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(57) Abstract: Compounds of the general formula (I) or their salts or prodrugs have excel-
lent insulin secretion promoting and blood sugar decreasing effects and are lowly toxic, thus
being useful as drugs, particularly preventive and therapeutic agents for diabetes and dia-
betic complication, wherein one of R! and R? is hydrogen or a substituent and the other is an
optionally substituted cyclic group; W is a free valency or a divalent aliphatic hydrocarbon

group; and Y is a group represented by the general formula: -OR? (wherein R? is hydrogen,

x—
T
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optionally substituted hydrocarbyl, an optionally substituted heterocyclic group, or option-
ally substituted acyl) or carboxyl which may be converted into an ester or an amide.
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IFNTI)TET—M, TI/)TAFAAZT 7YV b—baR<—E (44 F
Sy ME (BR4) . n—b77A~i] | R E=A¥n) FLiEDLHRE
ST TNTG VR EDEBERREBETOND,

PRI T 4 vha—T 4 T ERE LT, flzide R Fa i Fot
ra—Rx TZ7EHEL—hr BERedF o AFrkin—x FETF— I Y
F— N, IARFVRAFALF LR —R | BRT ZABEL0—RBEDE NV
—XRENT  AFZT 27 IABaR)~—L (4 FIF¥y L (FR4) . o
—AT FAwtt])  AFT 7 INEaR)<w—LD (A4 F7¥y hL—30D5
5 (Ffh) . m—AaT77)<tl) | AFZT I INBEaR)w—S (44 FI7Xy
NS (BRG) . r—AT 7 A~tt) REDT I INBREST BT v I RRED
R IR ERZET o5,

BT 4 Vb —TF 4 TERE LTI, flziEzFreiru—RiloEL
R—AREOGTF ; TI/TAEAAZT 7V L—baR)<—RS (44 FF7Xy
FRS (BfAB) . v—AT77A~=t) ( TIZIABITNV - REZT 7 IABAT
WAEBRSHBER (A4 FI7%y FNE @ER4A) . u—A77~<th) o7
7 UNVBREDFIRERFET NS,

ERLla—7 4 U 7EANE, 202U LZBEEOHE TRA L THVWTYH X
Vo (7o, a—F 4 YT OB, BIZIERET & . ZTEERE O X D Al
FRHOWTH LW,

HERBNL, BORSE2LEH Bl R I_—1+80, RVAFVTF L UE
fbe=#Mi6 0y, RIxzFLoFYa—, ILURFVRAFAEIR—X, T
NEVBET NI o ARE) | BEA (B, AFARSGRY, FueiiAy, X
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YONT =, aadE )=, T=)—NRE) | SEEE B, EbT
NI oA, ZUEDY, D—<wr=F—A, D=IYAE h—nN, 7R 7
E LKA (B, 2REAK, ABERIEK, VSRS BBV IEREEA
B, V=7, I<il, BEH SUEnaVilial o, Yorry s
U a— V) g CICHE. BEH VI T R o ic Xy BldEShD, T O,
T2 X EmBhAl (B, TV FAET MY v A, BEEET MY U AE) | REAl

Bl. & MET AT IE) | ERAEA (Bl XUOUATAa—LE) SO
kRO TH LW,

(10) RBEHER

AREF LAY L ORBEHOER T, FITERE (B, 1ENERE, 2 B00ER
. IRBERES) OB - RSl BIEIE (B, ®m MY 22U &Y FiJE, B=
VA7 u—/VilnE, {EHD LME, &EEELES) O - 1554 ; BikiEko
TG - 1A ; TBFEETRE [1GT (Impaired Glucose Tolerance) ] MF-Bf -
TBRRAL A v R Y VMRS ; 36 K OTEHRET 20> b FERIE ~OBATIHIA & L
TRAWHZENTE D,

VERAOHERBEIZONWTIE, 19 9 IFITHARERIFFER N OH-RYIERLE
B T 5,

ZOHEIT LAV, FERIE &, eI E GRS 7 v a— 2 g
BE) 8126mg,/d1lE 75gRO7NUMBEARRR (75¢0GTT) 2
REffE (RARMARIC 1T 2 7 v a—RBE) 320 0meg /d 1 BLE, FERIUREE
(BRI B 7o —RPB-EE) 28200mg,/d 1 B EOWTNgERmTik
BCThd, o, ERBERBICGEYET, o, TZEERMFEE RO
BN —AMWE) B110mg,/d I RBEEEIFT 5 gRO7 FHAHRR
(75¢g0GTT) 2KWME (BRmiEIcBIT BNV —RBE) 8140meg/
d 1 RmE=~TIRIE] (QEFE) chnwiRigsz, R LS,

7, ERFBOHEELEIZOWTIE, 199 7THRICADA CkEBERFES) »
B, 199 8FICWHOND, FHEEENREShL TN,
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T o OWEIZ LNIE, BERE &L, FERLERE GIRDIECRSTE 7 va—
ARE) N126meg/d1LETHY, 2o, 75 gRO7 FURARRER 2K
BE EIRMIECB D7 a—RPBE) A200mg,/d 1 L EZRTIRETH
5,

¥, ERRSSICLE, WHERERE &1, TR E FRIRDIECRT 57
Na—2ZRE) B126meg,/d1IRBTHY. 0, 75 gRA 7 FUREATRR
B2 RERIME (BARMAEICIS T2 7 o —RBE) #8140mg,/d12E200m
g/ d 1 Kiizrm"TRETHD, EHIC. ADADOWEIC AL, ZERER: M E
(FRMBICBIT 27 a—RRE) X110meg/d1MEI26mg./d 1R
DOIREE%Z I FG (Impaired Fasting Glucose) ELFES, —J5. WHODMREIT
EhiE, 3% 1 FG (Impaired Fasting Glucose) M9 H, 75 giE&A7 FUBHA
TrakBR 2 RERE (BIRMAGICR T A v a—XJRE) B140meg,/d I RETH
HIRMEZ I FG (Impaired Fasting Glycemia) & FES,

RIEF AR LORRHAOERKT, ERLUAFTRHEEREZ LV RESND
PEPRE. R, MEEERY. I FG (Impaired Fasting Glucose) BXO'I F
G (Impaired Fasting Glycemia) DFF5 - {GFEHIE LTHAVWLNE, X BIT,
AFERALAME L ORFEHAOETMRY T, SR, MHEEREE, I FG (Impaire
d Fasting Glucose) £7131 FG (Impaired Fasting Glycemia) %>5HERIR
~OEREILETAZEHTED,

ARFERAEDR L ORBEHAOERIL, flITHERFEAIHE (B, iREE, B
JE. MBUE. HANRE, KILEREE. BEE. FERHEERRELEEE, BYE (F
WAFREYIE . PRIGEYE. THILSRIYE., BRIKEARRIE, THURILES) |
PEPRAIESEE, PESERE, MEOE T, B FEE, REODTESES] | B,
BHRE. BIRE W, BERRE., FHEEERE, BREERE, DikREaME
BIRE. NOWRBMEERE, BYYEEBRE 2B RIERERSERFICL D
BIRE) . PSR, miE. SEMMEIPEIEREE, BhEE Bl BERREEX 7 =
Ry— RERIEBS, RIREBILE, X7 o —PEE., SDEEBEIGE, K5
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BWIRERABE) . VA Mr7 40— DHFEE, JoliE, MiEmEE (Fl. MHEE,
WZEA) | A R Y VRPIEERRE, Vv Fu—AX, BA VR Y VIE, BA
A Y CMEEZRBIT 2EEEE. EE (B, BmE, 8. aiscivs, RERS) |
WEEBEGRE, SEEITBETHR, SERRE (. BB v~F, £%
MEFFMER . ZETRMEBIEIR, DR, R, FHTIMERORIE, EIROIEM. FHEE.
NEREERZS ., BERLR. PR GET Ao — IR 2 ETe) | ik, Bk, KE
MERIBRER. BEERIBR. BHBEE (TAEY Nk )3 &E S BB
BEZED) %) . VIBEREERZR SOTFE - BFA L LTOHNWS Z LAATE
Do

AP LEWB L OAFEHOERL, WIBIEN OB, NIBREIFEROMmE], B
REEEE, IREAHSE, BLD LEAMH, VA& 10 RiEE. SEIRA
WGE, LILESOHED T - 165, DTG IHED TS - AR, v At b
BT EHIMED TS - 18R, SBEOTE; - 19, &7 ¥ Fu b vV iEDOFE; -
BRI AVWbILS,

ARFCAVE LOCARFAOERIZ, R ULSERE W, LHFEEREODL
mEA X B) O 2RFHBLOERMFEIZHAVBI D,

&V i, ABERALEDB I OREHACERIL, HRE/NVa—ROFET
2L, ERERMBEEN L 26meg /d 1 Bl EEI37 5 g BT FUBATRAR
(75gO0GTT) 2WffEN140meg,d1UETHDIBELRL) TOHER
HICA R Y MR 2 36T 5. Z v a—RRTEEA R Y v 5 U5 RER
ELTHRATHS, LiedioT, AEBPLEMBLUOARHOERKIZ, (R v
DYRETH 2 MFEPHECERMEE I 22 & OBRIEOE, REFERE DO -
BIRAR E L LTRIZERTH 5,

AFEILEMB LOARAOEEDOREEIT, #5045, #5L— b, HRER,
R CIC Lo ThRRBR, FIERAOERFREICROEET 384, Y
RO CHAIRER AR EE LEREL LTHO. 01~100meg,/k gffH,
FELLIZ0. 05~30mg/ 'k gffE, IHITHFELLIZ0. 1~2mg 'k
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gFETHY, ZOR%Z 1H 1E~3ERETIONEE LU,

(11) FEHoHA

ARILA WL, FERRIRHH. WERFIEASHERIRA. FElshiEsl, BEHA,
PURAL, FURAL, (LFIREAL SRRl buleeAl, BHRRERRAL, Pukis
Al BhEEREUCEAR. JRKEE - BRIBEAZR L oA (CUF, FRRZEA LR

3) LHEAGDETHNWLZERTE S, TR, ABHILEWS X OHAEH D
BERGIIREZ LT, ZNOZREFRICH L, RRRICEELTH LWL, FFHE
EZERBOVTRELTH LWV, FFRAESOREEIR, BIKEAVON TSI HEZ
WL UCHEERBRT 2 LB TE 5, £o, ARG Y L OREAORA I,
BEXNER, BEL—F, NERA ER, BAePDEROICLVEETERT S L
NTED, PIZITRENEBE M THLEE, REVFLED L EERIIH L. HH
#HKZ0. 01~10 0EEHHNITIW,

R, BERBRER & LT, A2 Y B (B, vy, 7 X OREED S
INTBA LAY AL RIBE, A —2 PRV, BETLENICERLEE
R VR B A A il TR EI VA VRY VHER A VR DT
FIAY VERITHFEER Bl INS—1%) RE) | 4R ) ARGk ER]
B, AT ) 2V, (RVAVER) rYIUFY Y G1—-262570,
JTT—501, MCC—555, YM—440, KRP—297, CS—011,
FK—614, WO99,/58510icT#HikéW Bz (E) —4— [4—
(B—AFN—2 Tz b—4—FFP I NRXIEFY) RUOVVFFTA R

)] —4—7==)VEEE) . NN-622, AR—H—039242, BMS—29
8585, EML—16336%) ., oa—2Z/avy—VPHEH (F, RI7JR—
R, THANE—=R, 7Y b=, ZITYTF—E) | ETT7FHA FH Bl 7
VANV, ARBAIY, THRAVIVE) L AR UHIHMRIER] (A B =
NMILTHE (B, DT HEIR, FIRVIZIR, VISP, Zurryan
IR, FFHFIPR, 7EIAFFIR, ZUZBESIR, FUAEUR, FUE
YA R, ZTIVTY— %) [ VTV =R, 8F7Y=F, F77V=F, IF7
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V= FERIZZEOIN VY JEKTIME] . GLP— 12/ E7I=X1 [fl. G
LP—1, NN—2211, AC—2993 (exendin—4) , B IM—51077, Aib (8,3
5) hGLP—1 (7,37) NH ,%] , 7V 7d=2F B, 752V VFFE) |
TAARTFFuy 73 A7 7 5 —EBREH B, NTFOUEE) | OXTFUN
&7%ﬁ~flvm%ﬂ(M\NVP—DPP—278\PT—ioo\P32/
98%) ., B377F=2F (fl, CL—316243, SR—58611—A, U
L-TG—307, SB—226552, AJ—9677, BM5—196085,
AZ40140%) | BEFARER B, Z7)a—FrRARY 7—EHEAL 7
Na—R—6—KRA7 7 ¥ —BHEAl, FALIEHAE) . SGLT (sodium-
glucose cotransporter) FHEHK] (Fl. T—1 09 5%) ERNXTBHB,

