2,3-Vk FO-2H-
3-AFVEYYT v 22Tmgh b, RBLEY6SOmg e MEEELEL D L L
T 7
aRB22

3-i-70K ¥ ¥-4,5-Yru00-1,6-Yk Fu-1- (2'-(1H-F } 5 V= l-5-
AMET 2= NVd-AWNAF V] 6-FFVEYTT

ERBII0EFBELFET, A1 TROALI--TORF T 4,5-V 20
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o-1,6-Yk Fa-1- (Q'-(N-PY 7 2= VA FIV-(1H-F + TV = V-5-14)))
ET7zo Vb4 WNAFNV]) -6-FFVEYFT U512mgh &b, BEALEY
307mg % E A R (dec. >192T)& L TH 7,
& Bi123

3.i-70 R *v.4,5-Yr0u0-1,6-Yk Fu-1- (2'-(1H-F }F V' —-5-
AMET 2 ZW-4-AMNAFN]) 6-FFVEYVTTIY )Y LEE

EHRBISERBLFET, ABA2TELAE3--7OEFY-4,5-T7 0
o-1,6-Yk Fuo-1- (2'-(1H-F FFT V= NV-5-A M)ET 2 = )V-4-4 V)X F
V) -6-FFVENFI12Tmgh b, KRB AW131mg % EAEH R & (dec.
>150C)e LTHE =,
aEBl24

3.7 0RYFNAFV4,5-VTOE-1,6-VE Fu-1- [((2«(N-}V 7=
SNAFN-(IH-F P TS =V-5-4A V) ET 2= V-4-4 W)X F V] -6-F F
VEYWFI Y

BEPIE AL FET, 4,5-V70F6-Yo7uRyFVFFV-2,3-Vk
FO-2H-3-4AFVEYFY Y v346mgh b, REBILEW6TImgx BRHEK
(mp.123~126C) & L TH 7,
& BLBl25

3.V URVFUAFY 45T T OE-1,6-TE Fu-1- ((2'-(1H-F + 5
V= N5-AWVET 2= Vb A W)X F V] -6-FFVEYFT TV

ERBI0ERABELE FET AR THELN3-V/ORVFUF FT-
4,5-Y70%-1,6-Ve Fo-1- (Q-(N-}) 7z2=VRAFNV-(I1H-T } 7V —
W5 A WNWET 2= Vb MYRAF L] -6-FFVEN) FT /59%6mgh b, &K
FibaW261mg 2 EAK f(dec. >217C)E L TH 2,
S ELBI26

3.2 URVFNVEFY4,5-Y70E-1,6-TVE Fo-1- ((2'-(1H-7 } 7
V= W5 AWYET 22 Vb L)X F V) 6-FFVEYTT Y )7 A
)
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GBS LR LEFET, AEBI25THL N3V 7aRYFVFF T
4,5-V 70 %-1,6-Ve Fu-1- (2'-(1H-F b T V= NV-5-L£ V)E T 2 = )V-4-
AMAFINV] 6-FFVEYF TV 11Tmgh b, REILED114mg 2 W ER
B HE(mp. >300C)& L TH .

EBLBI27

3-n-NTFNVAFT-4,5-YVr7unp-1,6-Yk Fo-1- (2'-(N-bY 7z =)
AF V-(IH-F F TV = VS-AV)YET 22 -d-4 V)X F V) -6-4F V¥
DI A

BEEBIIERBEL FET, 4,5-V200-6-n-NTFNFFV2,3-V Fuo.
2H-3-#F VEY FT /284mgh b, REAEYW7145mg 2 ECEETLELY
ELTH#H7z,

& BL528

3-n-ANTFNFFV-4,5-YVr00m-1,6-Yk Fu-1- (2'-(1H-F F TV —
WS5-AMET 22Vl L WYAF V) 6-FFVEYVFTI

BEBII0E FBELHFET, ARFITELN3-n-ANTF NV F *V-4,5-T
sou-1,6-V Fo-1- (2'-(N-FY 7x= VX FV-(IH-F } YV —V-5-
AMNET 22Vl A VIXF V) -6-FFVEYFY V665mgh b, EEAL
EW283mgr MEEEHELY £ LTH,

& BuB129

3-n-ANTFNFF T4,5-Y00m-1,6-Vk Fo-1- (2'-(1H-FT b TV -
W5-4 MNET 22V A INAF V) 6-FFVEYFIY HVYY A

RIS AR FETEBB28TEL NI3-n-NTFVFFV-4,5-V 7
oo-1,6-Vk Fo-1- ((2'-(1H-F FF V= NV-5-4 WVE T = = )V-4-4 JV) X
FN) -6-FFVEYFY 142mgh b, RELAW14Tmg % E LAY K (mp.
>300C)& LTH 7,

& BB130
3-LbFVA-TOES-EA(Z P XV HNVKRZNVY)AFINV-1,6-V FO-1-

(Q-“AN-PY T 2= WAFV-(IH-F P TV = V-5-4A V)HE T 2 = )-4-4 V)
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AFN]) -6-FFVEYFTTI Y
HEAXTHF15SmlCF Y Y AL F 55— F228mg, YT VBRIV T FV74Tmg %
MAISHBHRE, EHAISTHONA3-Z P ¥V 4,5-Y70%-1,6-VE F
g-1- (2'-(N-FYV 7 2=V RXAFNVAH-T F TV = V-5-4 V)E 7 = = V-4-
AMNAFN]) -6-FFVEYFI V1.44g% M2 14 REBH L 720 KICREY
EASOMUCHEE, Y2700 X5 7200mITHIE L, EBAERY AV 7ALT
R, BETBEE2EEZLL. REZV VIS VAT AU TT 74
—(-~FY EERIFU=5:1-3DIMG L, RELEWTomgt EREET
BEY & L THk,.
EHAI31
3L bF VA4 TOES-EX(ZPX VY ANKEZ W)X FINV-1,6-V £ FO-1-
(Q'-(UH-F FS V= NV-5-4 MET 2= )v-4-4 W)AF V] -6-FFVEY
yIv
EEMI0OLFAFE L HET, ERA0THELN3-Z +F 4 TOES-E
A(ZPFYHNEZWV)XAF NV-1,6-VE Fa-1- (2'-(N-}F) 7z= VA F
V-(IH-F VTV = NV5-A VHET 2= Vb4 WYX F V] -6-FF VE) T
T v859mgh b, REAAYSIOmg EREEHERY L L THE,
& BFI32
3L MFVA4-TOES-ERA(ZFF T HNVEZWV)AFN-1,6-V L FO-1-
(2'-(QH-F } SV = V-5-4 WVET 2= Vb4 VW)X F V] -6-FF VEY
¥ v HhYv AR
ERBISERBLEFET, EBMAITHLNZ-Z FF ¥ 4-TOE-5-ER
(ZFFTVHNEZV)AFN-1,6-V € FO-1-(2'-(1H-F F 7 /= -5-4 V)
7z Vb A WYX FN]) -6-FFVEY FT V69mgh b, REBILEYW
5Tmg 2 EIMBUE O D REBMEKE L TEL,
B33
3-n-RYFUFFV4,5-VT7OE-1,6-V Fa-1- [(2'-(N-}F) T = =)V
AFV-(1H-F b TV =W5-4A VNET 2= )V-4-4 V)AF NV] -6-FF VE
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VYT

ERAIIERABELFET, 4,5-Y 70 F-6-n-RVyF VA FT-2,3-VEe Fo-
2H-3-4#% V¥Y ¥V v342mgh b, RE ALY I08meg x BREELERY
ELTH,
& B34

3-n-RYFNVFF -4,5-Y7BE-1,6-Vk Fo-1- ((2'-(1H-F P 5V —
W-5-L WNET 2= V-b-f WV)XFN]) -6-FFVEYTI

ERBII0E AR FET, EBABTHRLNL3n-RYF VA FT4,5-T
70 %-1,6-YVk Fo-1- (2'-(N-}Y 72= WV AF V- (IH-F + 7V —)V-5-
ANVNET 2 ZV-4-A VWYX F V) -6-FFVEYFY 694mgd b, KHEIL
AW278mg % EAKE R (mp.141~145C) & L TH 1=,
A BLBI35

3-n-RYFIVFF V4,5V S0E-1,6-VE Fu-1- (2'-(1H-T F 7/ —
V54 MNET 2= Wb WA F V) -6-FFVEYFTT Y HY YA

RIS ERBELFET, BEAI34THEL N123-n-RYF NI XV -4,5-T
JUuE-1,6-Ve Fo-1- (Q-(1H-FFF V= N-5-4V)E¥T = = )V-4-1 V)
XFNV) -6-FFVEYFY 103mgh b, RENAWI108mg = FEE & (mp.
>300C) e LT/ 70
B HBI36

3n-ANFUNVAFVA45-V7OE-L,6-VEFO-1- (2-(N-F) 7z =)
AFNV-(IH-F F TV = NV5-AVNWET 2= Ved-A WV)AFNV) -6-FF VE
DI AV

AEFERABELFET, 4,5-Y 70 F-6-n-"FYMFFT2,3-TV Fo-
2H-3-# % VEY F¥I37Tmgh 5, RELEWST8mg x BABE ALY
ELTHT,
ERBI3T

3-n-~NFYUNFFV-4,5-V70E-1,6-V Fo-1- (2'-(1H-F } TV =
W54 WNET 22 -4 WYAF V) -6-FFVEYFI
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EEBPI0L AL FET, FRAB6THONZ3-n-~"F YV FFT-4,5-T
70%-1,6-Vk Fo-1- (Q'-(N-MY) 72V XFWV-(IH-T b 5= )V-5-
ANVNDET 22 Vd-A V)X FN) -6-FFVEYFTY /8718mgh b, FKEL
EW320mgr MEEEHERD L LTHL,

EHLBI38

3-n-AFUNEFV4,5-V7BE-1,6-VE Fo-1- (2'-(QH-T } TV -
W5-4A MET 2= Wb A WVXF V] -6-FFVENVFTI Y HYTAE

EBRPIS ERBELFET, AEABITELOR 3 0-AF YV EF XV 4,5-T
JuE-1,6-Ye Fo-1- (2-(1H-F F T V= NV-5-4 V)ET 2 =)V-4-4))
AFN) -6-FFVEYFT 105mgh b, RELAWI08mg & HA 4 & (mp.
>300C) & LT 7,

S ELBI39

3./ OAF YN AFL45-FFOEL6-VE FO-1- ((2-(N-}FY T =
SNVRAXFN(IH-F P TS =NV5-A V)HET 2= Vb4 V)X F V) -6-F F
VEYWYI Y

EEBNERBELBFET, 4,5-Y70E-6-Y 2 unF ¥y V-2,3-Vk Fu-
2H-3-A % VEY ¥V 125mgh b, HEAEW 19T mg 2 ERBELELY
LLTH7,

EEBI40

3.2 0~nFYNEFT4,5-V T 0E-1,6-YE Fo-1- (2'-(1H-7 }+ 7
Ve 5-A WNWET 22 Vb WYX F V] -6-FFVEYFT TV

BB AL HFET. ARBTHELNZ3- Y7 aAF IV X
4,5-V70%-1,6-Vk Fu-1- [((2-(N-}Y 7z =V AFNV-(IH-7T b7V =
V5 A WNET 2= b WYX F V] -6-FFVEYFI 195mghr b, K
BILEYImg e MEBEBRM K (mp.117~123CT) & L TH 7,

EEBI41

3.2 0AFYVAFY45- V7T 0EN,6-V Fua-1- (2'-(1H-T + F

V= W5 AMNYWE T 2= Vb AW AF V] 6-FFVEYFTIY HYTA
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EEBISEABELEFET, AEB40THELNZ3-YouAF TV X V-
4,5-V7a%-1,6-Ve Fuo-1- (2'-QH-TF FF V= NV5- 4 V)HE T = = )b-
4-4A WNAF V] -6-FFVENF T V58mgh b, RELEWS2mg 2 HEEH
F(mp. >300C)& L TH %,

Epbl42

3.2 b U-4-(3,4- VA FIYRVYI VT I/)5-4m0-1,6-Vk Fu-1.-
(Q-(N-}YV 722 WAFNV-(1H-F b TS =WV-5-A W)HE T = = V-4-4 ))
AFN] 6-FFVENFTI Y

ABBIIERMBLRFET, 4-200-5-3,4-VA P FIYRYI VT I ))-6-
= bB-2,3-VE FO2H3- 3 FVEY FT V2.04gh b, KELEW3.68g%
RELEEVERYE L THL,

A RLBI43
3.2} 0-4-(3,4-V A PFYRYY VT I )5-200-1,6-Vk Fu-l1-
(2'-(1H-F F TV = V-5-A V)ET 2= )V4-4 V)X F V) -6-FF VEY
¥y

EEBlII0 LA LRFET., ARfl42THEL N3 P O-4-3,4- T X b &
YRYINVFTI))5-2008-1,6-Vk FO-1-[2'«(N-F) 7= VA F)-
(IH-F F 5 = WV-5-4 V)YE T 2= V-d-A W)X F V] -6-FFVEYFT ¥
223mg# b, REILEWI4Sme 2 EBEETRERY & L TH %,

