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(57) Abstract

Antiallergic agents characterized by
containing as the active ingredient at least one
compound selected from among 4,5-dihydroxy-
2-cyclopenten-1-one of formula [1], optical
isomers thereof, and salts of them.
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BT IANAT L T—F—DBRERT VIE—RMCBWTRKE &SI 2R
T, TORGIEIEE a7 YV E (1 gE) AHMRRELOLVETZ—IZ/HEE L,
BET B LICko THRESN, | g EBEDMBAILT LA F—tEBOHBE
RUOFHICHREREBET DO LEHFI LTV D,
BEABBERISIEI~ /07 7 — Vil oTRESINZVWHREICL DV ERILEH
TYUARHRICEY, BREISWAMAEREICEKE LERERISTH D, Ekl
TYVURERDOEESNTZYA b IA VIV REMIENFE, EEbah, &
2 DREWEAT 4 =—F BB L, BBEENSI RSN, EBLRBERE
CEBT UL —HEEERIIEMEREROL KL 5D, BIClE, V1 VAX
REMBRBEE RDBTLAXF—IZBWTH, TOREOCREIZR->TWS, T2
bbb BEMBBEGOMEFIZIINLDOT VX —HERBOERER FHICHE
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HEBEEL LD LT HRE
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vruRvF ) v EHRYT) N1 g EEANGER. BEREBKCHHIER LA
L. ZILEOBRTET VAX—ROBEYDRS L LTHERATHL Z L 2 RH LAKEH
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K EBIULEDILAYERDIRS E LTHEAT A LEBMLETIHIT LA —M
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X @ 0D 1 B 73 35 B
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3k (+) i z7uaXvF ) oDp—CAFALT I )X ANFEEKDC
DEQ (+) hyruxXv7 ) v odE#EEEr ~TRTSH S,
RO ERE DT HE
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AEBZBWTERTAR [1] TRENDZV 70T ) ik, 4fLe 5{L
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raRy7 ) v ERANTHLENWL, VAREY I aRUT e TR BV IR
RUF ) UvOREHERONTHL IV, o, ZhoOXFEEEEEZANTH IV

VARV I aRUT ) VIMEEAREIL L o THRLOND (~ARFH XD

72% (Helvetica Chimica Acta) . ®H55% %2
838~2844H (1972) ), hFUvREVIaRUT ) ViHMLEERE
wkoTbBONBL (=B A FL—F U¥—F (Carbohydra
te Res. ). %$247% H217~222H(1993) )., Fhkyu
VB, BRI n B, Vo UEREEE. fIRE I vom s T byl X
INLOEEHEEMBLEST I LiIZE>THEND (PCT/SJP9 7/
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RIZZOBEDE ) D FN I T Asa~ T TF7 4 —THBEL, BHT DV
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L. MEBEDOIERY F L0~ b T7 4 —%1T5 2 LICL 0, MBLEY
fFovruXyT ) UoNEREEEIRS,

ruRyT ) v OREERETRICRT, RBY7axXr T ) YORESHIED
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§4. 20 (1H, d, J=2. 4Hz, 5-H) . 4. 83 (1H, m, 4
—-H) . 6. 30 (1H, dd, J=1. 2, 6. 1Hz, 2—H) ., 7. 48
(1H, dd, J=2. 1, 6. 1Hz, 3—H)

AL, 'H—NMR®D{L%EL 7 MEIXCHC 1:s O{LZES7 MMEZ 7. 26
pm& LTEL,
wErE: (a)l b ?® 0° (c 1. 3. XK)

UV:A2max 215nm (K)

IR (KBrij) :3400, 1715, 1630, 1115, 1060, 1
025 cm™  ICERIREAET D,
HRgshiziruxXv7 ) e tERE+Ts528icdv, (=) —4, 5—V
Ekoxv—2—-7uXr7r—1—-FVE% (+) —4, 5—Ye ok
— 2= 7uRTU—1-FrEBIILENTED, ¥R, ERFEILIVE
biieyraxXvT ) U REFETDHI LN TE D,