BERREA BHERIRIE LTI, 7V F—ABrBRRER (Fl, MvLrREy
f, =V VRFY b, BFVARE Y b, YRAVRFEY N, ISFLVVAE Y B,
TA4HEVAF Y, SNK—-860, CT—112%) , #REERTEIVZD
WMEE Bl, NGF, NT—3, BDNF, WO01,/1437 2 HD=2—
v ke g UEE . SIWMEER BlziEd4— (4—ZunrT==L) —2— (2-—
%?W—l—%iﬁfuw)—5—[3—(2—%%W7I/%v)fmﬁw]ﬁ
XH = E) %) | WREARERE (Fl, Y—128%) . PKCHEH .
LY—333531%) . AGEMEH (B, ALT946, =5V EF b
FYFo, N—=TzFAFT7/I A FTuvwfF (ALT766) ., EXO—
226%) | EHEBRHEE B, F472 Mp%) | MILERES (B, F77Y
RO AFVVLFUE) ERFETONRD,

PimlEMEA & LTk, 2V AT n— L &RBAER TH LA ZF o RILEW (I,
BIYNRREF FIGRAFF VUNREF Y BRATF L T MR RH
Fo. TANRREFY A ZRAZFUERZENLOE Bl ) oA
%) . RIT VL UARERMEER (B, WO97,/10 224 CREEOLEY. B
ZIEN— [ [(BR,59)-1-(3~T & h*¥ -2, 2-VRAF LT aN)~T-7 uu-5-(2,3-
VARV T72=V)-2-4F/-1,2,3,5-F FF & Fu-4, -V FFP e -3-
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AN] TEFN] ERY DU-4-FERRE) HANINI U RY FMETER2ET
57477 —rRfLaM Bl NFT74T7T7—b ImT4TT—b VAT4T
F—h, 2V T4 T E) ERFTohB,

BEER & LTIk, 7o VF7 o v CEREBRILER (B, A7 T, )5
TIN, FITINE) BBENNIT U OF Ty ITERE Bl 2Tk
VIREFA, v FY, YN F S NAYF U E S TAIYPNF
ANRYPNE S BIYNEE) | AT AEFA B, v =Yy, =7 =
PV, TARVEY, TRV, SHAVEVE) | I umUUrERETS

o,

POERA & Ui, B P RREDTIERSE (B, TR T TT I, T
YINTGIY, T2 TNI YT RNIFI, T 727 Iy, TP T2
ZIv, eV RN, Txz=ATaR)— T, 7uxXrS by s &)
Y N—PIHERK Bl, TNV RFy 1 E)  B3T =X} (fl, CL—-316
243, SR—58611—A, UL—-TG—307, SB—226552, A]J
—9677, BMS—196085, AZ40140%) . _7F FERFIMEIZE
Bl vFFr CNTF (EREFERERNT) %) . 2L VA F=r 7 a2
A B, VrFrU 7, FPL—15849%) ERX%THN5,

FIRAIE LT, Bl FodE8E (B, YV FABT R AT AT m
R IFABINTY AT AT IrE) | FT7YRRREA (B, =FTIB,
X FFTIOR, NI ZarAFTYVR, e RusnuF7Id R, B Ruziy
AFTIR, RUFe RaszaaF 7V R, RUTZLFUR, RIFTIPR, A
FouFTYRE) | ITARRT e BE (B, Ave /s F7 b, FYT AT
L) o RBIOKEEEREA (B, TEXY I IFE) | 7 aARUEBUR LR
T RREHE B, zunFY) R, ATLVE, A UEFRIFE) | TYER
B, AYINVER, 2F 7Y VEE, ELE=R, FAZ=R, 7rkEI FERSETS
bib,

EFIRER L LT, BT AL E (Bl 42 u73 A7 73N, 47

b3
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A A7 7 IVFE) | REHFRERA B, AY brd—b 5—TnFuuivi
%) | TUREERERE (Bl A bxAYyl TRYTAVU%) | fEWERET
EBEl B, Er 2V RFr, BTV, FXRI—NE) [ VRTTFU, BR
FIF, TIRFYV RREBFEToND, BPTHL5—TNFny T VAGFEHE
THHINIRUHBVERFT TN R IR EBFE LY,

GIRRER & LTI, Bl I ETMER S (Bl. A7 INUXTF FH
K, YN E) | GEERIEEO D SEHER (B, VT r, vV T4
v, JVAFUE) | BETFTIFNFETHELONLYA Ry Bl 45—
TZzuy, ArF—aAfxy (I1L) %), ar=—fERA¥F B, BEiRaoo=
—HEETF, U ReR=FoE) RERFETOh, PTHIL—1, IL—2,
IL—12722ERFE LV,

puie# & Uik, Blzid~"yy B ~RUF R T A ARNT Ny
DA, ZNTRY F R Y U A (dalteparin sodium) 72 &) | YT 7 UL (i,
ONT7 VB YTARE)  Hirur e I (B, 744 kusS (aragatroban)
RE) | MBEEE (Bl o) —+ (urokinase) . F Y FF—F (tisokinase) .
7T 75— (alteplase), 7 77— (nateplase), E¥7 77—+ (montepla
se). N7 77 —F (pamiteplase) 2 &) | m/MREEEINGIZE (B, T/ o v
Py (ticlopidine hydrochloride), m A& Y —/ (cilostazol), A =P~y NEg
TF), NFFuR ~F b U 7 A (beraprost sodium), HEEY /LIRS LT — b (sarp
ogrelate hydrochloride) 72 &) 72 ENZEIFHIL5,

BHBRERRA & LT, BlXETvr 7 Ay B—)b (alfacalcidol) | BV
v MU F—v (ealcitriol) . =B/ k=1 (elcaltonin) , ¥ HNy b=V
(calcitonin salmon) , AR kU F—j (estriol) . A 7Y T7FHRYV
(ipriflavone) . /XX Rl @ —7F FJ 7 A (pamidronate disodium) , 71
Fu g b o AKFIH (alendronate sodium hydrate) |, £ 20 Fu U
F ~U A (incadronate disodium) 3% b3,

Bl & LTt #2227 D v (tacrine) KRV (donepezil) | U
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NAF T IV (rivastigmine) . HT ¥ I (galantamine) ERETF b5,

BEAEUER L LCE, Sl2IETREANT 4 (apomorphine) . 7 LI
557 4V (sildenafil citrate) ZRHT O3B,

JRECEE « BRIAFA & LTI, BIAiZE T 5 RS — b (flavoxate
hydrochloride) . ¥4 3% 7 F =2 (oxybutynin hydrochloride) . ¥/ 1
EX Y (propiverine hydrochloride) ZA3%IF b5,

S BT, BET VORIR CRIREREIER RO b TV A ISR, T72bb,
vruaFdFv AT —EHER Bl AV FAFVUE) (FyxroP—- TP —F (C
ancer Reseach) . 54 9%, 5935~5939H, 19894) . YuFRFu
CBEER Bl AFRATu—LTETF—N) (Pr—FA AT 7Y =h - F
v anP— (Journal of Clinical Oncology) ., 851 2%, 213~225H, 1
9 944F]) | FEERTuA N (B, TXHAFVUE) | A hruTTI FREHR,
T hF e Fuabrihe ) —nRER GOy EFRE R | IRk E
B B, = aFROFZVBEE) (T T4V P —F T Fr 9
— (British Journal of Cancer) , 56 8%, 314~318H, 199 34) |
BESVEY IGF—1, H5WHEREEZHE TSR TFTHETNF—a. L
IF, IL—6, AVaXFZFUMITHTIHERESARERALEHLHHATSZ
LEBTEL,

BERZEANT, FE LA RY PBAL A R ARHHERER], o — 712
VHE—EHREH, T A FEL A VR Y CHMRER] (FE L IRV =L
TLVTH) RETHD,

LRAFASEANT, 2R L2 EEORS THASPDETHAVTL LW, 2L
DHAEAZRNSFEEOFE LVMAEE L LTE, FIZAIRFOb0O3%T
bR,

1) AV RY UHIMEER FELIEAAF= AT LTED) BIWae—ray
& —EHHEA ; ,
2) 4 VR UHIMREER] FE L IEALA=ATLTHD BLOESTHA R
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Al

3) AV RY UHWMEER] (FE LIZAVS=ATVTHD | €77 A FHIB
X QRe—Fnvayvid—2HEA ;

4) 4V RY) VEFSRERR I Re — /v a v —BIREH ;

5) AR VEFERERBICE S 7T A N,

6) AV RY VEHMEEER, BT A FRRBERa — Va7 —EHEA,
AR EWE LIIARPAOEENHAER LHAEbETER SN BEITE,
BEONOFIDRIZ, £h b DRIOFHEIREE A CRERHEHN TERTE 2, £
Iy AR ARFMSER. A R Y UaRER GFE LAV ER=A T L
TAHD) BRI T A FANTEE OBREEXL Y SEBTES, LEX-T, Zh
BOANCL VB EEIINDTHA ) KRABRITLEICHIETE S, TRITMAT,
FERASPHES. PURELA. BEXORSEIMERTE, TO/R L OHNC
FUBIEBZ ShDTHS ) FAIBREFIRIITHIETE 2,

(12) BEHE

PUT. RERIEHOREEICOWTHHAT S, 2B, k& (I a) BLY [
D X fbE& (1) KEEh20T, ke (1) OREERIZOWTHHAT S,
fb&® (1) X, BEAMOBE, Bl XU TIORTAE~ T EH WX T
BT HBEIC IV RET 22 LR TE S,

— (1) B, YRIARFUAETHBLEY (1—2) & FIXEUTO
AR o TBIES RS,

[A#E]
0 2 0 2
/ R N/ R
\ W N
R W-coR™ R W-Co,H
{4=n (1-2)

[, RPE, BRI TOTD RORIKERE, BRI TOTH JIWIERR
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EELFBEBR I TOTHLWT U EE, Z0MOTFIIAR L REEE TR
EP

R Tmr&hsd TBERINTOTS LRIEAERE] . TERIhTHOTH I
BRBE) BLO IBRELTHTHLIWTIVE) L LTE, ZhZnR2ELT
FIR LT b DREET 615,

ARETIE, AW (1—1) ZIARSRERISICATZ LTk, kel (1 -
2) #EET 2,

AKX, BB, BERIREOFEET., §XRBEF CiTbh s,

e LTk, Bl iRiERR, Wi, Fg. RIGKERR EPET oIS,

BWEL LOL, PIAIEREBI ) A, KRBT NI UL, REBEVTAREDOT L
BV EBRERE ; JREEANY T A, REBAINS T AREDT VG HRERREE ;
FTRIUAR MRV RREDTADVERT NMVIXY R KBk D v A, KEk
T RU UL KEBRLY FULIREOKELT VA U &R ; KR ASY UL KRk
AN KR EOKBCT Vi ) HEERR EBRFTHND,

ME TR ADOHEAREIL, B, LAY (I—-1) TR LTERETHD, FE
LI BRI, A (1—1) [T L, M2~#K5 0 H&E, HEEOMHEM
2ix, AW (I1—1) KL, 1. 2~K5YURTH 5,

BB L LT, BIZIEAZ 7 —N, = F )N EDTNa—VE, T T
ERe7sy, PFFYy, VFLn—FAREDT—FNVE ; DRF AR
FVRBLIOTE bR EPLBITND L L EOWEE L7k & ORATEE 2 L35
FTois, £, BERGTCRGEITIHE. BROBEEEL LTHNTH X
W,