EEBla4
3.2 b O-4-(3,4-VA PFYRYY VT I /)-5-s00-1,6-Vk Fo-1-
(2'-(QH-F F IV = NV5-A WVET 2= Vb WYX F V] -6-FF VEY
yVv hyv sk

EBBISERBERFET, AEA4THELN3-Z P O4-B3,4- VX P XY
XYY V7R ))5-708-1,6-Yk Fo-1- ((2'-(1H-7 FF V' —V-5-14)V)
Y72 Wb A WA FNV] -6-FFVEYFT VT6mgh b, EELED
80mg % A K(dec. >175C)& L TH 2,
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3-L P ¥V 4-3-EVINVAFNTI/)5-200m-1,6-Vk Fu-1-((2'-
(N-FPY 7 2=V RAXAF V-(1H-T VT V= NV-5-A VNET 2 Z)V-4-4 V)X F
V) -6-FFVENFTTY

4-7 0 0-5-3-EY I NVRAF VT I )6-TFFV-2,3-V € FO-2H-3-%
VY)Y FYr230mgt EATHFIOMUCE S LoKEILF F Y ¥ A60%IHHE)
IMA200BHEH, 4-7OEFEAF V2 (N-MY T 2= VA FN-(IH-F + 5
V= NV-5-A V)HE 7= Vv493mg 2 MABERER L7z RIBREW 2 K
S50mlIciEE, Y2unmxy /200mlITHIM L, EBABEEBR 72V 7 ATER
%, BETHB2EE L, RE2 VIS VAT AU T T77 4 —(F
ookl s FERLFV=5:1-3:1-1:)IF L, RELEW233mg % KT BE
EXERD L L THEL,
A B.Bl46 ,

3L FF V4 (3-EYTINAFLTI))5-200-1,6-Yk Fo-1-((2'-
(I1H-F bV = NV-5-4 WNET 2= V-4 A W)X F V) -6-FFVEYFT I

BERBI0LRABELFET, EEA4STHLONIZ3-Z P F T4-B3-EY TV
XFNVF I J)5-2008-1,6-J Fu-1- ((2'-(N-FY 7z =V A F)V-(1H-
FEIVT=N5-4WNET 2= Vb A VYA FNV) -6-FFVEY)FT ¥
309mgH &, RELAW178mg 2 B EH K (dec. >192T)E L TH
T HBI47

3L F V4 (3-YYVLMAFATI/)5-200-1,6-Y Fu-1-((2'-
(IH-F FF V= V5- A WVVET 2 ZV-4- A W)X F W) -6-FFVEYFTT ¥

AV YL

EBBISE AR FET, ARA46THELNI3-Z FFTV-4-(3-E ) VIV A
FNVFTIJ)5-2uu-1,6-Ve Fu-1- ((2'-(1H-F bTF V= NV-5-4 V)E 7
TNV A WNAFN] -6-FFVEYVFT V129mgh b, EELEW128mg
EMHE B K (dec. >254T) & L TH 7,
& ELB48



WO 94/04510 PCT/JP93/00730
-40-

4-73/-5-70%-1,6-Ve Fuo-1- (2'-(N-FY 7 2=V A FNV-(1H-T
PGV =NV5-AVNDET 2= V4L WX F V] 6-FFVEY TV

GBI LR FET, 4-FT0E-5-7 3 /-2,3-Vk FU-2H-3-4 %V ¥
V¥ /199mgh b, REEW2SSmgr ERESHELY L L TE,
& BB49

4-73/-5-7u%-1,6-Ve Fo-1- (2'-(1H-7 FF V= NV-5-4 V¥ T =z
ZWd- A WNAF V] 6-FFVEY T T

ERBII0 LB L FET, AR THL NI4T 3 /-5-TUE-1,6-T
t Fo-1- (2'-(N-FY 722V AFV-(IH-F FF V= NV-5-4 V)E Tz =
Web-A WYXF V] -6-FFV EYFT248mgh b, RELAEW136mg %M
HEBE(dec. >136C)E L TH -,
& BBI50

4-73/-5-7u%-1,6-Yk Fo-1- ((2'-(1H-T F TV = V-5-4 V¥ 7 =
ZWVb- A NAFN]) 6-FFVENFTT Ay Y LE

ERBISERABELHET, SBF49THLNZ4-7 3 /-5-TOE-1,6-V &
Fo-1- (Q'-(IH-F F T V= NV-5-A MET 2 = V-4-f V)AF V) -6-F F
VEY Y 100mgh b, RELEWI02mg 2 MHEEH K (mp. >300C)& L
T 72
EHBI51

4-X ¥ Y5-70E-1,6-Ve Fuo-1- (2'-(N-FY 7 2= VA FIV-(1H-
FPITS = NS5 AVNDET 22 Vd-L W)X FN]) 6-FFVEY)FTFI Y

ERBII LB FET, 4-70EF5-2 P F¥-2,3- YV FO-2H-3-4 %V
¥ ¥y v214mgh b, BRI AWS5T6mg 2 EAE S (mp.204~206TC) & L
/7,
& BBl52

4-A b ¥ ¥-5-70E-1,6-V FO-1- ((2'-(1H-7 F 7V = V-5-4 WE 7
224 L WVAFN) -6-FFVEYFT

EEAI0LRABLFET, EHAS1TEL R4- 2 P F ¥-5-T70%F-1,6-



WO 94/04510 PCT/JP93/00730
‘ -41-

Je kol (Q-(N-PY T 2=V AFV-(IH-F FF V= NV-5- 4 W)HE T =
SW-4-ANWYXAF V) -6-FFVEYFY L 498mgh b, EELEW184mg#%
EAMHK(mp.138~142C) & L TH 7, '
& HHI53

4-2 ¥ v 5-7uE-1,6-Ve Fu-1- (Q-(IH-F F IV = V-5-4 W)E 7
ZEZNA4-AWYXF V) 6-FFVENVFT L HYvAE

ERBISERBELFET, BRAS2TELNI4- A F ¥ V-5-70E-1,6-T
tFuo-1- (2'-(1H-F b5 V= NV-5-4 WVYET 2 ZVb-L W)X F V) -6-F
¥VEYFI/100mgh b, EELELEWI0ImgE BEEHK(dec.>191T)EL
TR
EEPI54

4-(N-AFNV-B-ZFF Y 4-A +F V- RYINV)T I /)5-70E-1,6-V &
Fo-1- (Q-(N-FYT7 2=V RAFN-(IH-F VTS = N-5-L V)HET ==
G- A WYAF V) 6-FFVEYFTI

ERBIERBREFET, 4- 7O E5-(N-XFV-3-Z bF¥-4-X PFIUKX
YIUMWT27)2,3-VE FO2H-3-FFVE Y FY y222mgh b, EELE
B430mgx MEEEHLEHLY L L THEL,
& BBlS5S

4-(N-AFNV-B-Z P XV 4- AP FYRVYINV)T I /)5-7aE-1,6-VE
Fa-1- (Q'-(IH-F F}F V= NV5- 4 WNET 2 = V-d- A W)AFIN] -6-F F
VEYFI Y

B0 L AL BHET, FHRHS4THRS N4 (N- A F V-B-Z F F -
4-X P F YRVYI V)T I /)5-FOE-1,6-Ve Fu-1- (2'-(N-FY 7 z=
VAFVA(IH-F P TV = NV-5-4VNDE T2 ZVed-f WV)XAF )] -6-FF VY
¥y ¥TIva18mgh b, RELAW290mg s BEEEEHER Y &£ L TH,
& BBl56

4-(N-AFWV-B-ZTFFV-4-2 bFYRYIM)T I J)5-FTOE-1,6-Vk
Fo-1- (2 -(1H-F }F V= NV-5-4£ WVET 2 ZVd-AL W)X F )] -6-F F



WO 94/04510 | PCT/JP93/00730
| .42

VEYYFI Y Ay Al

ERBISERBER FET, SRS THEL N4 (N- X FV-(3-Z b F ¥ -4-
APFVURVIMNT R I)5-FOE-1,6-VE Fu-1- (2'-(QH-F b T V=W
SAMVIET 2= Vb A WYAF V) -6-FF VEY TV V241Imgh b, KE
1tE%W213mg 2 WMBE BB K (dec.>154C) e L TH 72,
= BLBI57

3-n-7ORFV4-B-ZFF VA4 APFIYRYILVT I )5-200-1,6-
Jeruo-l- (Q-(N-FY 7=V AFV-(IH-T FF /= N-5-L V) ¥ T =
ZNA-AMNAFN] 6-FFVENVTT

AR ERMBLFET, 4-200-5-B3-Z b F V4 A PFIYRVINT
2/)-6-n-70EFY-2,3-VE FU-2H3-AFVEYFTI r385mgr b, £
BEYISamg e EREERERY L L TH 7,
EHBI58

3-n-7ORF VA4 B-Z VP F VA4 A PFIYRYINVT I )5-2730-1,6-
Ye Fo-1- (Q-(QH-F FF V= NV-5-L V)ET 2 ZVb-A V)X F V] -6-
FFVEYFIY

ERBI0 L AL FET, BRAISTTHES N723n-7OK F¥-4-3-1 b
FYAL-RXAPIVFIYRVYINVTI))S5-200-1,6-YV Fu-1- (2'-(N-}V 7
L= VAFNV(IH-F P F V= NV-5-4 VHET 2= V-4-4 V)X F V) -6-F
¥FVEYFIv622mgh b, RELEY2Smed EEEERERD L L TR
PAS
B RLBI59

3n-7ORFV4-B-ZTFF T4 XA PFIYRYYNVTI)5-780-1,6-
JeFu-1- (Q-(1H-FF5 V= V5L V)ET 2 = )V-4-4 V)X F V] -6-
AXVEYFIY Ay aE

ERBISERBE L FET, GRASSTHEL N3 n- 7O XRF L 4-B-2 b F
V4 A N FYRYYNT I )5-s00-1,6-Yk Fo-1- ((2'-(1H-F F 5V
—WVS5-AMET 22 Vb AW AFN] -6-FAFVEY) FT U85mgh b, &



WO 94/04510 PCT/JP93/00730

-43 -
HiLaeemg 2 MBE NS IWHEBMEK L L TR,
& BB160

3L FF V43T FFV4-APFYRVINT I )/)5-7UE-1,6-V
Fu-1- ((2'-(1H-F + 9 V= V-5-4 W)E T = = )v-4- 1 ) X FNV) -6-%FF
VEYFTI Y

SREISTEL NT3-T ¥ V-4,5-VYFBE-1,6-VE Fo-1- (2'-(N-}
YT 2Z VA FNV-(IH-F F TV = V-5- 4 V)HET 2 = )v-4-4 V)X F V) -
6- 4% VEYFI1.04gk V4 FF VemAK4mIiTBEHE L | 3-T b ¥ V44
NEYRVYULT I V0.97ghMi7e KIGBAYEI9RMERLAR,
AleA30miZ 02 BEERD F L 100mI TR L. IN-EE30mITH]E Lo A
BELEARB< /A Yy A THEE, RETHEH2ERL:. REEZY)Y
BENES KON T T T4 —(RYEVEHRIF V=10:1—5:1>3: DI
L. SEEALSY(SHEATLCNR ¥ ¥ ¥ BT F V=3:1),Rf=0.16)TH 2 &
ﬁ1t%%0.52g%wﬁ@%€%(mp.115~120°C,‘?-1-7')1/l-7")1/-n.'\-"\"‘7‘?/
BESELTE.,
aHBl61

3L b %Y 4-FOES5-(3-LFF V4 A PFYRVINT I/)-1,6-V
Fo.1- ((2-(1H-7 } 5 V= -5-4 ME T = Zh-4- 4 W)X FINV] -6-4 F
VEYFIY

AHBI6ONIBIET., EBEHALEWGITATLC(N Y £V BRT TV
=3:1),Rf=0.36) T b 5 RELAW0.27g e MEBEEHEARD L L TR
& EB162

I FE VA B-IEF VA APFYRYYNT I)5-7UE-1,6-V
Foo- (2 -(1H-F } 5V = V-5-4 M)ET = ZV-4- 4 M)A F V] -6-FF
VEYFY Yy AU AE

AHBIS L AL FET. AEAl0THEL N3 T ¥V 4-3- 2 b Y-
AAFNEYRYINVT I ))5-FHE-1,6-T FE- (2-(IH-F F 7V —
V54 MYET 2 =4 A W)X F V] -6-F FV Y ¥9v91mgh b, Kl