BIZE, ouXvF ) rEkxy ) —NVIBEMT, TOTF ) —NVEBRICAF
Yo/ F )= (94/6) BZEICMA, Y 7uXrT ) VERERET S, 0
REBiEE, FIXExT7—nA v 7 AS (FALEVLETE) AT722HVET
LBE : 40°C, BEHE : ~xY /¥ ) —) (94/6) THPLC%RITHZ &
W&V, voruXeT ) U ERESEITDHIENTED,

SsElEn (=) —hFvA—4, 5-VeFpFr—-2-vruXyFr—
1—Fy UTF. (=) kyruvF ) et d) ORXER (a) o *'—
105° (¢ 03 ., ¥ /—)N) THY, (+) —rFvZX—4, 5-VEF
oxy—2-—vruaXrFr—1-3Fr BT, (+) EyrraxXv7 ) o eR
+53) OEXEIR (e o *° +104° (c 053, =¥ /)—N) THD, 2
BREXEIIRIEOD I P— 3 7 0 BEEXFH (BASEHE) 2HAVTRIEL,

Kz (=) ke ruaXvF ) VRO (+) ByoaXr7 ) R EROE
EOW. BREKHLEE (NMR) ICL 2EE/RT. UVERIRRXS P ORIE,
TR A7 FVOBER LREMOFIEICE LTI, TORER. FAFEEL
EIINESERIOL 7 a T ) v ER—-ORERETT,
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INEFAE) ERIGL, BEE L THFRARRMHFEELENT D, Licdo
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TRENDLEMERD, £—K(K [V] TS LEHIT—KKX [1IV] T
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ToEdicyrurT ) VIER-SHOBFET., EREFEEICER SN,
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R-S OH

(L, RIISHEEFILEYH»OSHEZRWE-RETHD) ,

LIzBoTINDHERNTHERENARGERY. T2RobEFANTORETE

BEOFEREENETEL 70T ) VELLRTOREEREIIENLLD
WOERBARRICAS SN HDOTH D,
1 g EEAMAER., BEEEBRIGHHEREE TV 7T/ UEL
SIZFOHRZFFEREXZIZNODOEMNOBIRINDIDREb—DODLEMEH
PRSE L. ThEAMOERAEBERLESERALTRIZRT v X —F 28
ETHILNTED, YUHBHOMEI BT, v 7uaXvT ) yELLLR
FORFEEEENIZTNOLOENLRBIREN DD L b—2oDLEME EFER
IR TE B3R IBEFROBELEA L, »OLEILS L THEAL HS#8H.
WLH, BEH. ZEA. BREA. 7. BESR. BRAZLZMA T, &,
mREl, BE. BERA. T EARSOBRAL BERE. BRR, LAEOH
L+ TES, ERINEFERINMGESZBEORMIZE > THRRE 2
LEERLETHILENTE S,

EXAEET, PEREFERVCHBISC TEBRTA2ZLNTE, BOFAO
A BTy, W AR vy b AINRXFUV AT VLB —
A, a—yRE—F, EBEEERMAING, TEROAORBICH - T, B
CEEAK]. BER. REEEA. BRAL. RBERER. BRA, ERF. BN
EERBEETHILLTE D,

— %, FERAFDEE L, FECRVWARHAOEDRS THDLY 7 a7/
VELIITOREEREIENLOENLBIRENZ DR L B—DDLE
My HRFE LCOEFNRAREK, EEAEK, 7 FUBEKBR, EHRAEDH
L O, TyhEAH, FA X, FhYERavEl, FrElLy s ) a—,
RYZFLo ) a—VEZERRCLURBESE, LERIEL, REA, ZEA

7



WO 99/01119 PCT/JP98/01150

ERICA, BRAKHEEMZLDZLICLVARIND,

BEREPOHRT VX —FNL, RABBIISCLEYSRESERRETRESIND,
BEFELFICREEIRL, WA, ARRVCERICL AT LN TE S, HlZILE
A OUA, BERIAL BAL RAL BBAL Yoo TR AT EARIRRARET
LT ENTED, ERANL. FITHRRN, RN, BT, BEREIRETSZ
ERTED, BEH., 7Y —2HBEERBEBET DN TE D, BRAITERR
B2 RTE&D, $hAMESZVEEAESBRZART I ENTE, &
RATRICKRETDHRE L L TIHREER., BHRIRA, 8AH., 19— %
BdHd, BIZRADEDIZIL, Bk LERORERBHA & OBRUIBBRIEK
BAVWLR, FIZIERARZT Y —=VA7L—¢ LTEREINS, RBEERHE
ROBHE D EMEEEEMTED LT IRABRIIMOERIC L > THE
B4 5N TE A,