FOSREE, BH, 9—-20~8150C, FELIEMN—-10~H100CT
b5,

FOGE I, @, 00. 1~2 0fThHd,

ZOEHZLTHERLNBZED (1—2) 1%, AMOSERBRETER, il 2 XN,
WRIERAE, AR, R, BER. B, s~ T 70— LIc k) BEEE

b7
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WS B LENTED,

7B, FRAETEBMEAWE LTV bRBAEY (1—1) 13, flXEYx
—F N AT ~Fu¥ArYvs 4 IRARIJ— (Journal of Heterocyclic Che
mistry) , 28%, 453H (199 1) ; Vy—TFN FJ F—H=v7s
XA b Y— (Journal of Organic Chemistry) , 493, 4419H (1984
) ;7 FI~FrYy VLF—X (Tetrahedron Letters) . 3 4%, 485H (1
99 34F) RLEKEBMINTVWABHIE, HINRINIZHEL ZHEIC K- TEEET
HT ENTED,

— R (1) P, YRT I FEShEIAREIAVETHBHED (1—3) 1%,
Bl IEU T OB L o THiES NS,
[Bi&]

HNRR™ (V1) N

(1-2)
W-CoNR°R’

(1-3)

[P ORBITRIFRE AEEEZ T, |

AIETIE, L8 (1—-2) 27 I MRy elizky, ke (1-—
3) EHELUET S, ARG, BEAMOKGE, B, b&W (1—2) Libaw
(VI) & Z2MEaRIEROCTEEMRS SEDHE, Hor0iE, kéEW (1-2) oK
JIEMRBER L, fhEY (VD) EEBMERGSE3HEREEZRANTITbIS, &%l
BHFIE LT, FIZIEVV I mnIUAHINVRVAL IR, AT EABRY
AIR, L=FN—=3—VRAFNAT I ) TFa A INETA I PR DERE
BREDINKIA I FRMGEERAIE ; 7/ VABY=FN, TVMY T 2= LR A
RINEBEDOY VBEEHEARIE  INVAR=ADAIFY =, 2—Znru—1, 3
—DRAFANAIFY IV TAT RTIAFaRL— M E—RIZm b T 2 HEaH
BET NS,
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AR EZRNBEISICAVONAEE L LTI, BIZIE NN RAFARNLLT
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Hb,
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FERE, W, S, BRER. BIE, se~ b 77 - Bic kY BERERL
FTHZLENTED,

(T 2) BLRERS

AETIE, kEdW (V) ZBRREBEFISICHTZicky, ké (I1-11) %
BET D, |

ARLURBERGIZ, BB, BRERAT E 2 i ST ofTbh s,

MM T TIThN D BAE. REIL. BHEICED., KSICEEEZB IS R0VE
R ciThh 3,

e LT, BIZITHER. e, B, RILKREERR ENFET OIS,

mOEARE, BE, bEh (V) L TERIETHS, FFLIL, LAY
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TR JIE SR WAL e LT, BIZIERAZ ) =, =& ) — 7R
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WEL LT, FlREKmb ) o a, KBk U A, KEBELD VA R
BeA ) uh, KEBTMIUA REBEVUVAREDOT LAY ERIE ; REEANT DA,
REEA N2 D A, KBIEASY U A, KBEIAS T DR EDT LN TESRBE |
THRrIUAA NV RREDTNIVERBT NVaxy RREBRET LD,

HEOEREIZ, BE. (L& (V) XL GERETH S, FELLIL KA
W (V) iZwtLl, M2, 5~K204&ThH3,

RIS 8E B L S RVEKEEE LT, BIRIERAS ) —, =7 ) =A%
EOTNa—nNEE, T e Rursy, UVAstr, VFA—TFTAREDOT
—FNVEE DAFNARNVEFY FBLIOTE b2 ERBBITNS 1 U EDEHE
LR E DRBBE /R EREITOoRAE,

BORREIR, @, —20~8150C, HFELIFH—10~H100TCT
BB,

FOGRERIZ, @H. 0. 1~K20KHTH 5,

ABOEORT, BB, BUSNCEE LR JIESRWEEH TThn 5,

RSB ER LESRVEEE L LTE, Sl Vv, /00 2P
REBETONAS,

BOSREX, @, H—20~250C, FELLIFMH50~MW200CTH
B |

FOGRERX, @H., 0. 1~K2 0/ TH 5,

ZOXILTHELRBLEW (1—11) 1, AWMOSEERHER, 62350
ME. BUEWRAE, WA, B, TSR B Jue b o7 —REICEVE
BERIT 52 LR TE B,

PRIV TREHEA & LTAVBRBAH (TI-1) 055, ER RS
VIRFERIEIHK: —OSO,R? (RUIAFELEAEELZTRT) TRINHIETHSD
&z, BIAETRIBICIVEET A LA TE D, 2B, (k&Y (1I1I-1)
X, HECBOTREBMEGWE LTRVW BB LEY (11— 2) 28,
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MEFNEBRIEEREDZ LI VSR B,

ARIEE, BB, "N S UACRIOFE T RINCEEE B JIE S RVEEH
TiToh 5,

NuaFAFlE LR, Bl bF A= H D 0NRZRBkY v PR b
B

N ACRIOERARR, bat (1—4) oL, FELIF™1I~R20%
WHEETH D,

BOSICEEEEZ B IEIRWRE L LCL, flaEr¥Eyr, bz, VL
VIREDBEFRRICAKER ; T Foe FnT Sy, VFFFr, VFAL—T
REDT—FNE;, runafRNh, Ve X Z R0 ALRIGKERER
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BIGRE L, B¥. ¥—20~K150C, FELEFHO~K100CTHB,

FOGHEI, BE, 00, 1~K2 0RfTH 5,
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(II1— 1) &, Blzidedd (1 —4) AR EHIE 2, BEOEEOFE
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AIEE, WIRITRED, ZAVE=ERITFET ., RIGICEEL R JIE SRS
TiThi s,
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ANRZ ARG SO EOEREIL, &% (1 —-4) L, FELES
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RO IE, BF. 0. 1~K2 0Bl TH S,
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XU, ANVR=NVEETDHE, TNODEIATF R ET—ROCHND
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R, T PhFTIAR=IN, tert—T FPFTIAR=ARE) | RV A,
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RPNRE) | Tz, FPIFA I B, NI AFATIN, Y ZF
NV Y N, PAFAT 2= U, ter t—TFAVAFAVIN, tert
—TFNTIZFNVYNIRE) | Col s T B, 1L=TINRE) RENE
Fohd, chboEix, 12VL3EO vl VET B, 7 vk, HE. &K,
GURRE) L Cr_e7axy (Bl AV, ZbFY TrBRFIURY) £
= Fr2ETEBRSTHTH I,

bt RFedvofRERe LT, flziE C,_7AXA B, AFA, =FN, 7
v, A7), TFIL, ter t—FFLRY) . Tz=), F)Fi,
Coioy s 7 INFNL B, RUVUNRE) [ BIVIN, Ci ¢ TIFL—HAR=
Bl, 7TEFN, TuFoninl) | RUVAN, Crl s T INFA—H AR
B, ROV INR=NIRE) | 2—TFT hSe Rt i=n, 2—-F IR
n7Z=p, VIV Bl FIRAFAVIN RIZFAVIN VAFAT ==
MU, ter t —TFATVAFAVIN, ter t —TFAVZFAVY AR
E)  Co 7T = (B, 1L=TINRE) REBFETOND, ZibDEI,
1720 L 3o e U RY (Bl 7vR, HR, BE. 93 VRRE) [ C TNV
X B, AFN, =FN, TrEARE) [ C, TAaxy fl, AMFT, =
My, 7uRFTRE) =t raETBBEINTHTH LW,

BNV ORERELE LT, SIS BR7eF— @, 1, 3—UF%%
iR E) | HBRTEE N (Bl V—C _TIFATEX IR E) 7 ERET
bhs,

Eie. I bDOREEOBRELEL, BEAIMOKE, BIZE, 77 s 747

IN—FA v F—H=vr YA (Protective Groups in Organic
Synthesis) , John Wiley and Sons Tl (1 9 8 0) IZEE#MOGER SICELTITA
v, FIE, B B BB BRIV, T2 RV N=RAF
WOFFINNIVEET NI UL TINTTFATUE=TATNEY R, Bt
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X, R ES L 26meg /d 1A LEERIZT 5 e RO 7 FUBATHR (7
5gO0GTT) 2FEIENR140me /d 1 U ETHEEERY) TORERMIC
AV RY CHUMREER 2R ET A EF R T 5, LEBNoT, REHO I A=
—RRTEMEA A Y UIMRERNIT. A R Y v ORETH B E S HHESIEMYE
FI I L OEBRIEDOEN, RERFERFBOTE - WA EL LTHERTH 3,

AR DT N — ZEFMEA 2 Y 5 MRERNIX, AR L 72 EEAARM & Rk
CLTHRETLHZENTE, WAEY Bl e b, =TR Ty b UFF 41X,
XA, vy, U, TE PAE) THLT, BECHWSZ LR TE D,

7. RBEHAD TN a— KA VR Y UAUMBER O 58, BEHFEIR,
RIFE LE=ARHADEMOSHE L AHETH D, SbIZ, ABHD I N a— R RFEFEE
A VR Y HURERNIL, BTRS L2 SERER LRAS DETRWS Z L b TE 2,

LTz, REBpl. 256, EiEHls L OREIR 25T TAEHZ S b ICREMmICH
BT 508, FERILINHICKVREIND DO TR,

B, UTOBBHE X UERICENT, %I LRWVRY BEE—E T
ERY, £, BREIE, 1~3 0COREEZFRT,

FHHNTINT, HPLC XA T ORMIT L Y |IE L7,

BIEHEER © BEBERT LC-10Avp R T A
#4752 : CAPSEL PAK C18UG120 S-3 pm, 2.0 X 50mm
WIE AR, 0.1% BU Al SFK,

Bk : 0.1% RrUTZAFuffE SE7ER=FUNL

T3V ML A 0004y (AH/B#E = 90/10) , 4.004%; (A{K/BIE
= 5/95) , 5.504r (A¥K/BIK = 5/95), 5.51% (AM/BIK = 9
0/10) , 8.004y (AV&E/Bi#R = 90/10)

BEAR: 241, W :0.5 ml/min, #H¥E UV 220nm

EHEHNZBNT, AR R (MS) RLTFORFIC LD AE Lk,
BT . ~f7u<Rtk 79 74— AIl, VA—F—Xtt 20, £y
A —&—X%k IMD
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A F UG RRIELSEA 4 fk¥E (Atmospheric Pressure Chemical Ionizati
on: APCI) FEITEBTFHEERA A {biE (Electron Spray Ionization : ES
I)
SEHP L CHER : LY kg Z—Ty Mg 2T A
777 2 : YMC Combiprep ODS-A S-5 pum, 50 X 20 mmm
B AW, 0.1% MY TAAOERE SEK

B : 0.1% MNYI7A4ufi 847 r=FInr

77V M FA A 0004 (A¥K/BIE = 90/10) , 1.204y (A¥/B
#® = 90/10) , 4757 (A¥WK/B#K = 0/100) , 7.304r (A%K/BH&K =
0/100) , 7.404y (AWK/Bi#K = 90/10) , 7.50% (A¥&/Bik = 90/1
0)

B 0 256 ml/min, #RH¥E UV 220nm

Ehat

FAERB 1

Z v MR B IEHE T ER

HEDSD Ty b (78K, 18500 Z—EiER L. RRLEYREROmEEL
WETHH, BEIREVENL L, DWT0, 5% AFErn—RCREE L
REBLAa (30meg/k ¢fFE/10mL (EHffI8, 16, 66, 68, 79,

94, 1230{k&EM) F/ik50meg/k gE/1O0mL (EHEHS58. 700
k&) ) %, BY v TERVWTRAREL, 6 05%IROZ L a—RAM (2
g/k gfE/10mL) 2L, FEAMNE 3 045 0ORRCHRILL, mbE#EER
E L7z, MPBEETEBMREESE (A 707 0) #BOTCHELE, RERL&DEE
DML, STRBHIRT 2MRHE (%) TRL, [E1] IORLk,
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[%1]
WL EW L HE(E
(MBI (% of control)
8 85
16 88
58 85
66 80
68 75
70 88
79 77
94 81
123 86