WO 94/04510 \ PCT/JP93/00730
-44 -

LEW82mg = EAIM K (dec.>146C) & L T 1=,
EHHI63

BLPRVATUES-G-IPF VAR P FYRYINT I )16V b
Fo-1- ((2-(IH-7 FI V= V54 M E T 2 Vb L M)A F V] -6-F %
VEYFI Y Hhywats

BRASERABLHET, ERA6ITEONA3-Z F 4.7 0 E-5.(3.
TRV AR PFYRYINTII)1,6-VE PO ((2-(1H-F 5/ —
W-5-AMET 22 Vb L VYAF V) 6-FFVVEY Y94mgHh b, FE
LW TImg % ERBE(dec.>207C)E LTE 7=,
& BPl64 |

3-L ¥ Y-4-TOE5-73I/-1,6-VE FO-1- (2'-(1H-7 } 5V — b -5.
AMNET 2ZNVb-f MYXF V) 6-FFVEYFT Y

EBA6I TRONTI- T PV 4-TOES GBI FSV4X b FEIRYT
V73 7)1,6-ZeFo-1- (2-(0H-F }S9 V= V-5-A M)ET 2 = od-4
WMXFN] -6-FFVEYFY Y 132mgh 2%/ —V3mliCBB L. 350558
0.15gZ MA2NMBIE L7z METHBEEEL, BES VIS LA 5 A
77U MNTTT4—(2 0Ok VAAY ) — V=20:1—10:1—5:1)If+ L, *
BILEYIBmgE B, CREVIFNI—F hn-AFH UL EZE L. &
HEHER(mp.170~174C)38mg % & 72,
FHBl65 ,

3-L ¥ V4T3 /-5-TUE-1,6-VE FE-1- (2-(1H-7 }F 5V — )V -5-
AMETZZ VAL INAFN) 6-FFVEYFT Y

FRBI64 L ABLFET, ABB60TESNL3-Z F ¥ V-4-3-Z b F V-
4-X PXTIRYINVTI))5-TOE-1,6-V L FO-1- (2-(1H-F b5 v —
W-5-AWYET 22 V4L VYXAF V) 6-FF VY ¥ v38Tmga b, F
AL EH104mg % BABE A K (dec.230~236C) & L T 1,
& BB166

3-LPX¥V-4-73/-5-70E-1,6-VE FU-1- (2'-(1H-F } 5V — L .5.



WO 94/04510 PCT/JP93/00730

-45-
AMNET 22 Vb, VYXF V] -6-FFVEYVFIY HYY L

THBIS ERABLFET, ARB6STHELNI3-Z ¥V 4-7 3 /-5-71
E-1,6-Yk Fo-1- (2 -(IH-F b V= NV5-4 WNET 2 = V-4-4 V)X F
V) -6-FFVEY FYU50mgh s, REMAEWISmg2 #EBBED » 2 %E0
BMELLTE.,

BHBI67

3- b X VA4 TUES-ANEF TV AFN-1,6-V Fa-1- ((2'-(1H-F }
TS =W5-4MNET 2= Vb4 WA FN) 6-FFVEY T

ERBBITHEOLNLZ-ZPF VA4 TOES-CA(ZFFTHVEZ )R
Fu-1,6-VE Fo-1- (2'-(1H-F T V= V-5-4 V)E¥ T 2 Z V-b-{ V) 2
FN) -6-FAFVEY FT r450mgI210%KEIEF + V) v AKEWTS4mg & K
1.30gZ Mz, SOCTTHEAL AL REEEYWE IN-EBRIOmIICEE,
L7 b B 2RI, R LA, YVIFVIFAsux b F574—
(NY ¥V EERRT F )V EEER=3:2:0.04—1:4:0.08) 12+ L. RELEW244mg?
BBLEEREARD L L THL,.

& BI68

3-ZbF VA4 TOES-ANEF Y XAFN-1,6-VE Fu-1- ((2'-(1H-F b
T =W-5-A WVYET 22V A WA F )] -6-FFVEYFTT Y 2H) Y
S}

EERBS LR FET, AERA6TITHELNLI-Z b +V4-7OF5-9 )
HEYAFN-1,6-F & Fu-1- (2'-(QH-F } TV =V -5-4 V)E T = = Jb-4-
AMAF V] -6-FFVEY TV 184mgtr b, RELEW185mg % # M
DHHMBEHFE L TE,

& BiB169

3-n-70RFVA-TOES-ERA(ZMFVYHINVEZM)AF V-1,6-Y & F
O-1- (2'-(N-PU T 2=V AF V-(IH-F } TV = V-5-4 V))¥ T = = b-4-
AMAFL) 6 FVEY F Uy

ERBIB0LEB L FET, ABBITES N123a-7OX ¥V 4,5-Y 70



WO 94/04510 PCT/JP93/00730
- 46 -
E£.1,6-VE Fu-1- (2'-(N-FYV T 2=V AFV-(1H-T b TV —NV-5-4 )V))
722 Vb A WA FNV]-6-FFVEY FT 2030 b BB YT
FATLC(n-~ ¥4 ¥ :BEER = F V=3:1),Rf=0.40)T & 5%%4[:@:%0.97,;2;&1&
BREEVERD L LTEL,
B0

3-n-7ORFVA-CR(ZFFYHNVFEZIWAF NV-5-70E-1,6-VE F
o-1- ((2'-(N-FYV 7 2= VA FWV-(1H-F b TV = V-5-4 W) E T = = v-4-
AWNAFN]) -6-FFVEYFTI

ARB6IDBIET, BEBILEW@EHATLCO-~* ¥ VBRI FV
=3:1),Rf=0.34)T & 5 RELEW0.23g x BREETLER D & L TR
EEHITI

3-n-7O0RFVAL4-TOUES-EA(ZPFTANVEZN)AF NV-1,6-V L F
O-1- ((2'-(1H-F }F V= W5- A WNET 22 Vb L W)X F V] -6-F F Y
EYyyor

ERFII0 LA FET, ERA6ITHRLN/23-n-7OFFV-4-TOE-
5-CA(L P FYANEZ V)X FV-1,6-Vk Fua-1- [(2'-(N-+) 7=V
AFV(IH-F F IV = WS5-AVNET 2= V4L W)AF V) -6-FF VY
V¥V 0.95g b, RELEW.65g MBREEHERY L LTH
B2

3-n-7O0 RKF L 4-TOES5-EA(Z P FTVANVNKE=ZNVIAF NV-1,6-V F
O-1- (2'-(1H-F F 5V = WV-5-4 W)DET 2= V-4 W)AF V] -6-F %V
IS AVAVER B /N -}

ERPISE AL FET, ARATITHEL N3 n-TORF V4.7 T E-5-
VA(Z PV ANVEZIWAFN-1,6-Y & Fa-1- (2'-(1H-F + F Y — )V-5-
ANVNET 2= V-d- A WNAF V) -6-FAFVEYFTY V95mgh b, RELE
M153mgk MMM OH L BLEEHEK L L TR
& B73

3-n-7ORF V-4-TUOES-HNVEF Y AFN-1,6-V & Fo-1- ((2'-(1H-



WO 94/04510 PCT/JP93/00730

-47 -
FEIT=NVS5-4WNVNET 2= Vb WA FNV] 6-FFVEYFTI

EHBI67T LA R FET, ABATITELNZ3n- 7O R F V4T O E-
55EA(Z b FVANVEZVAFI-1,6-V e Fu-1- ((2'-(1H-F T V' — V-
5-AMET 2=V A V)X F V) -6-FFVEY T 669mgd b, BEHYE
L&Y (AT A TLC(BEBR = F v :BEER=50:1),Rf=0.46) Td % RE LA W243mg
PMEABREEHERY L L TH
ERBI74

3-n- 70 R F V-4-FOES5-AFN-1,6-V e Fu-1- [((2'-(1H-F b TV —
V5-4 WET 22 Vb MYXF V] -6-FFVEN)FTT

EEBABOBET, BERILEWEHATLC(Z unsVhty /=
=5:1),Rf=0.52)Td» 2 ZE L EW222mg 2 EAFH R/ (mp.232~234T)e L T
(A
EHBIT5

3-n-70RF YV A4-TOES-ANVEF I AFIV-1,6-V € Fo-1- ((2'-(1H-
FREIV=NSE5-AMNET 2 NAd- A WNAFN] 6-FFVEYFTI Y 2%
)Y A

ARBISERBE L FET, ARBI3THRON30- T ORF V4T 0 E-5-
HNVEFYAFN-1,6-V FO-1- (Q'-(UH-F FF V= NV5- 4 W)HE T 2 =
Web-A WYX F V] -6-FFV EYFYV83mgh b, XEBILEWT5mgx #If#F
BoboHEGHKE L TR,
EEBIT6

3L FFY4-TOES5-B-ZFF VA APFIYRYINT I /)1,6-V
Fo-1- (Q'-(N-FY) 7 2=V AFV-(I1H-F PV = N-5-L V)HET ==V
4-A WYX FN] -6-FFVEYFTI Y

AEAISTEHELNS3-Z bFT-4,5-Y70E-1,6-TV L Fu-1- ((2'-(N-}
Y722 VAFVAH-F PSSV = V5L WY ET 2= )V-4-4 V) A F )] -6-
FTFEVEYNVFYV1.02g% PV U35mICBHEL, 3-Z P X V4.4 P F UK
VINT 270.76gx X SEFRIEI L7z, RICREWIC0.0IN-EER100ml %



WO 94/04510 PCT/JP93/00730
| _48-

mz., V7uuxy10mlTHEL, FEBEKKR7AY 7V LTE
BBEBRETERAB XL RBREX VIS VAT LA Z2UT T 5T 4 —
(n-~F 4 7 EEB I F V=5:1—52—2:1) it L. BEEILEY G HHATLC(n-
~NFY VEEBR T FV=3:1),Rf=0.39)Td 5 XEILEAW0.44g 2 MHE B EEE
BEH L L TH,
BT

3L PFV4-B-LZPF Y 4-XAPFYRVYINT R )5-7OE-1,6-T k&
Fo-1- (Q-(N-FYV 722V AXAFNV-(IH-T P TV =NV-5-4 V)H)ET = =)V
G- A WNVAFN]) 6-FFVEYFTI Y

ERBT6DHRET, REEALEW@HAHATLCO-~F ¥ V:BRZ 7V
=3:1),Rf=0.21) TH 2 XKFE AW 21g 2 MHBEEHKERY L L TH
EHBIT78

3n-T7OKFVA-CR(ZFFYHVEZ V)X F V5.7 0 E-1,6-V & F
g-1- (Q'-(1H-F FTF V= WV5-L MNET 2= V-4- L W)X F W] -6-F FV
E)¥yo v

AP0 LR L HET, %ﬁj‘z‘ﬁﬂmﬂ%e N723-n-7O0 R FV4-ER (T
FEVANEZIWAFV5-FTOE-1,6-V FO-1- [(2'-(N-FY 7z=)
AFNV-(IH-F TV =NV5-AVNET 2= Vb A V)X F V) -6-FFVE
VFYr219mgn 6, EEILAWISSmegt EREEFRERD &L L TR,
EEHIT9

3.n-7ORF VA4 HNVEF I AFNS5-TOE-1,6-Vk Fu-1- ((2'-(1H-
FRIV N5 LI ET 22 NVbf W)AF V] 6-FFVEYFI

EEBl6T ERBELEFET, ARAISTHEL N23-n- 7R F Y 4-¥ (T
FEYHINVNRZ VYA FNVS5-TUE-L,6-YV FU-1- (2'-(1H-F b TV — V-
54 MET 22 Vb MNAF V) -6-FFVEYFY Y 14Imgn b, BEY
LS HRATLC(Z B a kv h: X ¥ J — Vv :BEER=50:10:1),Rf=0.63)T& 5
KELEY 2mgr BEEEWERY &L L THE,
G BBI80



WO 94/04510 PCT/JP93/00730
" -49-

3-n-70RF V4 AFN-5-TRE-1,6-VE Fu-1- (2'-(IH-F TV =
V-5-AWNET 22 Vb A WYAFN] -6-FFVEYFTI U

ERBTOD®EET, BERALEW(SITATLC(Z B aR VA XY ) =)
=5:1),Rf=0.53)TH» 2 KRB LAW3Img % ERHEH (mp.241~244CT)& L TR
ALY
EHBI81

3-n-7ORF VA ANVEFVAFNV-5-TOE-1,6-Vk Fua-1- ((2'-(1H-
TFEIVS=WS5- L MNET 22 Vb WAFNV) -6-FFVEYVFI Y 2%
DR/

ERBISERBLHET, ABRATITHELN30-7ORF V- 4-HVFEF
YAFNS5-TOEL,6-VE FU-1- (2'-(1B-F FI V= NV5-4 V)ET 2=
Wb MYAF V) -6-FFVEY T TV 69mgh b, EELAW5Img % Ef
MK (dec.>161TC) & L TR 7,
= HB182

3-n-7ORF VA4 TOES5-GB-Z b FV4-AMFIYRVYINVT I ))-1,6-
JeFuo-1- (Q'-(1H-F F}I V= NV5- 4 W)E T 2 Z-4-A V)AF )] -6-
FEVEY Ty |

ABBI60 L AL FET, ARAIITHESL L23-n-7URFV-4,5-V 71
E-1,6-Vk Fo-1- (2'-«(N-}F) 722V A FU-(IH-F } T V= V-5-4 V))
722 Vb A VA FNV]-6-FFVEYFT V1.05gh b EBHEAL &85
WHTLC(N VY £ 7 :EEBR = F V=1:5),Rf=0.17)Td 2 ZE L EW0.26g = 4 &
BEERERD L LTHL.