RT UKL LToRERIZ, TORABE, BE5FE FREVRTZ
NICEAShDBEOER, FAE, ERCL> THEREShL, —ETIEROA
— BRI FFICERENDE Y 7 u T ) VE L BT ORFEREITEL
LOENHHLBRENZ DRI L —DODILEHOEPHRALIBEZEY 1 0pg~5
Omg/ kgThd, bHLAAVRERIZ, BrxOEBFILL>TEHTHDOT, £
ERERIVDBRVETHIREELHH L, HIWVITHELBX TLERES
bdhd, AERAOEAIZTOEERAKE T 2130, EEOKRELHIZHFMLTH
EWICERSEHZ L HTE D,

runvT ) rELLBEOREFREIIZNALOEN BRIV
L Eb—D2DLBEMEEDRS & LTI g EEAMGIR. BERLE B HA
REETHZENTED, O ORAT ERAT LAX—ANCE CRANLT D
LENTE, LERRT VAKX FETRETDIZENTE D,

Ty suXrT ) vELLREORFEREEREIIEN L OBITAT LIV F—
ARGXIHT VAT —ARKBIOREE LTHAVWTHRY, Y7uxr7T /U
L ZORFEFEEERTEINOOEEBRT 2 Lick Y, 1 g EEAL, BIE
MR RIERER & R ZEFROERPEZICHEIN., TLEEROTFHHRED
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ERTWV3,

M7 VX —HESHUIRT VX — AR OREEIL, FISREIL RV,
FE, MIEC—RICAVLN TV A RE IR OREEIC I 2HELZETD
TENTE, MBENEASUIKENC 1 g EEAMBIER. BEIBBKRIGH
BHEREET D7 a7 ) U EBELL R EOREFEEEITIZN L OEN LB
RENDZDBRLE L —DODILEMBFEIHE L LTERE SR THWRIZRY,

AT VNF—RGUIAT LAX—KE e LTk, 7 VA —{EREZAT
By axrT ) vBELLIBEDRFEEREIIEN L OEHBRIRE W51
KLb—2DEMBER. FMEV/ XEHR SN TONIERHIC T OFRICIR
EIZEL, #7 Ly MR BRDR, 2 7Bk, Sk, YVREORRKROKED
FICEBIARELRERY L EET 2,

a7 ) B L BZEONRFEREIIENRLOEEFEDMS & LTHE
AT LIiVRESNDZT LAXF—MGIFEZ, TVAX—DOREA V=X
ADFRERL, MTVAX—RIDRA 7 ) —= JIZERATH 5,

b, ZARAOCERRVCKERIL ]I gEQOEAZIHIL., 1 gEEAICLVE
AENINELTHER. FIXIE] gERBELRDT7T VAX—FKA, FAXER
BEWE, TLAX—MHER T hE—HEEE, TULAXF—MHEER, CARK
B, TFT747%v—vay 7 BOEREERD/ TEBETFHICEDTHERT
HBH, EBERBEEIS MG L, BEELREMEUS % 4 O RA. Bl XM
BREUE, 7UAX—HEMERER, MET7T VLY — BEET LLVX—, VAV
AT VVE— BYPT LAF— BRIBR, 7VALXF—HREFEOHRE. FHIK
BOWTHERATHD. A

ARATEATILEDIZOERBEOEHROKREL2{T> THEEIRD
ShT., FIZIEROBEDREL 7 aXrT ) v ELLIIFOREEEEIIE
NEDEDONTRA»%100mg kgTTy MCEERKRS L THRTHILE
BV,