ZO XD, FERLEWL, EBhimgE (P ra—X) BTFERE2ETS
DT, FERFRTH-BIRAIL LTERTH S,
RG] 2
v NOBETRBIZBITEA VA Y ViREER

S8HEENDHEMESD T v FOWER 2 Z 7 — BB L, B L7 KE% 2 4 g%
ZL—FT, 2. 8mmo | /LZNVa—R%&&TelEH (KRB) 1o T 1R LA v
FaX—var Lz, 100pmo 1/LORRIEY (R28K) BLV7. 5
mmo 1/LZNVa—2%&gEtr CHEFNIRBULEWEEE /) KRBITT 1 R
Y¥aX—varli, BHEERL, SUFAL) Ty Fy b (@b v
FIITARY U Fy b (EHRMER) ) ZHNT, alEhlcf V) V&8
RUE L. 7REITHETRBHRE DN EZHEL. TOMEICL W TDOA R
UVIEEHIE Lz, RBRICAVEED A VR Y U HWEBIE, BRI 2 HERHE
(%) c&L. [E2] ITRLE,

83



10

15

20

2b

WO 02/40458 PCT/JP01/10001

[%2]
Bt A VR Y PMEEER
(EHEPIES) (%)
8 256
6 4 273
70 235
77 201
92 156

ZOXHIT, AEBACEDL. Bhica VR Y U HIMEEER ZET B 0T, B
RIFTB- AR & LCHERATH B,
ZEH 1

4° =PI IANFRA MR TERN I/ (6. 30g) . KKRIELFT P UL
(60%., Mk, 1. 22¢g) BIORBY=FL (7T0ml) DEAYES80T
T1REM» &R, RINESWOKEML, FHEBECKEZPRLLE, |RT
3 O MNEIRE, e T, BHR=F VT L7z, BRBR—FABIT, fafnfifik
THE. Wt MgSO,) %, BELE, BEMBLON, N—UAFAFEVAT
IF PRAFATEZ—N (5. 54¢g) OBRBAWE 1. SFMEKLE, KIGE
AWEEEL, BEDE=Y ) —L (120m]) KEMELE, BONEEKIC,
HBe Faxv A7y (4. 29¢g) &Mk, SEFMBERKLZ, SBEEDEE
M L. BB FEREZMA, BTl Lz, B VBIX, iRl
KTHEE, ok Mg SO,) B, Bl BEWEVIIINATAIu~w Y
774 =L, BRBRTF—~FF 2 (1 2, AL BHE»55— (4—
NI ZAFuANRTTz=V) £ 2 F3FYP Y ——4—INVRVBZFNL (6.
60g, INE71%) ZREMRY L LTHZ, WR(CDCL ) § : 1.38(3H, t, J=T.
0 Hz), 4.36(2H, g, J=7.0 Hz), 7.35(2H, d, J=8.8 Hz), 8.22(2H, d, J=8.8 Hz),
8.64(1H, s),
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BEH 2

5— (4= NI TNFuRr vFTTz=N) A3 —— 4 —BVRUEE
TFNL (6. 60g) DT T RrrIy (80ml) WHKiC, kFLY1 Y7
FATNVI=TUA (L. OM7 FoEFRT7IVEIKR, 55ml) 20CTHoL
D LMA T, BRT3 0SMNEREL, RINEEMEFERICES, FiB=F
JVTHIM U7z, BRRTFVREIL, SAfBK T, R Mg SO,) %, BiEL.
E— (4—FNUTNFaR  HvT7o=V) —4—AEFFSINRAE ) —)v
(5. 70g, IWEIII%) EAFKRL LTHEL, BBz FL—~FT o 0bHE
fhmm L7, MiR45~46°C,
2%H) 3

4° — NI TNFaRAFATE RN 7=/ (10, 0g) | AkFELTFFYTA

(6 0%, M, 2. 13g) BAORBYTFN (80ml) DRAHWEZOT
TO O ENERE T, RINEAWIZKREMA, FEBCHR L%k, BT/
THIH L7, BT FVBIL, fafnalik o, Bk Mg SO,) %, BiEL%,
MBI BFNDTAIa T T 4ot L. BB L — A~
(1:9, FHEL) BHEMS, 3—AFY—3— (4—RIT7AhFuarAFLT=
=) TrvAUB=FARERYE LTEE, ZOWMRBBLIOUN, N—PAF
NRVAT IR PAFATEF—I (9. 50¢g) OEAWE 1 EEEKLE,
FNREWEBEL, BREWE=X /) — (80m 1) WML, BNk
i, WERE FrF AT IV (7. 39g) BMx, 2REERK L, RISEEY
BRME L, BEWOKEML, FETF VTR Lz, Bi=F VEIX, fafalk
KT, Hk MgSO,) %, BWEL, BEWEL Y WAL T L n<w v
74—, BB FL—~FV (L : 9, ) BHHE» LB bNRE
RENTFFUPLBEEELT, 5— (A—FI7AFuArAFLrz==)) 4 4%
P —N—d—INRUBFNL (8. 42g, INES56%) FEGETY XARL
LT, @lAR53~54C,
BEH| 4
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N—RX FFY—N—AFNTIVEEE (9. 28¢g) . PI=FALTIV (1
4m1l) BEON, N=VAFNAHFVATIFR (500ml) OREAMEERTSI
O EBELE, 5— Tz A VYEFT S —N—A—BNVRVEE (14, 9
5g), 1—-bERe®y—1H—-1, 2, 3—_XUY ITY—n -kl (1 4.
08¢g) BLUHML —TFNL—3— (3—VAFATI)FREL) IARIA
IR (18. 00g) &z, BRTEENEREL, RISREEMEZKITES, B
MTF N THIM L, BT AR, A, mERAK, ST, afnafk
THE, Bk Mg SO,) %, BiEL, BEWE L INITNDTLIux N TT
74 —TA L, BRBREF L —~FP Yy (1 4, B WHEAON—X bFy
“N—RFN— (5—Tz=N—4—AIFHFSIN) IARTIF (13. 9
5g, KT 6%) ZWEAHRY L LTHL, NMR(CDCL ;) § : 3.36(31, s), 3,57
(34, s), 7.44-7.56(3H, m), 7.86-7.98(2H, m), 8.52(lH, s),

B 5

N—RAFFY—N—AFN— (5—Tz=)b—4—AIFHFHIYIN) BAVRT
IF(13. 01g) OFFZEFRRITIY (200ml) BRI, KRBT Y
TFATNI=U A (1. OMTRZ7E Fu 770K, 120ml) #0°CTH
> Y LMilth, BR T3 OSRMEREE L, ISR FEMICES, Bl
TFATHIM Ui, BRRTFABIL, SIRAKA CIRE. %R Mg SO,) %, B
WLl BEMES VIS ADT A< N IT 7 4 —2ft L, BT L—~F
Fr (1 : 4, FHEL) BEEHPOE5 —Tz=AA VAR — N — 4 —HART
AMTER (8. 54¢g, INEB8%) ZEAHNRME LTHL, MR(CDCL ;)6 : 7.
53-7.66 (3H, m), 7.87-7.96(2H, m), 8.72(1H, s), 10.10(1H, s),

BEW| 6

4’ —TINFua A NEEAFN (10, 02¢g) BEXUN, N=UAFN
BNVLAT IR DRAFATEEZ—)L (8. 63¢g) OBAWEZ L. 5HEMERL L.
FESWEEE L, BEWExZ ) —N (150ml) KEMLE, BohiR
o, WEEE Faxi L7y (6. 75¢g) Mz, 5BEERLEL, RIGES
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WERHEL., BREWCFEREINL., FoF A il Lz, BT VB, i
Tk CUEd, R MgSO,) %, BiELx. BEWMEZIL VATV T L0
v NI T7 4 =Tt L, BER=F L —~HP L (1 4, BEH) BHE»H5—
(A—ongdndz=n) £ 93PS —N—A4—HINREBAFL (9. 75¢,
INE9 1%) ZEAMKRL L TRz, BTV —~F YV UnoBEfRE L, BR
92~93%C,
BEH 7

5~ (4—InAn7dz=)V) A 9FFP S —N—A4—HINVRVBAFL (7.
06g) ®FFFERFRTZFY (50m1) WHIZ, KFLPA VY TFATAI=
A (1. OMT o Fa7J K, 80ml) 20CTW-L Y LiNxiztk,
IR T3 02 & B, RINEEWEFRRICEE, B VT Lk,
Hie = VgL, SR Ak TURA, R (Mg SO,) #®. L. 5— (4—7
NEARTz2=)V) —A—AIFFFSINRAEZ /) — (6. 35 g, IWEO0%)
BEASER LR, BB F V-~ T U oERELE, BlR41~42C,
BEH] 8

3°, 4> =YVIAdu7eb7=/v (10. 27¢g) . KRBT MI A

(6 0%, JhtE, 2. 60g) BIBRBY=FN (150ml) OEAWE 8
0°CT 1 ERE, KIGRAWIKEMLZ, FEBCOKEZPMLIHE, =
RT3 0NN ERE, T, BT U Chlil L7, Bt~ U@L, fafni
AT, R Mg SO,) %, BELEL, BEBBIUN, N—UXFLERL
ATIR VAFATEI—IL (11. 80¢g) OEAWE L. 5KFEERLZ,
KISIEAM G L, BEWEZZ ) — (200m 1) TEMRLE, BbhEE
Wiz, HERE Fexv A7y (9. 18¢g) £Mx. 5HEERLZ, RIGES
WEENE L. REWCFERE M., BBVl L, BT EIL, &
Rk cled, #k Mg SO,) #, BlEL, REVEV I TINAT LR
< NS T74—tft L, BT A —~FHP v (19, FHEL) mHE»S65—
(3, 4A—VIndurdz=nN) 4 IFFY S ——4—DARUVEBETFL (11,
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60g, WKRT70%) ZEERKRL LTHEL, FHRTFNL—~FV 0oL
oo MR 6 4~65°C,
2EH] 9

5— (8, 4—VIndur==nN) A 23FY Y —v—4—INR BTV
(6. 68g) ®FFFeFuTIF (100m1l) WKIZ, KBILYA Y TFNL
THI=Uh (1. OMTF5ERRTZI UK, 756ml) 20CTWoL Ve
Mz, BR T3 0M»XREL, RINEAEMERERICEE, BB L T
I U7z, BB EIE, SRRk oW, e Mg SO,) %, EMEL. 5
— (3, 4—YoInFdnrdz=)N) —4—AIVFTFHSINAAEZ)—N (6. 68
g, IWEI 2%) ZARKEL L THL, BT V-T2 bES Lk,
@ls7 2~73%C,
BER 10

4° —T7uET7E®F7=/V (9. 00g) \ KEMLFT P UL (6 0%, Wik,
1. 80g) BEOREYZF/V (100m 1) DEAWE S 0CTILHHENZE
Fio, BINREEWITKEMZ, FEBTKBE TR L%, BHT3 00RHNHER
B BNT, BHR-F N THI L, FHR=FAREIL, SaMRHAK T, #ik
Mg SO,) %, BiELE, BEMBION, N—VAFARLVATIF VXAF
NTEZ— (8. 10g) OBRBEWZEZ1. SEEBRLE. RIGBRAYEEREL.
BEWE=F/—n (150ml) BB LEZ, SONEERIC, HRe FuXy
N7y (6. 33¢g) Mz, S5FHBRLE, FINREMEZEMREL. ZHE®IC
FRBZMZ, P F Tl L, BB VB, Sk oos, i
MgsSO,) th, BMELZ, BEMEL I WINDTG A0~ NI TT7 4— Tt L,
FERTF N —~F P (1 : 9, A BHE»55— (44— RE7==)))
AVFXRY S —N— A —HNRVBEFL (10, 17g, INLT7 6%) EAR
e LTHEE, B F il —~FHonbmEiEE L, @s4 7~48%C,
BEH1 1

5— (4—TuETdz=p) A VFFY S~ N—4—INBRBFN (9. 5
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0g) DT M7 FrI75y (70ml) WKL, KBLPA YV TFATAI=
A (L. OMZFZ7E Fr7Z7 %K, 70ml) 20CTHo-L Y LM%,
BIRT3 04, ERE T, KMNEEDEREBRICEE, BB F L CHll Lk,
FeR VI, AR RHIK T, R Mg SO,) &R, BMEL. 5— (4—7
RETz=)V) —4—AVFTHRFSINAZ ) —) (8. 03 g, WNKIS%) %
EafERE LR, BB FL—~FF U hbE/HR L, BIR104~10