& H5183

3-n-7ORFVAB-TFF VA AIFIRYTYNT I ))5-TOE-1,6-
e Fo-1- (Q'-(0H-F FI V= V5L W)ET =2 = V4L V)X F )] -6-
FEVEYVFTU Y

EHBIB2NBIET., BERILEW(EHFATLC(RN Y £V BRI F ¥
=1:5),Rf=0.05)T & 3 RELEWO0.57gx MEREERERY & LTH 7,



WO 94/04510 PCT/JP93/00730
-50-

ERLBI84

3-n- 78R FVA4-TOES-B-ZPF V42X PFIYRVYINVT I ))1,6-
Ve Fo-l- (Q-(QH-F 5 V= NV5- A WYY T 2 = -4-4 V)X F V] -6-
FXFVENVFIY HVYYLiE

ERBISERBEL HET, ARAI2THLN/3-n- 7O RF ¥ 4-T T E-S-
B-ZFFVA4-RAIFIYRVYINVTII)1,6-VE FO-1- ((2-(IH-F F TV
—V5-AWYET 22 Nd- A W)AFNV) -6-FFVEYF T 2104mgh 5
EEILE W8 Tmg 2 EAH K (dec.>184T) & L TH 7=,
& BI85

3n-F7ORFV4-B-TFF T4 A PFYRYYNT I /)5-7HE-1,6-
Je kFuo-1- (Q-(1H-F b T V= N-5-4 VYET 2 Z)-d-4 V)X F W) -6-
AXVEYFIY HY sk

ERBISERABELHET, ABBIS3TH LN - TORF V-4-3-2 b F
Vo4 A MFYRYINVT I )5-FUE-L,6-V R FO-1- (2-(1H-F } 5V
— VS5 AMET 22 NVA4- L WX F V] -6-FAFVEYFT T 104mgh 5,
FELLEY 2mgr BBECEEHKERD L L TR,
EHH186

3-n- 78R FV4-TOES5-XFN-1,6-V FO-1- (2'-(1H-FT b TV =
W-S5-AMET 2= Wb A WA F V) -6-FFVENVFTTI Y HYw il

ERBISERBELEHET, FRAT4ATHLON30- 7O RF T 4- T O E-5-
AFN-1,6-VE Fu-1- (2-(1H-F FF V= NV-5-4£ WMY¥ T 2 = )V-4-4 JV)
AFN] -6-FFVEYFY v5amgh b, REAESYSImgt ERHE
(dec.>257T) & L TR 7=,
B HBI8T

3-n- 70 RF T 4-AFN-5-TUE-1,6-YVE FO-1- (2'-(1H-F b TV —
W-5-4 WYET 22 )b YA F W) -6-FFVEYFI L HY YA

RIS ERBERBET, EHABOTRHON3-n-TUF X V-4-X F)V-5-

JOE-1,6-Ve FO-1- (2'-(IH-F }T V= NV-5-4 WYY T 2= -4-4)V)



WO 94/04510 PCT/JP93/00730
-51-
XFN] -6-FFVEYFY Y20mgh b, RELEYWIImgt BEABRE
(mp.228~232TC) & L TH 7,
& BLPI88
3-XMXFVAFNAFV4,5-V 2 00-1,6-VE Fa-1- ((2'-«(N-}Y Tz
SWAFNV-(IH-T b TV =V5-A V)ET 2= V-4-L V)X F V) -6-F %
VEYFI Y
BRI AL FET, 4,5-Y2006-2 b X FNFFV2,3-Vk
FO-2H-3-AFVE N FI /1.2gh b RBEILEW3.7g 2 ERMRYEL LT
DA
& BB189
3-AMFVRAFNF XV 45-Vs00-1,6-VE FO-1- (Q'-(N- RV TV
(IH-7 bV = NV5- A WNDET 2= Vb L WA F W) 6-FFVEYFTI
4,577 00.6-2A FFTYRAFNAFV2,3-V FU-2H3-4FVEY ¥
V79.08,4-TOEAF N2 -(N-RYTINV-(IH-F FF V= NV-5-A V)HE 7 =
=W16.2g%2-7% 7 200mlIEE L. RERS Vv A30g2 M A 720 RIGIE
EWEIRRERL 2%, RETHEE*®EEL 2. BEICK200m] % b0 x BEE
TFNV200mITHIM L7z EABE S M) D ATERE, RETHEBRE 28X
Lico REX VATV ATLZUR LM TT7 4 —(n-~"FH YV HEBRIFIL
=1:2,Rf=0.5)124f L. KRB AEW1L.0gx hBRMKBE L L TH 1,
& BLBI90
3-efFu*45-Y700-1,6-Yk Fo-1- ((2'-(N-RX¥Y IV V-(1H-F b
TV =N5- A VNET 22 Vb L WYX F V] -6-FFVEYFT I
3-AMFVAFNFFT4,5-YVr00-1,6-TVk Fu-1- (2 -(N-RY D )b
(IH-7 PGV —=NVS5-AWNE T 22 Vd- A WA F V) -6-FFVEYFI o
10.5g%19.7%HCL T ¥ / — VIEHESOmIC IS8 L. SiE 1R MBS L7,
P L2®@&E22ML, 24 /- L30mITHERELEL, KEILEY
7.88(mp.245.0~250.0C) 2 EAEEH L L THE 7,
B EHI91



WO 94/04510 PCT/JP93/00730
.52

3-n-7u ¥ NV-45-Ysuau-1,6-Vk Fu-1- (2'-(N-RVY I WV-(IH-T } T
V= V5-A WET 22 Vb A WIAFIV]) 6-FFVEYFI

-k Fo*v45-Yr7n00-1,6-Vk Fa-1- (2'-(N-R¥ J)V-(1H-F b
FS=WVS5-AVNET 2= N4 A W)AFN]) -6-FFVEYFTI V1.01g,
¥YIr320mg, V920025 /40mlE ) 2 2B HICEKR MY I VAT RS
VANEVERIAOMEg, Y/ 00Xy vI0mlE ) R HEHERRTCHET L,
ZRTIKEEELL, BETHEELZEL, Komlzix, 700k A
40mITHIH L7z EXBEET MY Y ATHEBERETHEEL S XL 2. RE
WKEKT P FR7J 740mleMA. KEGEL, n-FTOEVT TRV T LY
054 FQmole VX FNVI—FVER)I3mEETL, ZRICKLIFME
Bl BRETHEBELEEL, BBNEAT Y E= v A KBEEIOMIZ I X,
100mlD 7 T ok )y & THIM Lo BABBRF LYY LATREL, RETH
WEEE L BEZY VIS VAT A2 O I574 —(n-~"FH 7
R Fv=1:1 Rf=0.5)I2ft L. RBILEW600mgt HEMAYWHEE L TH =
& EB192

3- (-(N-FY 7 2=V AFV-(IH-F VTV —=NV-5-L V)HE T = =)V -4
AWNXFIVAFY) -4,5-V70E-1,6-V FO-1- [(2'-(N-FV 7 = =)V A
FWV-(IH-F P IV = NV-5-A WNHET 2= V-4-fA VIXF N] -6-FF VEY
R

4,5-V7u%-23-Ve Fu-2H-3-#%VEY ¥V F+ by v A3E503g,4-
THEXAFNV2-(N-FY) T 2=V A F V-(IH-F V= N-5-4 V)E T =
ZWV11.57gE VAFNVENAT I F1I20mICIEE L . 110 CTTHRARE €
o BE*BRETEE LR, BECY 7002 % ¥300ml% A K200mT
Bl L. ARBTEKBEB /7 AV Y A THEE, RETHERELEEL 2,
BEZ2 VALV AIT AU VTS T 4 —(rouklhEEBRIF V=51
—3:1—=2: )i L. BERELEW(@HBTLC(, ook Vo BERLF IV
=2:1), Rf=0.92) T 52 KELEYWS5. 25 2 WHBEEHKERY L L TR,
= EBI93



WO 94/04510 PCT/JP93/00730
-53-

-k FO*¥.4,5-Y70F-1,6-Vk Fu-1- (2'-(N-F) 7 2= 2 F -
(I1H-F VIV = NVS5- A VYET 22 V-b4- A WX FN) 6-FFVEYFTI

BEAI2DHRIET., BEREASW(GHFATLC(Z v ok Vo FERLF IV
=2:1),Rf=0.29)TH 2 XEBILEW1.57g 2 MBEREEHER Y L L TH L,
& BLB194

3- ((2-(1H-F }F V= NV-5-4 WVET 2= Vd-4 WA FNVAFY] -4,5-
J7u%E-1,6-Ve Fu-1-(2'-(1H-F VTV = V-5-4 V)Y 7 = = )V-4-1 V)
AFN] 6-FFVEYFI Y

ERBII0L AL FET, AEA2THEL N3 (2'-(N-FY 7 2=V X
FNV-(IH-F PGV = V-5-A W NDET 2= VA WV)AF NV AEFT) -4,5-F
70 E-1,6-Vk Fu-1- (Q'-(N-}) 72= )V AFNV-(IH-F b T/ = )V-5-
ANVNDET 22 Vb L WA F V] -6-FFVEYFI 1.01gh b, REILE
o 10grmBBEEKERY L LTH,
BELBI95

3- (2-(QH-F } S V= V-5-L MET 2= V44 W)X F VI XT) -4,5-
J7OE-1,6-V FOu-1-(2'"-(1H-F b T V= NV-5-4 V¥ T = = V-4-4 V)
AFN]) 6-FXVEYFT Ly 24y ak

AEBIS LR L HET, AEBMTHES 13- (2'-(1H-F 7 V= -
54 VNE T 2= Ved- A WX F N FFT]-4,5-V 70 E-1,6-V & FO-1-
(2'-(QH-7 } 5 v V-5-AMVYET 2= V-4-4 WYAF V] -6-FFVEY
¥ v86mgh b, REILAWISmg e MF RN EK(dec.>141C) & L TH 2,
& BLH196

-k Fo*v-45-Y70%-1,6-Y Fuo-1- (2-(QH-F + 9V —)V-5-4
MET 2= V4 A W)X FN] 6-FFVEYFTT

EEBI3TELNA3- L FRFV-4,5- Y 70%E-1,6-Y b Foa-1- [(2'-(N-
FY 722 VAFV-(IH-F F IS = NV-5-A WHET 2 = )lved-f W)X F V)
6-AFVEYF TV U1.56gF L 4 —V100mICEBER L. 35%EE 1078 % M
A 3BFMBBE LA, BRLZBETEEL. REX VY VSIS VAT LD



WO 94/04510 PCT/JP93/00730
-54-

RIMSTT74—(raRRVARAY ) —=20:1—10:1—5:1) T4 L, FEIL
EY0.71g%1%, ChesooxV A2y ) —VHLEELL. . BMEANEK
(dec.>188%)0.18g % 72,
BBHBI97

-k Fe*v4,5-Y7uE-1,6-Ve Fo-1- (Q'-(1H-F b5V —V-5-4
MET 22 Vb f WNRXAF V) -6-FFVEYFTI Y HYW L

ERBIS L AL FET, A6 THRELONZ3- L FOF T 4,5-Y 70 E.
1,6-Yk Fo-1- (2'-(1H-F F T V= W-5-L W)E T 2 = v-4-4 V) A F V)
6-FFVEY T IV 110mgh b . RELEAW109mg 2 MBI E (mp.>300
CeLTH,
EHH198

-k Fo* v 4,5-Yr7ouo-1,6-YVe Fo-1- (Q'-(1H-F }5 VYV —V-5-4
METZ 2= V-4-A WYX F V) -6-FFVEYFI