EHE 51
LT, EEFZ2T T, REALZEICEENICRAT I8, AERIINLLO
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EHEFUFAILGRES DB D TIERY, 2B, EMAICEITENITIEEw ZER
T 5%,
BEH 1

10gDD— s (7~#H8 G 5269) 21V v oKz
BREL, 121 CTARFMMEALZEZN I Om I ICRZETHBETRE L, =
PICEFRR 7 v BERE : K=3 : 2 : 2IRAEWOLEE40m ] #MxTRE®R.
BOCL o THELBEEXRETHNLIOm 1 $TRMELL,

LERMEREANT Lo T T4 —AYI B SVBW—-300SP (2X
28cm, BEVY UT{FERR) KT ST L, BT T BElR K= 3 ¢
2: 20LBEBHKLE LTy Ly —T0. 2kg//cm” IZMEL., &
5ml OWMETHBEELITo7, 1EAHUY10mIIZRDEICTTIax
—Ta ETV, FESO—HEL-oTHBI/I v~ N 5T74—ToLILET
A6 1&PH80BE TCOENICEMED Y 7uXT ) uhgdEh Tk, &
NODESYEDTHRETEELE%40m ] 07 oo R ATHE L, MK
PBETERETIZLICE-2T100mgny7uXr7y ) v 52k,

COESENNRY I IALTSHTAEBAWCEIEEHPLCTHBL, 215
nmOENBRRINTRELZLZA, MEIZI 8% THoT,

kR raRUF ) 113.9 gk F ) —NA2.85 ml WML, TOXF )
— VBRI ~F Y /¥ ) —)v (94/6) 3.85 ml ZFIZHMZ, 17 mg/mlDT 7
Ry T ) UERERAMLE, ZOEE 0.5um DT 4NV —TAHBL., HFEHS
#| HPLC RABHEK & L7,

ZORBEIREZ U T O&GETHRESE HPLC 21TV, #ie—2 0 (—) i
aRyT ) UROBEE =70 (+) K oaXyT ) o077 7varzxnt
nE». REZEL. () KyrorF 2 43.2 mg. (+) EyruXy
F ) 43.0 mgE FhETnBi,

F%53E HPLC GeffF

AThFT=NRy T AS (FABMEFLHE) 2.0 emX 25.0 cm
717 KRE 1 40°C
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BEHE: ~xH /=& —n (94/6)
F : 14.0 ml/min

BH : UV 210 nm

HEHEAE : 150 p1 (2.55 mg)

/ol (=) B 7aXvT7 ) VRO () Rz uaXvT ) VidlEic
K10 o FA<v—%28BLTWEEOBELTOLGTREREILE, £
DR, B —270 (=) KT 7aXr7)030.0 mg 22519.7 mg D=F U F
Fw—%kEHELRY (=) KyruRvF ) vk, Y=o (+) Hyrrox
YT/ v3.4mg D 217 mgDTF U FAT—EEH LR (+) Frrax
VT oEENENGL, BB (-) Ko T ) RO (+) By raR
YT UDHEREIHP L COBEHBMIZENEFNI 35, 4 05 ThoT,
s 1

1B5ED 5 @40 BALB/c Rk~ v X (A&7 LTH#) I, SIBT7 A7 3
v (v T=H) DO, 01 %ERRHEAKEKIO p1 ROT 7, (Alum) [
A bY=s b 775 (Imject Alum ) ; BT R%t] 100 pl ZEEAKRS L
TRIEL., OB HICIREFHFIRE Y RKEML 2 HEB L7,

BB U migiE 0o B (2000rpm, 543) . MmiEEoBEL. ELISA (IgE <
JA EIA Fv b £LFETE) CTOEPR GEELRIE L.,

rarT ) UREBIITURERER» ORMAT R £ T 10mg/kg% 1 B 1 EH
wRARE LT,

FREMBRTHAGAERBCEORS L, FRERLELERL L,

FOREER1LIITRT, IFATNVT I VEBEICL 2mEPHR IgEED EFITY
raxXy7 ) roREICE VIR S,
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® 1
Mg IgE& (ng/ml )
Yy + SEM
BB 0
pogicyica 742. 6£366. 0
vrouaRyT ) UoERER 355. 8+t127. 5
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