5°C.
SEH1 2
4° —=haRUVSAAFERIFL (10. 61g) BION, N—YRAFAR

WAT IR UAFATEZ— (8. 06¢g) OEAWE 1. 5ERER L,
FInBEMEZEG L, BEWEX ) —n (200m 1) ZHMELE, BbhiE
Wiz, EFe Foxu7 Iy (6. 33g) &Mk, S5EMERLL, NES
WEPE L, BREWICHEREIN A, BT CHitE U, BT FARIE,
FoREK T, Bk Mg SO, %, B L, BREWELINSNVAT Ao
T N TT 4L, BB FA—~F T (1@ 4, AL BEHE»E5—
(4—=PrT7x2=)V) A 2FFY Y —NV—4—INRBFN (9. 78¢g,
INE 8 3%) &EAMKREL L TR, BT —~FF o hbEfRE L, BN
78~79°C,
BERH 13
5— (A—=btnZz=)l) 4 FFF S —N—4—HVRVEBEZFL (9. 0
6g) P77 Fr7T (50ml) WRIZ, KRLVA Y TFATAI=
A (L. OM7F7b FRYI 8K, 80ml) 20CTwWo< v &Mk,
FIR T3 0N EBEEL, KNREWEFERICES, F-T LV CHl L,
B FVEIE, PAFIRE K CORE, R Mg SO,) %, BMEL. 5— (4—=
fa7z=n) —4—AFXHFSINAEZ)—N (7. 16¢g, NEI4%) &
WG E L TR, BT L —~F YU bEfm L, a1 70~17
1°C,
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2EFI 1 4

3" =/murkv 7=/ (7. 00g) . AKELFTFITA (60%., M,
1. 80g) BIOREBEY-F/ (100m1) DEAWE 8 0CTILHRINXIE
e, BUNMBEWKEML, FRBTKEEZPI L%, BR T3 0OSMI &R
B BT, B FATHIE U, BT AR, Rk O, &k
Mg SO,) %, BHL, BEYBLUON, N=VXAFLFRLATIF UAF
NTEHZ—L (8. 15¢g) OBEME L. 5BHERLE, KIGEAWZENEL.
BBz /)= (100m 1) IZEMLE, BONAEERIC, HEt Fux v
NTIYv (6. 30¢g) Mz, SIFEEBIR Lz, BONEEMEZRMEL. BEDIZ
FHBEM L, FR-FLcHl U, BRI, fafneiik Cld, wig
Mg SO,) %, BiELT=, BEWMZEV YISV T AT u~ T 40— Tt L,
FEBR T F L —~FP o (1 : 9, FREL) BEHE»D5— (3—Juurxz=/)
AVFFRYS —— 4 —HNRBETFI (9. 13 g, INKS 0%) ZiEMARES
LB, B F L —~FH U nbERR L, BURT7 7~78%C,
ZEH 1 5 |

5— (3—Zunrz=nN) A IVFTFYHY—N—4—FINVRBE=FNL (8. 5
0g) ®7h7eFurr7y (80ml) WK, KIS Y TFATNI=
A (1. OMF I RuZZ 8K, 80ml) 20 CTW-L Y MRk,
RT3 OHENERE L, INRAYEFIERICEE, BHR-F L ChH Lk,
T FVREIL, SR AHK TR, R Mg SO,) %, BfEL., 5— (3—7
RRT =) —A—AITFHF I NRAE ) — (6. 87 g, WK T%) %
EEfR e LR, R F NV —~F T nbEfm L, BR80~81C,
ZEH 1 6

5—7EFN—1, 3—_RUYVFFY—L (7. 45g) | KFEELFFIvA
(6 0%, i, 1. 80g) BIOKBEY=FN (100m 1) OREEWES
0 CT1RHEMIEEY, NREMIAkEML, FEBRTKELZPM L%, =
B3 0M»ERYE, BT, BTSN Tl L, B Vg, S

90



10

16

20

25

WO 02/40458 PCT/JP01/10001

HOKTURH. ok Mg SO,) %, B LA, BREMBLION, N—PR2AFARNL
ATIFR PAFATEF— (8. 30g) DEAWE L. SEEEKLE, K
IEEMERGE L, BREWE=SY ) —n (100m 1) B LI, BbhEEIK
. WRE Fr¥in Ty (6. 33g) Mz, 5MHEERLE, KSEAY
ZIE L. REWICHERE ML, BTV T Uk, BT VBIE, S
BHOKCTHE, %R MgSO0,) #%. BiELz, BEWES Y IFNVIS A u<
NT 74— L, BB F A —~FY 2 (10 9, AR BHE»S 5 —
(1, 38— R VFXI—N—5—AN) A 7FFVS—N—4—BIARVEBRx
F (9. 49¢g, IESO%) FEARKRL LTHEL, BBE=FL—~ZTh
BEREAE LTz, BURT7 3~74°C,
BERI1L T

5— (1, 3—RUVIFHI—N—5—AN) 4 IFFH S ——4—HNLR
YBeTFn (8. 56g) OF MF7e a7y (70ml) BWKIZ, KBLDA
ITFATVI=UA (1. OMTrIE Fr7S508iK, 70ml) 20CTW
2K Y EMAT, ZRT3 0RMMLEEEE, KINEAYEFERICEE, Bk
ZF VTR L, BT VEIL, AUfiafik OO, %k MgSO,) %, &
ML, 5— (1, 83—V IFHY—N—5—AN) —4—AIFFFS VLR
/= (6. 97g, INEY7T%) ZEESERE LTHRL, BT —~F
bR LT, BR92~9 3T,
BEH 1 8

37 —snu—4’ —Intuare by (9. 54¢g)  KERFPI Y
A (60%, M, 2. 15g) BIWRBEY=F/L (100m1) OEAWS 8
0 CT 1M EIRE, FISREEMITKENA, FHBCTKBEFTF L%, =
HT3 0P EERYE, VT, BHR=F /VCHE L, Fig=F V@i, ffifd
K THed, % MgSO,) %, BfELE, BEMBION, N—UAF LKL
ATIN URAFATEZ—/ (9. 63g) OREAWE 1. SEHEERLE K
JNEEWMEREL, BEWEX ) —L (100ml) ZBRELE, BONEK
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. HiRE FaXI b7 Iy (7. 47¢) WA, SEEMER UL, RSEEW
FRAEL . BREDICHEBREM ., BBl Uk, Bl V. ff
BHAK TS, BB Mg SO0,) % BfL, BEWEL I SADT L0~
NG T 4=t L, BT —~F Ty (10 9, BEEK) BHEN»L 5 —
(83—mu—4—Iirdur==l) L3R ——4 - VRVERTTFIL
(10. 33¢g, BT 1%) 2EEMRKE LTHEL, BHR=FL—~FF P
e L7, AR 106~107°C,
BEHIL 9

5— (83—Zmn—A4—Tadurz=i) A VFFH —A—A4—DIARVE -
TFN (9. 50g) OF 7 Fursy (75ml) BRIz, KFERVAVT
FATNI=TA (1. OMT7 R 7 Ru7J %K, 75ml) #0CTWo<L
VM tt, BIRT3 0mMPEETL, RINEAYE FERICES, FilpcF
JTHI L7z, BT VREIL, Sfi Rk TR, R Mg SO,) %, BHEL.
5—(3—yum—4¥7wim7::w)—4~4Vﬁ%%?9»x5/~»
(7. 58¢g, INFEI5%) 2EEMSERL LTHEL, BiB=FL—~FF U P0HE
fhEmm L7, AiR106~107%C,
BEHI2 0

3’ ,47 —VAMRYTEINI=/V (9. 20g) . KFhFFITVA (6
0%, Mk, 1. 99g) BIXORBEY=F/L (100m!1) OEAHE80CT
LR &R, FONBRAWICAKREN 2, FEBCABZ PR L%, BERTS3
0 FIMNEEE, VT, B ol Lz, BEBRFARIL, ffnftkT
Yo, MR (Mg SO,) %, EiLE, BEPWBION, N—UAFLHRLAT I
R OAFATEZ—L (8. 95g) OBEAWEZ 1. 5HEEEKLE, KIGES
WrEiEL, BEYWEF ) —L (100m]) KEMLE, BONEKIZ, H
Bt e A7 Iy (6. 98¢g) RMA. bRFRIRG L, FISEAYZ BN
L. BEBDICEERE ML, B F L CHE L, BT AR, fufnaiik
THE, R Mg SO,) %, BiELz. BEMEZL YAV T A~ N T
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74— L, BT —~FP v (109, Bk BWHE»S5— (3,4—
VAN YT z=) AVTHRYY ——4—HNRUBxFL (10. 81 g,
KT 8%) ZEEMERE LTHE, BHECTF L —~F V0 bERERE Lz, A
113~114°%,
BEf 2 1

5— (3,4— VAV T zm) AVFFYS—)v—4 —HIVRBETF)L
(8. 40g) ®FrFbFr7Jy (100ml) WRIZ, AFLYA Y TFN
TNHI=UAh (1. OMT7T F7EFuZ7J7 08K, 65ml) 20CTW-< Y&
A7, BRT3 0oMPERE T, RNREEWERERICEE, B FNLT
P U7z, BEBR VI, SRR CoRE, R (Mg SO,) #%. BMEL, 5
— (3,4—TVAPMRVTz=N) —A—AVFFPSUNARAE)—)v (6. 85 ¢,
K9 6 %) ZEAREL LTHEL, BRIV —~FTUhbBE/HR L, BR
83~84%C,
BEH 2 2

4’ —z7unu—3° —7paturkebr7=/v (12. 50g) . AKELF LY
A (60%, HE, 2. 88¢g) BIOREEY=F/N (150m1) ORAWE
8 0°CT 1 N2 B, FUSRAMICKEN . FHECKE % B L%,
ZER T3 0LMMHEEE. T, BT /LTl Lz, Bi—F LBk, faf
BHAK TR, B MgSO,) %, BiiLE, REBMWBLON, N=URAFNAR
VAT IR PRAFATEF—N (12. 99¢g) OERAWE L. 5ERERLE.
RINBEEDZRE L., BEhEF ) — (150m 1) KEMLEZ, BohE
Wiz, B Fuxt L7y (10, 10g) 2z, S5ERERLE, KNE
BB L, BREMICTHFEREZM A, BTV Tl L, BT VB,
BRI B K TUEH, Rk Mg SO,) %, BiELE, BEWEL Y W FNIT KD
e 77 4 —Tft L. BHRTF )L —~FH 2 (1 : 9, B BHESH65
— (4—mu—-3—TNFART =) A FFFS—N—A4—BHNVR BT
(14, 86¢g, INET76%) ZEWERRL LTHEL, BRTFL—~FPh
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CFEfEm L, BRT76~77C,
2EF 2 3

5— (4—/muu—-3—Iridurz=) L IFFYY —N—4—TNRRE
TFN (12, 00g) DF hFekr75y (1L00ml) BWKIC, KELDA
ITFATAI=YA (1. OMF e FRT7S V8K, 100ml) #0CT
Wo< Y &M, FBRT3 0M» R, KNEAYE FEBICHEE, B
B F )V CHH L, BRR=F V@I, fafnRfik T, ik Mg SO,) %,
BBL, 5— (4—Zun—3—7Atuarz=i) —4—A VFEFFSYLAXK
J—=n (9. 73g, INFEI6%) 2EARKRL LTHL, BHRTFL—~FH
PO EEE L, AR87~887T,
BEH| 2 4