BRI L FAHKL FET . AHBISSTHONLI- A MFY AF VA * -
4,5-V7n0n-1,6-Ve Fo-1- (2'-(N-FY 7 2=V X FIV-(1H-F F TV —
V5-AWNET 2= Vb4 WA F V) -6-FFVEYFT U510mgh b, &
BEALEWSHATLC(Z o n RV A X ¥ ) —)V=5:1),Rf=0.20) T % £
1t E225mg % EAEH K (dec.>188T) & L TH 72,
& BH199

3-AMFUAFNAFV-4,5-Y s 10-1,6-TVk Fu-1- ((2'-(1H-F b 5
V= WV-5-4 WVET 22 NVb- A WNXAFN] -6-FFVEYFI U

ERBISDHBIET, BEBEEAEW(SHATLC(Z 0Ok VA2 s ) =)
=5:1),Rf=0.53)f%%i%ﬂté\mmg%ﬁ@ﬂ%%%@%% &L THR,
aHB1100

-k Fo¥¥-4,5-Ysn0u-1,6-YVk Fo-1- (2'-(1H-F F 5V —V-5-4
MET 22 V-d-A WA FN] 6-FFVEYFTI Y HY stk

ERBISLRABR FET, EHHI8TRLNZ3-Lk FOfv-4,5-Y s oo.
1,6-V Fo-1- [(2'-(1H-F FTF V= V-5-4 WY T 2= )V-b4-4 V)X F))



WO 94/04510 PCT/JP93/00730

-55-
6-FFVEYFT/189mgh b, REEW174mg % BE I K(mp.>3007C)
ELTH 7,
& Bl101

3-n- 7O RF V47005 - ERA(Z P FTVANFEZIWAFNV-1,6-VE F
g-1- (2'-(N-FY 7 2= VW RAFIVAH-FT b TV = V-5-4L V)E¥ 7 = =}V -4-
AMAFIV) -6-FFVEYFT IV

EEBIZ0 LR HFET, FEABZTHLNZ3n-FORFV4,5-T 20
0-1,6-V e Fo-1- (2'-(N-PY 7 2=V A F NV (1H-F b TV = V-5-1 V)
E7 22 Vb A )X FN)6-FFVE Y FTr2.98gh b  BERELEYS
FATLC(n-~N* 4 V:FEER T F V=3:1),Rf=0.28)TdH 5 X EILAY0.98g % &
BEERERY & L TR,
ERB1102

3-n-TURFVL-EA(Z PFVHINVEZV)AF N-5-200-1,6-V k& F
T-1- (2'-(N-FY 7 2=V AFVAH-F b5V = V-5-4 V)E 7 = = )b -4-
AMAFNV) -6-FFVEYF IV

EEAI01DHMET, SERLEWG@HAHATLC(-~ 4 VBB 5V
=3:1),Rf=0.23)T & 2 KA EW0.93g * BEAEELERD L L TH
EHEH1103

3-n-70RF V4. 005-CRA(Z P FTANEZNV)AF NV-1,6-FV & F
g-1- ((2'-(1H-F FF V= NV5- 4 WNET 2= V-d-A WA F V] -6-FF Y
Eyyoy

EEBI0L AL FHET, ABEA01THELNA3n-7TORF V4.2 00
5-EX(Z P FYANEZN)AFIV-1,6-Vk Foa-1- ((2'-(N-}F) 7=
AFNV-(IH-F P TV = NV5-L VNWET 22 V44 VYA F V] -6-FFVE
YFY980mgh b, KEALAWITmg e EREELERY & L TH 7,
& BB1104

3-n- 7O RKF VA4 ERA(Z P FTANFEZNV)AF V-5-700-1,6-VE F
g-1- (2'-(QH-F FF V= V5-A WVNDE T 2 ZV-d-A WA F V) -6-F FV



WO 94/04510 PCT/JP93/00730
-56-

Eyyoy |

EERBII0L AL FET, AEMAI02TESLN23-0- 70 RF V4 ER(Z
FEDVHNVEZMAFNV5-27008-1,6-FV Fa-1- (Q'-(N-FY 7=
AFW-(IH-T F TV = NV5- 4 VNDET 2= V4 A VIXF V] -6-FFVE
VYT 930mgh b, RELAYSomgt ERECSTHERD L L TH,
EEBI105

3-n-70RXF4- 72005 EA(ZPFTVANEZW)AF V-1,6-V L F
O-1- ((2'-(1H-F FF V= WV-5-L WVYET 2 = Vd- L WA F V] -6-F FV
¥yyy s Hhvyw st

EEAIS ERBELRFET, ARMAI03THEL NZ3-n-7OKRF Y4200
55-ERA(Z b F Y ANK=Z VYA FN-1,6-YV Fo-1- [((2'-(1H-F b TV — -
5-AWMVYET 2 ZWV4-f A FIV) -6-FFVEYFTY V3Imgh b, FEIL
EY3omgx FMUOH I WHEEBKRE L TH T,
EEF1106

3-n-7ORF VA4 ERA(Z P FTVANKZ W) AFN5-2030-1,6-Vk F
g-1- (Q'-(0H-F FF V= V-5-4 WVET 2 = Vd-L WX F V] -6-FFV
KVyory AHywats

BB LABEFET, ERMAI04TES N3n-TORF VA4 E R (T
FEVHINVEZV)AFNV5-200-1,6-VE Fo-1- ((2-(1H-F TV =V
54 MET 2 Z Vb WAF V] -6-FFVEYFT V3Imgh b, EEHI
EW2mg e WO S 2 MHEBBNEL L TH 1,
EBBI107

3-AMFURAFNUAFV4,5-Vrnn-1,6-Vk Fu-1- (2'-(1H-F F 5
V= NV5-4AMET 2 Z Vb WA F V) 6-FFVEYFTIT Y HY YL
A

ERASERBLFET, BHRAIITHLNAI- A PF Y AFNVFF T
4,5-Y20u.1,6-Y Fo-1- ((2-(1H-F } TV = V-5-4 V)¥ 7 = = V-4-
AMYAFN] -6-FFVE)FY 33mgh b, BEALEWI3mg 2 EAKHE



WO 94/04510 PCT/JP93/00730
-57-
(dec.>195C) & L T 720
A E1108

3an-7FoRF V4005 A FN-1,6-VE Fo-1- ((2'-(1H-F TV —
W-5-AMNET 2= Vb L WA F V] -6-FFVEYFTI ¥

ERBl6TE ML HET, ARAII03THELN3-n-TORF V4.7 00
5-EA(Z P FVANEZ VYA FN-1,6-FV € FB-1- ((2'-(1H-F b TV — -
54 MET 2= Vb A NAF V) 6-FFVEY T v69%mgHh b, BEY
ILEWBHATLC(Z v a RV A: X ¥ ) —)V=5:1),Rf=0.47)T b % EELE
Y152mg % AL fi(dec.>209C) & L TR 720
& B1109

3-n-7URF 47005 FNVEF Y AFN-1,6-V Fo-1- ((2'-(1H-
FEIV—=WS5- L NET 22 Vb f WA FNV] 6-FFVEYFTI Y

ERBII08DBRIET, BMEEILEWEHATLC(Z ook VA:Xy ) =)
F:B=50:10:1),Rf=0.59)T& % KA A W440mg % B KR (dec.>194T) &
LTH 7
aEBI110

3-n-7OXRF L4005 HNEF Y AFN-1,6-VE FO-1- ((2'-(1H-
FhIT=WS5-ANET 22 NV-4- A V)XF V] -6-FFVEYVF TV 27
U/

BB ERBLRFET., BEA09THESL N3n-TuRF V4700
5-HVEF Y AFIN-1,6-VE Fu-1- (Q'-(1H-F +}FV = V-5-4 M)¥ T =
ZNA A WYX F V] -6-FFVEYF T 343mgh b, KEILAW3I83Img%
HEEBE(dec.>221T) & L TH 72,
aEHI11]

3-n-7OKF V4-700.5-2FV-1,6-Y ke Fo-1- (2-(1H-F F TV —
W-5- 4 WVET 22 Vb WYAF V) -6-FFVEYFTI Y H)Y LR

AHBSLAB L FET., AR08 THL N3 n-7OEF V4o 0D
5- 2 F N-1,6-TVk FO-1-(Q-(AH-F b TV = V-5-L W)E T = = )V-4-4 V)



WO 94/04510 PCT/JP93/00730
-58-

AFN) -6-FFVEYFY 3Tmgh b, REILEW3I0mg % E/ KK
(dec.>257C) & L T 7=,
ARI112

3-n-7O0RF V4-XAF)V-5-sn0-1,6-V€ Fo-1- (2'-(1H-F b TV —
WS5-AMET 22 Vd-L WYX F V) -6-FFVEYFTI Y

EEB6TLRABELHET, ARFI04THELNL3n-TORF V4. ¥ A(T
FEYAHANEZVIAFNV5-200-1,6-FV € Fa-1- (2'-(1H-F TV —)b-
5-4MET 2 ZVb-LW)AF V) -6-FFVEYFT 0.45gh 5., BEE
LS HHATLC(Z oo kA% ¥ J —)=5:1),Rf=0.29)Th » FFE{LE
0.15g % EB B K (mp.240~243C) & L TH 72,
B3

3-n-7ORF YV 4-ANEF Y XF)V5-200-1,6-V Fu-1- ((2'-(1H-
FEPIVS=NWS5-AMNET 2= Vb W)AF V] 6-FFVEYFI

EHAI120%BET, BBERLEYGEHATLC(Z ook VA X F ) — .
BEFR=50:10:1),Rf=0.56)T & 2 KB ILEW0. 18+ B EEHERY L L TH
7o
EHBI114

3-n-7O0RF V-4 X F)N-5-700-1,6-YVk Fo-1- (2'-(1H-7 7V —
WS5-AMET 2= Vb L WX F V] -6-FFVEYVFI Y HYv ik

ERBIS LR LR FET, ERAI2TELNZ3n-TOFEF V44 F V-
5-7800-1,6-Yk FO-1-[(2'-(1H- T b T V= V-5- 4 VYE T 2= )V-4-4 V)
AFN] -6-FFVE)FT U32mgh b, RECAY23mg2 #BEHO H 2 E
BHEKL L TER,
EHBIL15

3-n-FOURF VA4 ANVEF Y XAF V5.2 00-1,6-Vk Fo-1- ((2'-(1H-
TEFIVS=NWS5-ANET 2= Vb WA F V) 6-FFVEYVFTI Y 2%
)Y AR

ERBISERERLE FET, ERAIBTHELN3n-TORF Y 4- D VK F



WO 94/04510 PCT/JP93/00730
-59.
YAFNV-5-200-1,6-V Fa-1- (Q'-(IH-F+IFV—=NV-5- 4 V)ET ==
Wb A WYAF V] -6-FFVEYFY V32mgh b, HELEW28mg % #7

HDHLEEHEKL L TR,
AERHI1
TvIFF vy v ERERRE
THFERYVINNWVEY - VKRBT THROKIFLE S, ELICHTR
Bk L, KBRIZS YR EL, 3TCRBSL, 95%8%E. 598
IEIRZERET A BER L - HEEB(Krebs-HenseleitiFR) ICBEEL, 20ER
PN B L 72, 200B X BRERBLEFOBERZIRMARE S €1
B, TUvVFF VY IANgLI0TMIC E BN ERL 72, ABHLLEYD
FEE 341 B 0 AngI#% 5205381 1 A RHLEWA0OM 2 RILEL, 3BH®
AnglON#E % 100% & L THHER2EE L7z, 28, ZEBALSHR I X F
VA NVEF Y F(DMSO)ICER L., WHEOMSO)ICLBRIEEZMR 2o

FRERPEYEHH HHIZ (%)
11 70
16 66
17 75
19 - 25
20 48

AERB2

TyvIFF VY VNEERE

TyvIFF 7Y VIAngID) Dy VEIBL 74 -t T 8aHICRIZT
It OBEEEA %], P. Bennett, Jr. 5 ®KE[J. Biol. Chem., 251, 7423-
7430, (1976)1CHE U THER L 720

—FEBEOY VEIBOBFEAR L 0.1nM 1251-Ang 11% &L EE SIS A RHEAL
A% 10° M 2Mx, 37C, 3034 v Far—bL, FTIRT74/N—7 4
VE—FFLTRnEdE Lz, SOT74 VI —ICRHEA LIS REE Y- Y



WO 94/04510 PCT/JP93/00730

-60 -
vy =itk D@U%Lﬂ:o
A ZEHHAL A YA BB HHI R (%)
8 13.6
11 31.5
14 29.8
17 66.4
HAEBI3
TUIFF VY vERERRE

THFERYPANVES - VERBETIBY THRABKFE S, BES KHEX
BlREMHE Lz RERIZI VSR EL, 3TCRBEL, 95%B K. 5% 8
ELRFZEBET XA ZBEBRL 72K E B (Krebs-HenseleitiF ) WBRE L, ZOER
BN ZREL 2. 200 B R BBERBLESLER R IRRRE S €1
B, 7V 37V VIAnGIL1I0M)IC S UL 2 BRE L 720 BZRBALEY
O FFli i 46 B O AnglI#k 5205 8 IS AR BHLEH (10°0MXix1077M) % R E
L. 3EE QDAngliID L %#100% & L THHIRZEH L. 8, ZRH1
BRI AFNVANVEFY F(DMSO) ICHERE L. 1B (DMSO) I & 2 #IE 20

21



WO 94/04510 PCT/JP93/00730

-61-
RS K AUF (%)
1X10-6M 1X10-"™M
26 32
66 41
67 88
68 98 28
73 100 43
74 96
75 47
81 81
84 39
86 80
103 35
105 40
107 22
109 33
110 69
111 | 23
112 21
113 71
114 35
115 56
HERB4

TrvIAF vy v NEERE

TvIF7 V10 (Angll) O VEIBLVE TS - T5/EHCRIZ
TIEWORBEEA %I, P. Bennett, Jr. 5 ®HIL[J. Biol. Chem., 251,
7423-7430, (1976)[ICHELTRE L2, —ZEEO Y VEIBOEREEAR L0.1nM
1251 Angll 2 S & B P CARBLAHWI00M i, 37C, 30594 v ¥
R=PL, HITRT7AN=T 4 V=@l TRLERIELL, 2D7T 4
Vo — RS LR Ey- Iy vy =L VRIEL 12,



WO 94/04510 PCT/JP93/00730

-62 -
AREBILEDE PP IR (%)

26 97.2
38 88.6
63 - 99.7
66 89.5
68 80.9
72 91.9
75 96.8
81 91.1
84 96.5
85 88.0
86 90.0

EH B

SeA)

FEBILEY 10g

FLHE 260g

BRIV O— 2 600g

-V RY—F 350

v o3y raitro—2 100g

CMC-Ca 150g

ATFTY) VB2 YA 30g

8 1,500¢g

LREBES 2 HEECLIVRALEODIEF CIimg0 EMRTEERT LM
KEE10,0008E 2 HET 5o
SLR1512
A %



WO 94/04510 PCT/JP93/00730

-63-
FEBELEY 10g
A 440g
WL vo— 2 1,000g
AFTYVVEER TRV YA 50¢g
Eoyy 1,500¢

FRE S EBEICLWVBELEDL YT F AT NICKEEL I TN
B ImgDEBRES ESHT B4 7L VH10,0008 T V2 BET 5,
K613

WA 7 IVH

FERILED 10g
PEG400 479g
BB P Y ) T4 F 1,500¢
Ny HH g
Polysorbate 80 10g
28 2,000g

LEBSERELZOLEEICLVIFRETF AT VIEHRL, 1A
TV HRCImg DIERRTERET 2% H 7TV H10,0008 LV ERET
%o

ZLA1514

BE

FERILEY 1.0g
WEIXT 74~ 10.0¢g
& =N 20.0g
HE7 )Y 68.4¢
IFNINGRY 0.1g
LAY b= 0.5g
oyl 100.0g

LB EECLIVEAL ISHKE LT 5,
A Bl5
AL F



WO 94/04510 PCT/JP93/00730

-64 -
AR EY lg
Witepsol H15" 478¢
Witepsol W35" 520g
Polysorbate 80 lg
) 1,000g

MY RS A FRILEDOREIESL
FRESEEECLIVBREBEAL AF v F - EESHE/MLLT
ImgDEBRDTEEET 5 1g2#]1,000M8 % 8§ 2,



WO 94/04510 PCT/JP93/00730

- 65 -

ARk o H

1. & (1)
R2
1 3
R |\R
N,
N (0)

[1]

(st RI, RERURME R ZRHMEL LT, KEET, C,~CePEH D L
CHARE LTV ENE (BT Vs ViR, AuyVETF, X 0y VE
Fo=roE ANVEXFTNVE C~COT VFLMESLLIERC,~C,DT
VaFVETHEBECERIA TV T LV Tz = VETEECERSLTY
ThEVie ) Cp~CeMEHES LAWK LT V=i (BT V5=
B, NaFUVEFTHEERERIN TV TH LIV, ) ( Co~C,DEHD L
CROBLETVI=VvE (B7vFoviER, "o VEFTEECER
ENTVTh v, ) C3~Cen¥za7 v vl (A¥su7ldvER,
NaOFVEFRRET7 2 2 VETEBRERSI LTV T LV, ), 7=
# Brvz=nvER NoFUEF, =badE AVERTVE C~CD
TUEFNVEXRC,~C,NT Vax Y ETHEBECERSIA TV T L, ) X
X(CHy) X (XH. mid0, 1XE2&RL., X na ¥ vYRFf, ¥7 /%, =
b w3k, CH(CN),. CH(CO,Me),. CH(CO,Et),. C;~CgPEH b L {7
BL7T Vv C~CuOT7 W FVEIZL)IAT ML hTwTh L ng
VAR VIV, ANVEAERE iE-Y-ROYIZO, $(0), (nid0, 1XiF2% R
To ) XWNR (REAREFRIEC,~C,nEHIXEITH LT V¥V EE
ATo) THH,ROUZ, KEETF, C,~C,0EHSLCETHLLT V¥
VEE (BT vENER, NS VERETF, XS vEF, = badkl v



WO 94/04510 PCT/JP93/00730
-66 -
FENVE C~COT7 VI VESLLEC,~COT7VIFVETIEEL
ERINTVTH LIV T 22 VETERREREATVTH L, ) | C~
CeMESHES LARAMELET V= VvE (B7vr=VvEiR, "oy VET
THEECERINL TV T LV, ) | C~CcMEHD LLRGHELAT v
SVE (BRT7NVF=VvER, NoPYREFTEERERER TV TS L1,),
Ci~CD Va7V VE (BEvz7u7 VEVER "o VYEFXR7 <
SWVETHEBCLERS AT T LV, ) . 7=V (B 7 == vEi,
NayVEF, =bokE AVEFIVE C~COT VFNMERC,~
C,P7TVIFVETHEERBREINTVTH LWV, ) | C(O)A (AR, XE
BF. C~CcPEHD LLRFHMLAT VEVE (BT Vv VEE, nNody
YEF. X uFYEF. = bukk AVEFVIVE C~COT VM F L
EHLABC~COTNVIaFVETEERECERIA TV T LT 2= v
TEECERINTV TS L, ) C~CcPEHS LIRGMLET VY
=NVE (BTN =VvER, "o YREFTEBCEREIATVTS L0v,),
Co~CePEHS LLRGHE LT VX VE (BT VvE=VvEiR, Noyy
EFTERECERIN TV T LIV, )\ CG3~CeD ¥ uT7 V¥ VE (FY
sa7hEFvER NOSFUVEFXE 72 VEATEERERI ATV TY
g )\ 7zzvE Bz vEr, Ny UvEF, = boE HR
FUNVE, CI~CDT VENENEC,~CDT VIV ETRECEHRS
NTWTh &, ) o INRTRS (RTRURE, 2N FRIL L TARET,
Ci,~CcPEHDLLRFELAETVFVE (7 VvFvER, ~Noy v EF,
XnayvEF, = baE AVEFIVE C~CDT VENVESLL
RXBC~CP7NVaF VY HETHEBEIBRIA TV T LW T 2 = VETHE
BREREIRTVTY LV, ) |\ C~CnEHD LLRFKLLET V=
% (B7Vr=VvEE, "o S VREFTRERCBRINA TV T LV, ) |
Co,~CcDBEHS L RS LA VEF=VE (B7VF=VEE, Ny
EFTEERER IR T TL LWV, ) | CG~Cen Y7 a7 Vi (Y
77 NVENMEZ NOFVEFXR 722 VETRBECER IR TV TY



WO 94/04510 PCT/JP93/00730
' -67-

dwe ) . JzzoVvE (BT VEER, "uFr UETF, = buH, HVE

FUNVE, C~CDOTNVFNEREBC,~CuDT VXV ETHEECERS

NTVThEv, ) 2FKT D, ) 2EKRT2.)2ERT 2,12 ERT 5,)

THY,

RO, #NVEXFYNVE (BANVFEXYNVERIC,~COT VFVETI R
FMEERTWTH L) | ANEVEE (BRA VRV BRERC,~C,0T IV
FNETIZAFVEERTWTS &) | AVFVRRT I FE,| POH, (C,
~CyDT VFNVETI AT VIR TV TS &) | POH, (C;~C4ND7
VENETIAT VSTV TS &) RZ7F bV VvE (7 +5
VYNERRVINVE, A MFIV2AFNVE M) 722V AFVETRER
BRI TVTH L, ) 27 T) TRINZ{LEY. T0EERUARY
#o
2. RIZAEZEEREF, 2 b3+ V&, n-7O0RFVE, - 708X VE n-7 b F
VE - RVFNVFFVE aAFYNIFTVE p-ATFAFFVE T
sUNFYNAFVE, YruxkyFLFTFVE, DboEk 2 FNVETH
LERFEIEROILEY.

3. RZFARETF. NadYETF. C~CDT7 VI NVE C;~CnT VI F
VE.TIVE (BT I EEC,~COT VEFNVE, 3-T b F Y 4X B F
IRV TNV, 3-EYTNWRAFN, 2000 RV AL)V, 2-2 ba RV A )b,
2-HNWVEFIYRY VA NVIIZCONRIRIO (ROFURIOGEFN FNIT L TAK
FETF. Ci~CeDEHS L BB LT VFVE, CG3~Ch Y7 uT W
FVE, Tz VEXBARVIYNVERZERT 2, ) LLVERRKERSIAT
WTH LW, ) | C~CNTNVEFNETIATMEEATWTH LA ILF
FURXAFNVE C~CDTNVFNVETIAFMEEIN TV T LW VEF
YWV, C~CgMEHX RS L7227 ¥ vE, CH(CN),. CH(CO,Me),.
CH(CO,Et),. CH,NO,T# % RE2LHDILEW.

4. R3D, KEREF. N"u¥ VETF. C,~C,OT VFNVE, C,~CynT V3
¥V 7T IVE (BT Y/ HRC,~COT VEVE - X Y42}



WO 94/04510 ' PCT/JP93/00730
| - 68-
FORYIW,3-EYIWAF N, 2-780RYY (), 2-=2ba Xy A
NV, 2-ANVEFY RV A4 VXIECO)NRIRIZ (RUEURIZIZZNEFNIMT
LTAEEF. C,~CchEHD L BFRE LTV VE, C3~CeD ¥V 2
O7VENVE, 72 VERBARYIVEZERTZ, ) KL VEECER
ENTVTH LV, )\ C~CDTVFVETIZATVEEsh T T Lw
ANVERYAFNVE C~CDTNVENETIAFVMEERTRTH Ly
VEFYNVE, C~CgNEHIXRTHKLZT Y VE, CH(CN),,
CH(CO,Me),. CH(CO,Et),. CH,NO,T& % #ERKF2EHMDILEWo
5. R3HR (1a)

N

—A«E%—W [Ia]

N/
G, WRAEEF, VFo A, VT H A, FrYUTAREAY Y A%ER
To )JTEINLIFBREIR 4R VILEW,

6. — 3\ (II)
R2
R! R3

AN

| (1]

N,
N0
H

(. RL RZRURIZZN ZNMHMEL LT, KEEF. C;~CcPEH DL
CRABELETVEVE (BT Vv VEE No sy VEF, X@nrv s VR
Fo=roE AV EFTNVE C~COTMFMESLIERC,~CNT
VaxVETHEELERSIA TV THLI VI 2o VETERECTERS LT
ThbEVo ) L Cp~CeNEHS LARTH LT Vr=vE (BT V=V
B, "oy UVEFTRECERIATVTH LIV, ) | C~CcPEHD L
(BB LT VEZVE (B7VvFoviER, "oy VEFTHRECER
ERTwThEv, ) . G3~Cn ¥y a7 v vk (Fvsa7ivdivin,