4° —AMXTTEN 7= (7. 52¢g) , ARIET MY TL (60%, M
P, 2. 00g) BLUOREY=FL (100m 1) OEAYWE 8 0°CT 1 i)
TR, FOSBEEWIKEML, HEETKBE P L%, =IE T3 0202
SRYE, LW T, FHRTF A THIl L7, BEBR—F VgL, SRk CiE. &
B (Mg SO,) %, BifELk. BEMBLUN, N=ICAFAFLATIF DA
FATEZ—) (8. 93¢g) ORAMZ 1. SHEMEHRLE, KSRBAYWE B
L, BEWMZy /— (100m 1) WML, BohERIC, HiEt Fu
FUNLTIV (6. 97¢g) Mz, SKEEKLE, ISESMEREL, BY
W FIEBRE N2, BT VGl Uis, BHE— T VREIL, SaTAREK Cod,
ek MgSO,) #, Bl BEWELIISNIT AR NI TT 4—1T
L, B Fv—~F g (109, L) BHE»B5— (4—A ¥y
2=V A VFFY S —— A —INBRBIFL (9. 48 ¢g, INRT7%) %
meafEE S LTRE, BBRFL—~FV b\ /ER LA, @A54~55C,
BEH| 2 5

B— (4—X h&vTx=) 4V A%FHY —L— 4 —HLRVEEZFL (8.
56g) OF b krI7Ty (100ml) BWKIZ, KELDA Y TFATASI
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=yAh (1. OM7 F7EFu77 08K, 80ml) 20CTW-L Y &Mak
%, |ET3 0ONBILEEE, KNEAWEFHERICEE, BT THH L
oo BT VREIL, SUAMARK TS, il Mg SO, &, RiEL. 5— (4
—AM¥VT2ZN) —A—A VTSI NRAE ) —L (6. 8T g, IWNEI
7%) EREGERL LTEL, BRTFN—~FF o POERR L, N5 7~
5 8°C,
BEH2 6

3’ —7mE—4" —IAFnTEI T/ (12, 46¢) . KFELFTIY
7h (60%, M, 2. 30g) BLXORBY=FAL (100m 1) OEAWE
8 0°CT 1R EIRYE T, URNRAMITKREMZ., FHEEETKEZ LI,
IR T3 0 MM EBEYE, H\T, BT L chll Lz, BEgcF VR, A
BHK TG, R MgS0,) %, BfiL. BEMEBLUN, N—YRAFH
NMNAT IR PAFATEZ—IL (10. 29¢g) ORERAWEZ 1. 5RERELE,
RiEEMEEEL, BEWE=Z ) —n (150m1) THMRLEZ, BOhE
Wolc. HEEE FRELATIY (12. 06g) BhZ. 5MMERLE. KINE
GWERENE L. BREDICHEREMA, BB F ATl Uz, Fg=F VR8I,
BRI EK CYES, Bk (Mg SO,) #. BWELL. BEWMEV I I TNVIT L7
ne 757 42t BB FL—~FY2 (1 : 9, FHEL) BHE»L 5
— (83— uE—4—gnrtudz=N) A IFFHY—N—4 —HNR VBT
IV (13. 55¢g, INET75%) ZEERKREE L TR, BHR=FL—~FF
DEBELL, BA111~112%C,
BE 2 7

5— (3= RE—4—TNFuTe=)V) £ IVFTHRH ——4—T VR VER
T=FN (10. 01g) OF +ZeFr77y (70ml) BRI, KDALY
TFATNI=UA (1. OMTFFZe Fr7J 8K, 70ml) £#0°CTWH-
XY Lz, |E T3 0LMMEET, KNEAYEZFEBICES, BT
FACHIM Lz, BT AR, iAEK T, ik Mg S0,) %, Rif
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L. 56— (83— mrE—4—Tidurz=V) —4—AJFTXYSINAE ) —
V(8. 26¢g, INEI 5%) ZEAKREL LTEE, BB=FNL—~FTHF b
Him L, BlR134~135%C,
2E) 2 8

3’ —7ue—4’ —ruuryerr=/r (6. 27g) , KELFrrIvA
(6 0%, ik, 1. 06¢g) BICKRBEY=FNL (90m1) DEEHWEZS80T
T1RH P E R, KNEAICKREN AL, FEBTKBEZRF L%, R T
3 O N ERYE, HVT, BB F L CHIE L, FoF AR, ek
TUE, ®E Mg SO,) %, BELE, BEDEELION, N—YAFAHFLVLT
IR VAFATEF—L (4. 84 ¢g) ORGHEZ1. 5FHHEERLL. RGE
AMEREHEL, BEMEF ) —L (100m ) KEMLE, BDNLEIKRIZ,
HWEe Fox L TIv (3. 75g) 2z, 5EEMERL. HSREWEIR
MEL., BREYCHEREZNL, B CHRE L, BB, e
KCUEH, R MgSO,) %, Bl BREWELV ISV T LI n= T
57 4 —Zft L. BT FL—~FH (1 : 9, AR EHEN65— (3—
TrE—4—Junaz=)V) AFIFYS V=4 —BINVRUBEFL (6. 2
5g, INERT70%) #&EMERE LTHELE VoFrLz—TL—~FHNbHHE
L7, BE109~110%C,
2EH2 9

5— (3—7mE—4—uurz=)N) AVFHFYFY——4—HNVRUBT
F (6. 19¢g) OF 7 FurrJy (100ml) BRI, KBV VT
FATNI=TA (1. OMT o RIS 8K, 40ml) Z20CTW-<
D Mz %, BET30SHPEREr, RIGESYERERCES, BT
MCHIH Uz, BRIV, fafneiik ook, ik Mg SO ) . RHEL.
5— (83— mE—4—7nurz=)l) —4—AIFFFSIARAZ ) - (5.
10g, WK 4%) ZEAHRYE LCHB-, WR(CDCL ,) 6: 4.73(2H, d, J=4.
8 Hz), 7.59(1H, d, J=8.4 Hz), 7.72(I1H, dd, J=2.2, 8.4 Hz), 8.10(1H, d, J=2.
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2 Hz), 8.37(1H, s).
2EH|3 0

3—(5—7l:w—4—4yj%#YUw)7nﬂy—1—j~w(15.0
0g) BEXONIZFATIV (21. Om1) OFF=FL (500m1) W&
i BEAF A FE=0 (9. 0m 1) ZO0CTW-L Y EMALE. RIE TR
BPEBRE, KSEAMEMERICER, BTV THE L, BT 1LB
(I, SRR THRE, ek Mg SO,) %, WML, BEW. 7 ALY
A (7. 33g) ., 3UikF UL (13. 48g) BLUN, N—TURAFL
AVATIN (150ml) ORAWE 7 0CT5EHNZEYZ, KIGEAYE
KICHEE, FrR—F /U CHIH L7, BERT—F V@I, ffiaiik crad, R (M
gS0,) %, BMELz, BEWELVIISNVIS A u N5 T 4— 2L, BE
B F—~TYr (1 : 2, HHEKL) BHE»Pb4— (5—Tz=N—4—AY
ZFYPYIN) TFur=bU (13. 47¢g, WEKS6%) »EAMRYE LT
872, MMR(CDCL ;) §: 1.91-2.09(2H, m), 2.36-2.46(2H, m), 2.78-2.94(2H, m),
7.44-7.58 3H, m), 7.64-7.74(2H, m), 8.22(1H, s),
SEHI3 1

2°,4° =V/unr7E 7=/ (17. 01g) ., Kk#ELFrIvA (6
0%, M, 3. 58g) BIOWREBEY-F/N (200m1) DEAWE S8 0CT
1R &R, FUSBAWICKEMZ, FEBCKBEZTM L%, |HETS3
0P EEE, FW\ T, BHRTFLCHIE L7z, Bi=F/VBIE, SfaEkc
Vo, #k (Mg SO,) %, B L7z, BEVBLUN, N—YAFNRLALT I
R OAFATEZ—L (16. 23g) OBRBAYME 1. 5EMEERLZ. KGR
EMEREL, BEDEF 7— (200m ) ICEMLE, BONFEIRIC,
HWRE e 70 (12, 53¢g) 2k, SHEBRLEZ, KNEAWE
B L. REBYICHIERE ML, BRI CHIH L, BER—F AR, fafid
HKTHE, @ MgSO0,) %, BiiL, BEWELIIFIVIT AT a~ b
777 4=t L, BB F A —~FV 2 (1.9, L) BEHENS5— (2,
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4—vruniz=)V) A IIFFYY—N—4—WNBRrEEFL (17, 51 g,
INE6 8 %) ZIRHEAMRME LCB, NMR(CDCL ) §: 1.24(H, t, J=7.0 Hz),
4.25(2H, q, J=7.0 Hz), 7.39(1H, dd, J=1.8, 8.4 Hz), 7.46(1H, d, J=8.4 Hz),
7.56 (14, d, J=1.8 Hz), 8.67(lH, s),
2543 2

5— (2,4—V7uuiz=i) A VFFVY ——4—BNRUBEFNL (8.
60g) D7 b7 Fr77y (50ml) WRIZ, KFRILVA I TFATAI=
A (1. OM7FZ7 e RFr75 08K, . 65ml) Z0CTW-L D &Mz,
B T3 00MMERY ., RGBSV ERERICEE, BT /L Tl Lk,
BT VIS, AR AR TR, R MeSO,) &, BHMEL. 5— (2,4
—Vrunrxzz=)n) —A—AVARPESIALREF ) —v (7. 09g, INFEI

6 %) FEEFERE L TR, BIBTFL—~FH O BE/ERLE, BET 6~
77°C,
2543 3

3°,4° —Vsuurkbr=/r (8. 64¢g) . KEHLTHFITL (6 0%,
M, 1. 83g) BLUKEEY=FN (100ml) OEAYWE 8 0°CT 1EMH
PEREE, RSRAMICKEMN, AR OB R R L%, SET3 040
HERE, VT, BB FACHH L, BEET VBT, ffa ik TR,
Wik (Mg SO,) %, EELE, BEWBIUN, N—YAFVRLATIR ¥
AFLTEEZ—L (8. 15¢g) OREREGWE 1. SRHEBRLE, RINESDER
L. ZEWETY /-1 (100m]) CBMLEz, HoNEKIC, HEEE R
BXx LTIV (6. 51g) Mz, 5MHERLE, RINEAVERGEL, &
BWcAmEBRE M, BT VGl U, BERF AR, SRk cobig,
Wk MgSO,) % Bl BEMEVIIINIFAInw b T T7T7 41T
fFL. BiR=F A —~Fd (19, FHFL) BHEE»B5— (3,4—PY7am
Txz=)V) A 2FAFS—— A —HARVEEZFL (10. 383¢g, BT

9%) ZEEAKERE LTEL, Bz FA—~FVUPbEE L, 117
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~118%C,
BEH 3 4

5— (38,4—vZunr==)) S V4FPFS —)v—A4—TgNVRPBrFL (8.
60g) 7T e RrT7J (50ml) WK, KEILVA VY TFATALI=
A (1. OM7 e RRZ7I %K, 65ml) 20CTW-L Y Mxiztk,
ERT3 00M»ERE, RINREVERIERICEE, FR=TF /L Thliltd L%,
ERR-F VI, SEAIEHK O, o Mg SO,) %, BMEL. 5— (3,4
—V/uanrz=)V) —4A—AIFXFVSIANAE =N (6. 9T g, INFEI
5%) ZEGRERE LTEE, BB FL—~FHonbEfHR L, BE101
~102%C,
BEHI3 5

3°,5" =vruurykthrr=/r (12. 80g) , KKfkF NIUA (6
0%, M, 2. 71g) BLXORBEYTFL (150m1) OEAWES80CTT
1R & B, BINEAMITKEMZ, FEBRCTKEZTR L%, =ETS3
0 M ZIRE, £\ T, FRB—F N CHiH Ui, B FLVEIL, fEfiRdikT
Tag, B MgSO,)) %, BELE, BEVWBIUN, N—UVAFNAELLT I
F PRFATEZ—A (12, 18g) OEAWE 1. SEEERLE. KSR
AMEEEL, BERE=Y )—) (200m 1) ICHELE, BbhEk,
BEEE Fex A7y (9. 49¢g) iz, 5HHER L7, RIGEAYE B
MEL, BREWCHERENZ, FHEcF L CHE L, FRcF Ui, fifnAl
KTBEH, ¥k Mg SO,) &, BWLEL, BEMELV VLISV TI A a<w N
77 4L, BERTF N —~FY (19, FEL) BHEE» 55— (3,5
—yrunZz=)) A IIFFHS—N—4 —HNVRVBFL (12, 48¢g,
K6 4%) ZEAMEE L TEEL, BT —~FT D OERE Lk, fR
50~51%C,
BEZH]3 6

5— (3,5—Y7uurx=)) fFFHS——A—BLRUVEBETFL (1
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0. 82¢g) T 7 Fur7Fy (100ml) WRIC. KELIA Y TFLT

WI=UA (1. OM7 M7 Ra77 08K, 100ml) Z20CTW-L Y

ATk, ZiRT3 0NFNEEE, FONEEYEZRFERICEE, BHR=FLT

i UZe, BRI VR, ROfnifik U, ¥k MeSO,) %, IRHEL. 5
— (8,5—vY7/unprda=/N) —4—AIFFHFSINAZ ) —) (10. 28 ¢,
INE9 4%) ZEAMERE L TR, BERTFL—~FFUHoE/R L. A

104~105°C,

SER] 3 7

A’ =T z=ATE 722 (10. 00g) . KBTI A (6 0%,
Wik, 1. 96g) BIWRBY-F/I (150m1) OEAYWZ 8 0CT1 Y
PERE, BUNEEWITKEML, FEBETKBEPM L%, BE T3 05H
PDERE, o T, FHBRC TV THIE Uk, BEBTFVRIL, fafiak TohE,
R MgSO,) %, RilELc, BEMBION, N—VXFARVLTIF ¥
AFNTEZ—/ (8. 89¢g) DEAWME 1. SHHERELEL. RKISBESYMEZE
ML, BEWECE )—n (200m 1) WKEMRLE, BONARKRIC, Ele B
n¥NTIV (6. 88¢g) #Mi. SRHEERLEZ, KNEADEZREL, &
B mERmE Mm%, BB LGl L, BB FARBIL, IR K CriiE.
et MgSO,) %, BiEL7, BEMELIASANIF b0 T TFT7 40—
ftL. BE—FLr—~P 2 (1 : 9, Bl BHENPD5— (4—T==n7
==)) A IFFY SN — A —HNRBETFNL (10, 98 g, INET6%)
FRAMKRES L TR, B FA—~F T UpbERfSELE, BR73~75%C,
2EH 3 8 ,

5— (4—T=z=NTx=)V) A FFY SN~ 4 —TNVREBFL (10,
68¢g) FF7Fr77Y (100ml) WKL, KRS VY TFATNI
=ys (1. OM7 P77 FrZZ7 8K, 83. 7Tml) Z0CThwo< Y&
ZTctz, BIRT3 OHHNPERE, HSREWEFERITES, BT THh
L7, B Rid, fafnek oo, Wik Mg S0O,) #%, BMEL, 5—
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(A—Tz=nVT =) —A—AIFFYP TSI NVRAE)—V (7. 55g, IR
8 3%) FEAMERL L TEL, BB FL—~FF U PbEfR L, @A10
8~110°%C,
25613 9
Tuvd—nLgrFL (7. 50g) OF +Z7eFer7y (6 0ml) WKIZ.
ey (6. 4ml) OTFFEFr7F Y (5ml) BEEZ0CTH-LK Y
EMz7-%. 0OCT3ONMMPEREL, BOO-BAKI. 3, 4—VY/rn—
N—t RaFI_UoBrhhvRiFyAI R4 Z7ul K (11, 40g) OFT 7
EFr77y (100ml) WREOCTMAE, NI ZFATI (15m
1) 7 hoeFr77y (10ml) WEREZO0CTYo<K Y A, ERTHK
BNERET B, RISRAYEFERIOEE, FgoF L el L, Bz
@ik, SEFEHK T, R MeSO,) %, BMEL, BEMEZLI D INT
Fhrnw NI 74— L, BRI —~FP L (19, AR BHE
P63— (8, 4—Vr/uuZz=nN) AVAFH Y —N—A4—INRVB=F N
(12. 26¢g, IEB4%) ZEERRL LTEHL, BHRZFIV—~FT Db
BRmLll, @R129~130%C,
2EH|4 0

3— (3, 4—Vruuyz=N) A FFF S —n—4—BVRVBTF IV
(7. 80g) ®FrZFr7I» (6 0ml) WRIZ, KRILVA Y TFNLT
NMI=UA (1. OM7 o2 FNRT7 78K, 60ml) Z0CTW- Y &N
ATk, ZR T3 OMMEREL, RINESMEFHERICEE, BR—F v TH
H L7, BE—FVEIL, Bk T, mik MegSO,) %, BiEL, 3—
(38, 4—VZuurz=)N) —4—A2FFYPSINAZ)—N (6. 43¢,
=9 6 %) TGRS L LTHEL, BB FA —~F T rnbHERR Lz, @R
103~104%C,
BER4 1

I F—ABTFI (7. 51g) DF+FeFrrIy (50ml) BWHKIC,
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vrnlPy (6. 4ml) OF 7 Rer75y (bml) WiEZ0CTWo-<K Y
EMA %, 0°CT3 0ONMIXRE:, BOhEBAKIZ, 3—/mo—4—7
NEa—N—t FaFI_RUBUrIVAFVAI A 72 K (10. 20g)
DT 7 Fr77 (100ml) WRZOCTMAE, NI ZFAT IV
(15ml1) ®F+rSerr75y (10ml) WEEOCTW- Y LNz,
ER TREPZBE®R, RGBEWEFHERICES | FRcF L Tl Ui, B
BT R, AR TR, Bk Mg SO0,) %, BiELZ. BEYEVY
ATGNAT B v 757 4=t L, BiR=FA—~FH (1.9, B
) WHE»H3— (3—mru—d4—TAduTd==n) A VFFY S —1—4
—HANVRVEEZFL (10. 93 g, INE8 3%) REEMRE LTHEL, HEEx
FN—~FF U PLEERE L, BA108~1097C,
BEf| 4 2

83— (83—Jun—4—oInFur==)V) 4 IFFTY —v— 4 — VR
TFL (9. 70g) OFFJ7eRFrr77y (50ml) BWRIZ, KELVA YT
FATNAI=UA (1. OM7 M7 RFRrZZVHIK, 80ml) #0CTW-<
DEMEZT-t, BIRT3 OSMPXREL, KGEEYE FERICEE, BT
T L7, BRI AREIZ. SRR CoeE. #k (Mg SO,) %, BMEL.
3— (3—/nu—4—7rFurdz=)) —4—AIFFFSINAEZ ) —
(7. 91g, NFEI7%) 2EEMERL LTHEL, BERFL—~IT U 00H
W L7z, BlR8 7~88%C,
BEfH| 4 3
FREA—NBEFIL (8. 61g) OF FF7ERFurFy (50ml) BWIRIZ,
ErlPy (7. 4ml1) OFrF7ekr77y (5ml) HWREZ0TCTTW-LKY
Mz, 0CT3 0N, RE:E, BONZRAKIZ, 4—/nu—3—7
NAB—N—Et FaFiXoEBr AR EyAI R4 r7el) F (11, 70g)
DT P77 Fr75y (100ml) BKEOCTMA %, NIoFLT IV
(16ml) ®FrJbekrurIy (10ml) WEEOCTP-L Y EMAT,
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HRTRE» X BELR, OSEAWE FERICOES, BT - chl L, B
BemFIVREIL, fafBEdk TlRg. ol (Mg SO,) %, BEL-, BEYEVY
BINATEIu NTTT7 44— L, BHE=FL—~FF (1:9, FH
) WHENS3— (4—nn—3—IAdnrz=n) 4 VFFY —L—4
—ANVRCBREFL (12, 63 g, NEB3%) ZEARERL L THEEL, Egx
FN—~FHh Do HER L, BIR77~78%C,
5EZH 4 4

3— (4—mu—-3—IrFurz=i) A VFFH S~ —A—TNR 8
TFN (12. 00g) OFFZERr772 (100m 1) WRIZ, KEELDA
ITFNTVI=TL (1. OMT FoE Fu7 708K, 100ml) #0CT
o Mz, BIE T3 ONMNXEEE, KINEEWEFEBIZES, &
B F/UCHItH Ue, BER-F/VREIL, SAMAERK TS, % MgSO,) #%.
BEHEL, 83— (W—uu—38—Iidurz=c=)l) —4—A4VFFHVYLALR
J—=v (9. 75g, INEKI 6%) ZEAKRL LTHEEL, BHE-FL—~FHP
POERE L, BR124~125%C,
2%EpH14 5
Tavr—A@BrFN (6. 13g) DT FZeRFur7y (40ml) BWKIZ,
rrlPy (5. 2ml) OF S FrT7S5Y (5ml) BEEZO0CTH -V
LMz Tztk. 0CT3 OoMNEEEL, BONRERIC, 83— rE—4—7
NAB—N—t RaFIR_RBUAILREFVALI R4 7l K (10, 10g)
DFFZ7e 77y (100ml) WRZOCTMALE, NI =FAT IV
(11. 5m1) ®F 7 Fr73y (10ml) BWREZOCTW-L W &Mz
7o BRTHRENERELLR, RNEAME FERITEE, Filg—FV CHIH L7,
WA =T/ B IE, AR EHIK T, W Mg SO,) %, BiELix, BEDEY
VAT AT AIa< T T7 4=l L, B FAL—~FHy (1.9, FF
) BHEE»S3— (83— nT—4—Trdurdzz=) £ 2F%%S—1—4
—INRBTFA (13, 96 g, WET 1%) 2EEKRE LTEE, BHEx
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F—=~FHIPOERER L, BRI 6~9 7C,
BEH4 6

3= (8= BRE—4—-TINFRTx2=)V) £ FHFVY —— 4 — DR R
TFN (10, 47¢g) OF e Farsy (100ml) WEC, KELDA
ITFATAI=YA (L. OMT bS5 Rur7s %K, 75ml) 20CTW
oK Y EMAHR, ZRT3 0GMP LR, RNREVERERICEE . Bl
TF)VTHIM LTe, BRBE=FVREIE, fafnafik ook, wik MgSO,) %, #
ML, 83— (3—TuE—4—IrFurdz=N) —4—AIVFFHSINAF )
—/ (9. 75¢g, KO 6%) LR L LT, BRTTL—~FPMh
bR L7z, BN 93~94C,
BER 4T
N—RASFY—N—AFATIVEEE (4. 53g) . PIZFALT IV (7.
Oml) BLON, N=URXAFAFRNVATIFR (15ml) ORAMESRETSI 0
SEPERELE, 3—AFNL—5—T =AYV FFH S —— 4 — G RER
(8. 26¢g) ., 1—bFaFY—1H—-1, 2, 3—_V TV =K
W (6. 58g) BIWHEEL —FNL—3— (3—VAFATI ) uN) &
WNERVAIFN (8. 33¢g) Mz, BRTEENEZEEY-, RSESHEKICE
& FiR= TV THI U, BT VREIL, AIEER, fSfnEROK, HV T, T
BHKTHSE, R MgS0,) #. BlELE, BEBWE VI IS NVAT A u<
NTZ 7 =Tt L, BEBR=F A — A~V (1 : 4, L) BHEPSN— X
FFY—N—RF)— (3—AFN—5—T == —Ad—A4IVFFHSIN)
RTIPF (13, 95¢g, MKT6%) PAAMKYE LTHRZ, NMR(CDC ,)

6 :2.36(3H, s), 3.20-3.60(6H, m), 7.42-7.52(3H, m), 7.72-7.84(2H, m).,
5EZH]4 8
N—AFFY—N—RAFN— (83— AFN—5—Tz=pA—Ad—AVFFHY
V) AVRT IR (7. 51g) ®FhFe Rur5y (150ml) WKIC, K
BECAYTFATNI=s (L. OMT S5 FR7S V%K, 7T0ml) %
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0CTW-<K Y LA, EiET3 0N IBE L, RINEEWEHERITHE
T, AR FACHIM L7, B FABIE, ek oo, ok MgSO
L) BB L, BBWEVIAINATG A NS TT -l L, BB F
N—~Fhy (1 4, Bk WHBPL 3 —AFNL—5—T =g V4
Y=N—A—HNARTATER (5. 39g, INFKI 4%) 2EWEMKRL LTHL,
BT F N —~F T PO ERER L, K8 7~88T,
B4 9
TuvFd—nLEBrFA (5. 01g) OF FZ7eRFurJy (50ml) WRIT,
trlydy (4. 3ml) o7 7 bFr77y (5ml) WKZO0CTW-< D
EMATIZ%, 0°CT3 0GR, FohREKIZ, 4—T7=2=A1—N—
R R PrIARiE LI A7l R (9. 28¢g) @7 hJk R
75 (100ml) BEREZOCTMAE, FIJxFATIY (12. Oml)
NTrZ7eRr77 (10ml) BEREZEOCTY-L D &Mil, =R TEREDN
SRAETZR, RNREEYWEFEBICEE, PR F A CHhE L, BT RBIE.
PEFREHAR TUE, ok Mg SO)) %, B L, BEMELVIAINADT LY
v NSF 7 4 —ITR L, BB FA—~FY 2 (10 9, AR BWHE»L 3
— (4—T=z=nNT =) A 2FFHS—N—A4—DNVREBEZFL (13, 0
4g, INEBT7%) ZTEAKREL LTHEEL, BERTFL—~F 00 bEREELE.
A8 1~82C,
BEHI5 0