WO 94/04510 PCT/JP93/00730
-69-

NaFYBREFXE 72 2 VETERCERILTWVWT L, ), 7=V
£ (Brvz=vEE Ny VEF, = rof AVEXFTVVE C~CD
ThFVEXEIC,~CDTVIFVETEBECERI L TVT LV, ) X
X (CHp) (X (3N, mid0, 1Xid2%2/;"L., XBNTFVYEF, Y7 /7%, =
b m#, CH(CN),. CH(CO,Me),. CH(CO,Et),. C;~CsDHEH S L {7
BLz7 v C~CuOT7 VI VEREIYIRAT MEER TV TS vy
VAEXVIVE, AV vERE, E-Y-RO[YIRO, S(0), (nit0, 1Xik2% 7R
To ) XIENR (REAEZEERETXIIC,~C,nEHXEFH LT V¥ V%
ATo) ThHH, RO, KEETF. C,~C,oEHSLARIHELETVE
vE (BT vEVEZ NO S YRF XA VRS, = boE A
KxovEk, C~CuD7 VFNEDLIRC~CDT7T VaFYETHERL
BRENTVTL LV T 2= VETEBRERSATUTL LV, ) | Cp~
CeMBEHS LA RGHLET V= vE (BT Vvr= vk, "y YREF
TEECERINTVTY LV, ) | C~CcPEHD LIRGHELET V¥
=hvE (B7 v vEEd, "o VEFTERCEREIA TV TS L),
Ci~CeD ¥ o7 MFNE (a7 vd VR, Aoy VYEFIXE7 =
SVETHEBCERIATV T LV, ), 7= VvE (B7 2= VvER,
Ny VEF, = bok AVEFVVE C~CDT MEMEEC,~
CA7 VIAXFYHETHEBECERINLTVT LV, ) | C(O)A (AlZ, KE
FF. Ci~CanEHD LA LLET v v (BT Vv viid, noy
VEF. X vy vEF, b AVEFVVE C~COT VF L
ELLARC~CO7 VI VETHERLERINATVT LT 2= VE
TEBECERINTVTL L, ) . C~CaPEHS LLEITHLAET VY
ZWE (ET7NVr=VEE, "o UEFTEEREBRINTWVTH L,),
Cy~CeNEHS LERAB LT vE= v (BT v*=nvEE, nasy
BT CRBECBRIN TV TD LIV, ) \ CG~CeP ¥z a7 V¥V (Y
su7VEFMER NOSVEFXE 7= VvETREBERER STV TY
v ) L 7= VE (B VR, "o X UVEF, = buE, UK



WO 94/04510 PCT/JP93/00730
-70 -
FUNE, C~CDT VENENRC,~CNT VIF VY ETHERITERS
NTWTH &, ) | XENRTRS (RTRURE, ERENMILL TAEERTF.
Ci~CeNEHD LRFHE LTV VE (ET7 Vv VER, Nay VETF,
XgnrnayZvBF, = rof AVEFINVE C~COT IV FNES LK
BXEC ~CnT7 NIV ETRBERERIA TV T LT 2= VETH
BRBRSINTVTH LWV, ) , C~CaMEHS LLRTELLT My =V
E @7V vERE, Mo YREFTEBECERSRTV TS LV, )
Co~CeMEHS L BFHK LT VEF=VE (7 VvF=VER, Noy Yy
BFTEERERIN TV T LV, ) | C3~Can Y7 u7 v vk (FY
77 NVEFNER, NOFVEFXR T o= VETERCER I TV T
fvg ) Tz VvE (Bvz=nvER, Ny YEF = boEk HVE
FUNVE, C~CDT VFNENIBC,~COT VIF Y HTHEERERS
NTVThdv, ) 28KT 2. ) 2ERT2.)2ERT 2.1¢ERT 2,)
EERT 2, )
TREWDLEYW L —#&X (Ib)

\%
RS
oy v

(R, RO, ANVEFYVE (EANVEF Y VEEIC,~C0T VNV
TIAFMEIRTWTS L) | AVEVERE (BRA VK VEBREEC,~C,
DTNVFNVETZIAFNVIEEIRTWTH LW) | ANVEFVERT I FE,
PO,H, (C;~C,DT7 VF VETIAFMLERTWTH L) | POsH,
(C;~C4DT7 VENETIZATMEEATVTH L) | BT PF V)V
B (FFroVINERNVUNVE, X MFYXFVE P T2V F
VETEBCERINA TV T LV, ) 28T VENBY VEFERT ]
TRENRDEYERT ¢ CEAERLEY (1) 252 R EE,

7. —#&3 (1Ia)



WO 94/04510

PCT/JP93/00730
-71-
A%
1 3
N,
N™ 70
[IIIa]

%%

(Xeh, RIRURIMGZRZRMIL T, AEETF. C~CenEHS L
TRELI2TNVINVE (BT VR VER, "oy B, Xinody v EF,

bt AVEFINVE C~COT VM EFNESLEC~COT VT
FUETHRBCBRINTVWTHI VI VETHEBRCEREATVTY
Lo ) L Cu~CemEHS L RFHLET V= v (BT vy = ki,
NaFYRFTREBECBRIATV TS LV, ) | C,~CcnEHES LIRS
BLE7VEF=vE (B7 V3= VvER, "oy Y EFTHREERCERESNT
WTH IV, ) | C3~CeP¥2u7 v vEk (v zu7vdiiit, no
FVREFXR 722 VETERRERS LTV TH LV, ) (722 VERK
Tz VEE NaFVETF, = bok AVEFVVE C~COT X
VENBC|~CynT7Vax v ETREBERERI ATV T L, ) Xid
(CHp) X (X, mid0, 1XE2%2/RL, X@Na ¥ YEF, ¥7/7%, =}
o3k, CH(CN),. CH(CO,Me),. CH(CO,Et),. C;~CgDEH b L {3544k
LT YV Ci~CunT7 VFVEILLI NI ZAF MEEATW T S vl
Fx vtk 20Vs VERE, ik-Y-RO[YIZO, S(0),(nix0.1Xix2% KT ,)
XiNR (RRAKKREFIEC ~C,NEHX RIS LTV FVELRT, )
THH, RO, KEEF. C;~C,0EHS LLREFHELETVEFVE (K
ThVENVEZ, "oy VEF, X ayvEF, b, A VEFI LV
£, C~CnT7NENEDSLEC,~COT NVIFVETHRBELEHRIL
TVWTHEIVT 22 VETHEBELERIATHTL LV, ) | C~CDEH
bLARGHLET V=V (BT7Vr=VvER, Ny Y EFTREREC



WO 94/04510 | PCT/JP93/00730
-72-
BREINTVTE LV, ) (C)~CeDEHS LA RTBLET VF = VE (K
ThVF=VEZ, "oy VEFTEEICERINALTVTS L, )( v C3~Cy
NDYraTVEVE (By7u7 v FVER, "oy vEFXR 7= vE
THEECLEBEREATVWTH LY, ) . 7= VvE (7= VER, Ny
vEF, =bOE AVEFINVE, C~COT VENERXIEBC,~CyDT
VAXVETEBECERIALTVTY Lv, ) | C(O)A (A, KEEF.
Cil~CePEHD LI RBBELEZTVFVE (M7 VFVEE, "oy VETF,
X@gnaZvEF, =radk AVEXIVE C~CoT IV FNES LA
RC|~CyD7 VaF VETHEERERENATVWTb I W7 2= VETERC
BERINTVTE L, ) (C~CaMEHS LLEFB LT Vs = VE(E
ThVr=nvEE, "o YEFTEECEREATV TS L, ) | C,~Cq
NDEHS LRTELATVF=VvE (7 VF=VvER, N0 VEFT
EECERIATVTH LV, ) \ C3~Cen¥z7u7 ik (v 207
VENVER, NOFUVEFRXR 7 VETEZRCERIATV TS Ln,),
7z VvE (B7z=VER, "o FVEF, = ok AVEFVVE,
C,~C,D7 V& VEXHC,~C,N7 VI% Y ETEBECLBEREATVTS
dvig ) . XENR'R® (RTRUREIE, ZnFNPUL TKREF. C,~Cq
DEHFS LLRGHEL AT VFVE (A7 VvFVER, ~oy VEFE,
Ny YRS = buE AVEFYIVE C~COT M FNVEL L CIRI
RC,~C,DT7NVaFVETERERLERIA TV T IV 2= VETERR
BERINTWTH LV, ) (C~CaNEHD LR LET VI = VE(E
ThVr=pEiR, "oy REFTERCERSA TV T  Lwv, ) | C,~Cq
NDEHD LLRTRLAETVF=VE (BR7VvF = VvERZ, Ao P VERFT
EECEBRIATVTH LIV, ) (| C3~Cch¥suT VN (v sa7
VENEE, NS VEFXR 72 VETHEECBRIATV TS Ln,),
Tz )V (B2 VERI, NOFVEF, Zbo AVEFIVE,
C,~CyDT7 VI NVERXEC,~CDT7 VIFVETRECBRILTWVWTY
dvo ) 2EHRT 5, ) ¢EK T, ) 2ERT L, 12EBKT 5. )2 EK



WO 94/04510 PCT/JP93/00730

-73 -
T 5,

RO, ANVEFIVE (BANVEXFYVEEC,~CnT VI VETIX
FMEERTWTH L) | ANk VEBRE (RA VA VEREIRC, ~C,0T IV
FNVETZIZATFMEEATW T L) | AVFVERT I F&| PO,H, (C
~CyDT VFNETIAFMEENRTWTH & W) | POsHy (C;~C4ND7T
VENETIZAFVEIATTh L) | RRFFIVINVE (T T
VUNVERRYINVE, A b3y X FNE, PY) 722V AF VETERR
BRINTVWTh L v, ) 2KT, VI, "aFP VY EFERT, ) TEEh
BAEY & —HARZ-HIXIER2-M (X, R2E, RIGFALERER T Mid,
TVAY)ERXBTVH)VIEERE2EK T, ) TRIWILEWERIEES#
TEREHLEY (1) 282 8EE,

8. —#x3X (IIIb)

R2
1
R |\V
Nh
N O

[IIIb]

(X, RIRURZBZNZFRMILL T, KEEF. C,~C,EHSL LR
SRELETVEVE (7 VvErvER, Aoy Y EF, R oy VR
=bhaf, HUEFYVE C~CuOT VENELLCRC,~COT VI
FUETHRBLBEREIN TV T LI VI 2o VETHEERKERIATVTY
Evio ) L Cp~CePEHD LCRBHMLAT vy = vl (T vy =V,
NEYYRFTEECER SN TO TS LV, ) | C~CePEHb L5
BLZ=7 3=V (73 VR, "o YEFTREECBRINT
WTHEV, ), C~CP Yz a7 hE ik (Fysu7vs L, no
FUBFXR 7z VETEBECERI ATV TL LIV, ) 7z VEH



WO 94/04510 PCT/JP93/00730
-74 -
Tz VEE, NaFVETF, = boEk AVERVVE C~CNT IV F
VHEXRC,~CnT7Vad Yy ETHERECERIL TV TE Jv, ) Xid
(CHy) X (XH, miz0, 1X@22RL., X@nv sy YREF, ¥7 /7%, =}
o3, CH(CN),, CH(CO,Me),. CH(CO,Et);. C;~CgDEH b L < 1574
Le7 v vd, C~COT7 VEFNERLIYIAFMEERTVTS LA
FEyVE, AV B, ik-Y-RE[YIZO, S(0),(ni30.1Xid2% KT ,)
XENR (REAFEFREC,~C,OEHX B OBEL TV FVEERT . )
Thbh, ROIZ, AEKEF. C;~C,0EHLLFoKRLLTVENVE (R
TAENER, NOF VEF, R N0 VEF, S boE, AVEFIL
#., C~COT7VENVELLIRC~COT VIFVETERICERS L
TVTH I W7 2o VETEBICBRIA TV T LV, ) | C~CaDEH
bLARGKELET V= VvE (BT Vvr=vER, Nuy Y RFTERER
BRENTVTH LV, ) (C~CaPEHO LIRFHE LTV F=VEK
ThE=vEkiz, "oy VEFTEECBRIATVWT LW, ) . C3~Cq
NnyruFNVEFNE (BYyrsu7rvIviEiRr, "uXVEFRXE 722 VE
THEECBERIATVWTH LIV, ) , 7=V (B7z=nvEiR, nuay
VEF. = buE A NVEXFYNVE C~CDT VEFNERIRC, ~C4DT
VaFVETERCERIATVTD L, ) . C(O)A (AR, KEEF,
Ci~CePEHES L RFBLALT Vv VE (M7 VFVEG, NEyVET,
XanayVEF, =bok AVEFTIVE C~COTVEFLMED LK
HC,~C,7 VaFVHETRBLEREN TV T L7 22 VETERE
BRINTVTH LIV, ) \C~CcPEHS LARFRLET VT = VE (B
TVr=vEid, "o YEFTRECERSRTWTH LV, ) | Cy~Cq
NDEHES LRFBELET V= VE (BT VvF=VvER, N"ByYEFT
BELBREINTVTOL WV, ) ( C~CqnYz7uT7 v v (V07
VENVEER, NS VEFRE 72 VETEEBRECBERIA TV TS Lv,),
Tz VE (B7z=0VEE, "a X UVEF, = boE, AVEF I VE,
Ci~CyDT7 VFEFNVERXRC,~CNT7 VIAFVETEBELERINATWVWTY



WO 94/04510 PCT/JP93/00730

=175 -

&, ) o XWENR7R® (RTRUR¥E, TR ZFRMI L TARETF. C;~Cq
DEHS LRFEL 27 VvENVE (BT VFVER, Noy v EFIE,
NBFYEF, =raE, AVEFVVE C~COT M FNED LRI
RC,~CN7NVaF Vv ETEERERIN T T LW T 2 2 VETERR
BRINTVTL LV, ) (C)~CcPDEHS LCRTBELET V7 = VvE (R
ThWr=vEE, "oy BEFTEECBERIATW T LV, ) | C,~Cg
DEHS LLRGHL 27 vF=VvE (BT VF=VER, NuFPVEFT
EBRERINTVTL IV, ) (| C3~CgD ¥ a7 vE (Avsu7
VENER, ANO Y VEFRXR 7= VETEBERRERIATWVTD L w,),
Tzl (B7z2=VvER, N"aFVEF, = raE, AV EFTIVE,
Ci~CyDT VFVEXUEC,~C,DT VIXF Y HETHEBCBRIATVTD
dvio ) EKRT 2, ) 2ER TS, ) 2ERT 5, 1¢ERT 2. ) 2EK
T %0

R, PVEFYNVE (BAINVEFIYNVERC~CDTVFNVETIR
FMEERTWTh W) | ANVFVBRE (BIANVS VYBREEC, ~C0T WV
FNVETIZAFMESh TR Th & w) | AVFVYBRT7 I FE, POH, (C)
~CyDT VFNETIAFNVAEER TV TS L) | POH, (C;~C4N7T
VENVETIZAFVEER TV TS &) | X7 IV Y VE (AT H5
VIONERIRVINVE, APFVAFNVE P 722 VA FVETEER
BBRINATWTHLIV, ) 2KT. VI, Na ¥V EFEET, ] TELQ
BLEY L —&AR-HIRRI-M (R, RIF, RIEALERERT . M,
TV EBRXRT VAV IHEERE2ET, ) TRShWBLEYERIEEE
THEREREEY (1) 265 8EE,

9. —#&=\ (1v]



WO 94/04510 PCT/JP93/00730

-76 -
9. —#3x (1V)
\Y
1
R I\ v
N,
N0

[IV]
QX
(R, RUE, KEEF, C,~CemEHS L CRBBL TV FVE (X
TVEVERZ, NauyVEF, RErayfVEF, =boEl AVEFVL
#], C,~C0T7VFNHEDLLRC,~CNT VIFVYETERICERZ N
TVTHEV Tz VETEBCBERIATVTH LV, ) | C,~CcDEH
bLARGBLET V= vE (BT Vvr=vER, Nay Y EFTERC
BRENTVRTH LV, ) (Cp~CenEHES LLRTHE LT V= VERK
T F=nvEiE, "oy YREFTEECBRIATVWT LV, ) . C3~Cq
nyruThENVE (BYro7 v vER, "o YEFRXR 7= vE
TEBCEREATVTb L, ) | 7= VE (7 z=VER, Ny
VEF, =ruE AVEFVNVE C,~C0T7T VENVENIRC,~C4DT
VaAFVETEBCBERIATVTS Lv, ) N (CHy)X{RF., mid0,
1Ri2%R L, X@NO¥YEF, Y7 /7%, =+ 0%, CH(CN),,
CH(CO,Me),. CH(CO,Et),. C;~CeDEHE b L CRFB LT ¥ IVE, C
~CDTNFNELZEIYNIZTFMEERTW T LWV KREFYVE, AV
R VERE. Xik-Y-RO[YIZO. S(O), (ni30, IXE2%27RT, ) XiENR (RiZ
AFEBEFRXEC,~C,nEHXEFTH LTV VvEEZRT. ) TH Y. RO
. KKEF, C;~C,oEHS LLRFBRLAETVFVE (BT VF VER,
NaOFVEF, R~y vEF = boE avEFUVE C~CDT
VELMES LCRC~COT NV IFVETERBCERIAT T LV T 2
SVETEBCBRINRTV TS LV, ) | C~COEHD LARSEL
TVr=nvEE (BR7Vy=VER N"oFYEFTREECER SN TVWTY



WO 94/04510 PCT/JP93/00730
“ -77-
LWy )\ Cp~CeDEHS LR LATVF=VvE (AT VF=VER,
NOFVEFTHRECBRINTVTH LIV, ) , G~Cgh Y7 a7 bF N
£ (Brvrzur v v, "ud VEFXRT7 = VETERICERS L
TWTh &, ), Z7z=VE (B7z2=VER, "oy VEF, = bok,
ANVEXTIVE, C~CDT VI VEXIRC,~C,NT VIXYETEREK
BRINTVTS Lo ) . CO)A (AR, KFEEF. C;~CaNEH b LK
BOBEL7MEVE (B7VvEVER, "aFVEF, X ey Y EF,
=ro¥k AVEXINVE C~COT VFNEDLLCIRC~CDT VI
FVETHEBECBRIA TV T L T 22 VETEBRERSLTVTY
Evie ) . Cy~CMESS LHARLET VT = Vi (7 vy = Vi,
NaFVEFTREBECBREINATVTO LV, ) | C~CDEHS L RBT
BLE7Vvx=vEk (B7vEF=rvER "oy YEFTEECERINT
WThEV, ) C3~CeP ¥z a7 V¥V (¥ su7 v vz, no
FUBFREI 7z VETHEBCBRI ATV T LV, ) (722 VER
T VEER, NP VEF, = boE AVFEFVVE C~CDT VF
VEXBC,~C,O7 VaF Y HETHEBERERIATVTO LIV, ) . Xik
NR7R8 (RTRURSIZ, ZhENMULL TKREREF. C;~CcDEHS LI
SELETVvEVE (BT NVFVER NOyYEFXE, ~ay YET,
Zrok ANVERIVE, C~COTVFNVEDLCRIXRC,~CDT
VaxYETHRBERERIA TV THRIVv T2z VETEERERS LT
ThEVe )\ Cp~CPEHD LSRR LTV = VE (T V=V
i, "uFVETTEELERIN TV T LV, ) | C~CDEHD L
(R LTV F=VvE (BT V= VvEkiE, "oy VRFCHEECER
ERTVTh e, ), C3~Cen ¥z u7 hdik (¥ su7 Vi VER,
NaFYEFRXR7z = VETEBRECEREATVT LV, ) . 7220
£ (B7z=nvER ~No S YREF, = tuE AVEFVVE C~CD
TUEFNVERRC,~C,RT7 Vad Yy ETHERCERIATRTL LV, ) %
BT 2, ) #8BKRT 2, ) 2EKRT 2. [2ERT 2, J2EKRT 2,
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R, #VEFYNVE (RAINVEFIVEEIC,~CuDT VENETI R
FMEIRTWTH L) | ANdVEBRE (A VK VBRERC,~C,OT WV
FVETIATFMEERTTH L W) | AVFVERT 3 F&, POH, (C
~CyDTVFNVETIAFVLER TV TS &) | POH, (C;~CyND7
VEVETIZAFMEERTWTh L) (| XRTFPIVINVE (BT M7
VINEERVINVE, A PFVRAFNVE, M)V 722V AFVETREER
BERShTWTb LV, ) 2KT. Vit, Na¥ VEFEERT., ) THSh
L&Y £ —RARB-HXERB-M (R#, RBi, RILEALEKRER T
MiZ, 7VAVERXRT7 VAV IEERERT. ) TRENB{LEWEX
2 THREREEY (1) 262 BEE,

10. =& (vI)

[VI]

(X, RZRURMBEFAZFAMIL T, KKEF. C;~CcPEHD LI
SELETVENVE (B7VvENVER NOFVYETF R oy VEF,
—hodE ANVEFYNE, C~COT MENMEDLEC~CDT VI
FURTHBLERIN TV THDI VI 2 VETHECER STV TS
Lo ) | Cy~CeDEHS LARFHE LTV =E (AT V= VER,
NaOFVEFTEBECERINTVTL LIV, ) | C~CaPEHS LIS
BLE7vE=vE (R7 V= VvEE, N"oF VEFTEERERINT
WTh L, ) | C3~Cen¥zu7 v vk (Bysurvxiiki, no
FUYBFRR 7z VETEECBERIA TV TSIV, ) 722V (E
JxZVEE, MO VETF = ruk AVEFIVE C~CDT IV F

5
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VEXRC,~CyDT7VaF Y HETERECBRIA TV TH L, ) Xi
(CHp) o X {RH, miz0, 1XiF2%RL., X@»Nv¥YREF, ¥7/%, =t
o#. CH(CN),. CH(CO,Me),, CH(CO,Et),. C;~CzNEH b L { i35 H
L7 oV C~Cn7 VENEIRLYIATF MEI LT T vyl
KE vk, Ank VBRE. Xik-Y-RE[YIRO, S(O),(ni20.1id2%RT,)
XENR (REAZEEREFRIRC | ~C,0EHXRPHL TV *VEZRT, )
THH, RO, KEETF, C,~C,0EHS LR L 2TV FLE (B
TVFVER, Na sy VEF REnayVREF, = boE AVEFVY
B, C~COTNVEVEDLLEC,~CNT VIFVETERELERS N
TRTHEV Tz VETERCEREINTOTH LV, )  C~CaNEH
bLARSBELET V= VvE (BT7Vr=VvER, "uFP VY REFTEER
BREINTVTH LV, ) \C~CcPEHD LARTB LT VF = VE (R
ThEFoVER, NOFVEFTEECBERINTVTS LW, )  C3~Cq
OYr7a7VFNVE (ZVr7u7 v VER, "X VEFXE 7=V
THBLCLBRINTVWT LIV, ) . Z7x=VvE (B7=VvER, noy
VEF. =boE AVEFTVLVE C~CDT VENERXIRC,~C,DT
VaFVHETEBCERIATVTDS L, ) . C(OA (Alk, KFEET.
Ci~CeMEHS LR LT VEVE (T VFVER, ~"ay vETF,
XignayvEF, =rak s rvExIVE C~COT VM FVED LI
BC~Cn7 VI VETEBLERIA TV T L7 2 = VETERR
BRINTVTH LV, ) C~CeNEHS LIRTBLET VF = VE(E
FThVr=—vER, "ufVEFTEECERINTWVWTL LWV, ) . C,~C¢
ODEEDS LLRFBELETVFoVE (7 V= ViR, "B P VEFT
EBECBRINTVTH LV, ) L C~Cgn ¥z a7 vx v (v ou7
VENMER, NOFVEFRE 72 VETHEECERINTWTY L,),
Tz VE (B7z=VvER, "oy VETF, = ok AVEFVIVE,
Ci~C, D7 VFVERIRC,~C,N7 VIFVETERBCEREATVTY
v, ) . XINRR® (RTRUR3Z, #hEFNMIT L TAFEF. C,~Cq
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DEHD LRFELATVFVE (KT VvEVEE, Noy YEFXEN
oy VEF, 2o A VEFTVE C~CoT IV FMES LRI
Ci~CNPT7NVIFVETEBLERIN TV IO LI VT 2= VETHEEE
RENTVTh v, ) | Cp~CaDEHED LARTHLET vy =i (B
ThVr=VEZ, No P VEFTEBCERIATVT LW, ) | C~Cg
DEHD LLRABEL T VvE=VE (BT VF=VEEZ, NOF VEFT
EERCEREIATWT LV, ) | CG~Cen Y rur v v (Bv/su7
VENER, NOFVEFRE 72 VETEECBRIATWTE Lv,),
Tzl (B7z=VvER, "oy VEF, = bok IV EFVIVE,
Ci~CyDT7 VENERXUC,~CDT VIFVETHERILBERILTVTD
dvo, ) 2EKT 5. ) eERTE, ) 2ERT 2, 12EKRT 5, ) 2HK
T 5,

R, WVEFINVE (RANVEFIYNVERC,~COT7T MV FNVETT
FMEEhTwTh &) | ANVEVBRE (A Vs YBRERC,~C,DT NV
FNVETIZAFMEEATW TS &) | AMK VBT I F&, PO,H, (C,
~CaDT VENETIZAFMEEN TV TS W) | POsH, (C;~C,D7T
VENETIAFMEEATWTH L) | XRRFIFSVIVE (BF+S
VYNVEBRYIVE A PFTAFNVE P 722 Vv AFVETREEC
BERINTVTH IV, ) 28T, ) THREnLbaWE=bofbl, —#
ARI-HXRRI-M (XA, RUZ, BIRRERA L. Mit, 7TV A YEBIXIT W
AVERERERT, ) TREhaLEWERL S ETARRELEY (1) %
"2 HEE, '

1 BREIEROEEYEEFTH L2 HH L T2 RMES,
12. BREIRBOMEDEEETE I L2 M ET 2 o M LAEHEE,
13. BREIEBROUEY e BB TAHI L2 BME T2 ERBTREBRBERE,
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