3— (4—T=z=VT ) A IFFY Y —N—a—WVRBFL (10,
00g) T rZEFRrT7I (100ml) WRIZ, KKRLIA Y TFATILI
=vAh (1. OM7 e RIS UK, 80ml) 20CTYW-L Y &Mz
%, B T3 0ONMMEREL, HGREMEHERICEE, FB—F L THEL
oo BRR-FI/VIBIE, BATNEMAK T, R MegSO,) %, BiEL. 3— (4
— Tz T 2=)N) —4—AIFFFSINAFT)— (8. 32¢g, K9
T%) HECERERE LTAE, BT —~F VU bEEE L, Bis138
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~139°%C,
BERF5 1

3— (4—Txz=NTxz=)V) —A—~ALVFHYPTINAZ =) (4. 16
g) BIXOWAF A=/ (10. Om!1) DREWE O0C T3 05N EREL,
FORE Y% BME L. BREDICEMEE/KEMZ., Bl /LG Lz, B
FREIL, MBS, R Mg SO,) &R, Bl BOhEAKS
EARL, 4—7nruAFN—3— (4—Tz=VTz=) £ VFF—
(3. 84g, LI 2%) &/, BRI NV —~FV 0 bEERE L, BR
102~103%C,
BEF 5 2

St —ABIFL (5. 00g) DF RS FrZ5y (50ml) WKIT,
Yoy (4. 3ml) OF FSeFrr5y (5ml) BERE OCTWH-L Y
EMATHR, 0CT3ORMAEREL, BONLBAKIZ. 4— M) 7t
FA—N—b FaFiXvEBrIVRTFTAI R NI7al R (7. 50g) OF
FoekFr77y (100ml) WKEZOCTMEEE, FI=FAT7IV (10.
Oml) ®7F7Ffr775Yy (10ml) BEEZOCTH-L V EMxT, =il
THRENEIRE R, JONRESWEFERICES | BV cHil U, Big=
FARI, EAFMREAK T, %R MegsSO,) %, Bl BEWEL IS
NATEIa<w NTTT7 4=t L, B F—~FP o (19, FEk) B
HE»S3— (A—hUVINFRAFNTz=L) LV FFPY ——4 — IR
VBRI TN (8. 09g, IR 5%) BEAMKRY L LTHEL, MR(CDCL,)§:
1.32(3H, t, J=7.0 Hz), 4.32(24, q, J=7.0 Hz), 7.70-7.78(2H, m), 7.88-7.97(2
H m), 9.05(1H, s).
BEH5 3

S— (A—FU TN AFNT =) £ 2F%V Y —— 4 —BUR BT
FN (8. 00g) OF e kurIy (150ml) WKC, kFELDA YT
FATNI=yhs (1. OM7 RS ERRT7 VK, 60ml) 20CTWY-<
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D eMxieth, B T3 0NMMERE, JUNEEWEFERICES, FigxF
VCHIH U7, BER=TVEBIE, Safn&iik o, BB (Mg SO,) %, BEL.
3— (A— RNV INFuRAFNTzo)v) —4—AIFHFYVYNVAF ) —L (6.
46g, B SN ZEAKRE L TR, BHRTFNL—~FINOEREREL
7o BIRT7O0~T71%C,
ZEH5 4

83— A—PITINFRAFNTz=N) —A—A VTS INRE ) —
(6. 00g) BIWELFA=/1 (10. Om1) OEAWEO0TTS 045/
TR, FNESHEZRMEL., REWICAfMEEKENL, gL bl
o BRIV, SRR TUEE, Bk (Mg SO,) %, Bl Bbh
AR EASML, 4A—JunAFL—3— (4A—RN)TINFarAFLrrz=
W) AV FFHY = (6. 16g, WEIE%) #Fk, BT L—~FF
PO Lz, BR84~85C,
5EH|5 5

T MERBAFL (8. 88¢g) BLU4—27ur—N—b RaxiyXUEry
NREFVAIRA N7 R (9. 65g) ®FFF7eFr75> (100ml)
BWEZ, PI=FA7Iy (15ml) OF bS5 RFr75y (10ml) EEx
0CTWoL Y EMxt, BIRTEENEBELE, KISEEYEFEBIZEY,
HHR— v THItH L7z, BER=F/VEBIL, fafnaiiok oo, Rk Mg SO,) #.
Wil Lic, BEWEY Y DFADTEI 0w b I 5T A —ch L, BT T —~
¥ (19, AL BHR» L BEARRDERL, BbhEamRpOT
FZ7eFuarz7y (100ml) WRIZ, KRILVA P TFATAI=T A (1.
OM7 Fo e Fu77 8K, 110ml) 20CTwWoL Y EMAE, |BRT
3 0 DI &EE T, FINBAMERERIOEE | B VTl Uiz, Bi—
FAREIE, AFIREK o, Bk MgSO,) %, BEL. 3— (4—2mnz
Z2=NW) == RAFN—A—A VTRV NRAE )L (T, 69g, NFK6
8%) FEARERL LTEL, TF /) —ADbEER L, BR94~95%C,
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BEH5 6

3— (4—ZunZz=N) =5 —RAFN—A4—AIVFXP S IVNVAR ) —)1
(2. 23¢g) BT A=/ (5. O0m1) DEEWEO0CT3 0L5RMNE
BET, PFUNMBEWZENE L. REMICEAMEEKEM2, BT CHhH L7z,
HeR— FVREIE, SaMAIEAK TG, Wt Mg SO,) %, BiELE, BbhikE
BEmEARL, 4—ZupAFiL—3— (4—r/nrur==)\) —5—AFNA
IAFYFY =N (2. 20g, WL 1%) 2B, V470 rm—FiAidhb
BRm L, MR91~927T,
SEH5 7

7t FEEEA T (8. 88 ¢g) BIW4—-PI A urFL—N—t FaF
VAR HAREVAIRAAZEY R (11, 35¢g) OF hFERRTTY
(100m1) WRIZ, NIJ=FATIV (15ml) OF bFEkrI7S5v (1
Oml) WHEZOCTY-L Y &Mil, BRTRENXEEH#., RIGBRAYE
FHBICEE | BT VT U, BB FAEIE, Ak T, Mk
Mg SO,) #, BiELz, BEWMELV I INDT A a~w NTFT 4 —ITfL,
R = F L —~FH (1 9, ) BHE» L EERYE &, BSbhik
EEAMRBOT P77 FrrJy (100m 1) WKL, KBS Y TFATL
I=UA (1. OM7 S FRZI 8K, 110ml) 20CTO-L< b Em
ATk, BRT3 OoMMERE ., HGBAWERERICEX, =L CH
L7, Big=FAREit, fafn ik cril, R Mg SO,) %, BiEL., 5—
AFNV—3— (A= PV INFRRAFNT2=)V) —A—AIFHFSINRAE Y
— (7. 86 g, NEE60%) ZE,EMRE LTHE, VY4V v ro—F)L
—A~F PO L, BRT7 2~7 3°C,
SEH)5 8

5—AFN—3— (A—hMNITNVFRRAFATz=)V) —4—A4FFHS I
AZ )= (1. 75¢g) BLXOE{FA=1 (5. Om1) DEAWE0CTS3
0 RN &BEE, FUNBEWEREL, BEYCANEE KENL, BT
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THI L7, BT VI, fafnalfk ored, Bk (MgSO,) %, BMELZ,
BohEBE/HEREAML, 4—7unAFA—5—RAFAL—3— (4— L) TN
FRAFNT 2=/V) A2FFYY—A (1. 50g, WELO0%) 2/, VA
Y7 —F b EER L, BlR91~9 27T,
BER|5 9

5— (4— NV TnAFurFNATz=)) 4 STV ——4—hR e
FN (7. 63g) DT ZEFrZ7FY (100ml) RIS, KFLPA YT
FATAI=TA (1. OMANFHUEIK, 59ml) Z20CTW-L D LT
%, BRT1IRFHI»&EYE, RIGEEMEFERICES, BT T Lk,
gV REIL, BRI AR TS, Rk Mg SO,) %, BiEL. 5— (4—F
UYINFRRAFANT ==)V) —A—AVTHYSINNRE)—n (6. 29¢g, I
FOT%) EEEKERE L THEL, BEBFL—~FVUnbBRERL, K&T)
X bhhER, MR106~107%C,
ZERH 6 0

5— (4= MU TNFORFNTz2=N) —4—AIFFP S INAZ ) —)L
(5. 65¢g) ., 7F7EFR7IY (20ml) BLURIr=r (80ml) @
BAWIC, #kF A=/ (4. 15g) ZOCTTHT L. BT LRENZBEL,
FOSIREMZ R L, REWCAMEEKEML., BB Tl L, Biigc
FNRIL, SRR T, Wtk Mg SO,) %, MM LA, BbhiBERNR
EARL., BTNV —~F T UhbBEfmlLt4d—rnaAFL—5— (4—Fh
VINVABRATFNT 2=)v) 4 FFFS—n (4. 7T0g, [WRT7%) 2EE
FIXbEELTHEE, @R99~100%C,
BEH| 6 1

2’ , 4 —vraturer 7=/ (9. 560g) , KFEHKFT IV UL (6
0%, MM, 2. 44¢) BIOREBEY=F/L (80m 1) DEAWEZ80CTL.
5B BT, FUNBAWICKEN A, FEE TP L%, B/ O
H U7, ERRTT V@I, BafnAik COid. Bl MgsS0O,) #%. BiELE. &
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HMBLION, N—VRAFARVLETIR VAFATEI—N (7. 25g) O
BA&W%E 1EER L, FJUOSEEWEREL., BEWE =7 7 —/ (6 0m1)
SRR LT, BONRIC, HEE Ra®o a7y (6. 34g) Mz, 2
REFER L7z, BUNBREMZIRME L., BREWIOKEZMA, FiR=F )V CThil Lk,
FEE—F AR, fEfnRHUK Ol Rk Mg SO,) %, BiELk. BEYEY
VAGENAF b0 v TT7 4 —Zft L, BEBTFL—~FF L (1: 9, FH

) BWHE»H 55— (2, 4—Voadurdz=) A VX —)b—4—hL

RoBTFL (3. 85 ¢, WFE35%) ke LTHZ, NMR(CDCL ;) 6 : L
29(3H, t, J=7.0 Hz), 4.29(2H, q, J=7.0 Hz), 6.9-7.1(2H, m), 7.6-7.75(1H, m),
8.66(1H, s),
BEH| 6 2

5— (2, 4—VIndurdz=)) £ 23X ——4—ANVRABRTTF I
(3. 85g) ®Fho7bFr7Iy (60ml) WKIZ, KFEMDA Y TFALT
NI=T A (1. OMAFVUEE, 33ml) 20CTPoL D EMAtk, £
BT 1N EEE . RINEEWEFERICES, BT/ Tl Lk, Bk
TFVEIE, TR T, R MgSO0,) %, BiELE. BEREL D
TFNATZ A< T 774 =L, B FL—~FH (11, FFH)
WHE» S, 5— (2, 4—Vo7rdurdz=n) —4—ALVFFFSINRE )
=/ (2. 70g, INEB4%) ZEARKERL L THEL, FHR=FL—~FF
LEm L, ERTY XLEEH, @R60~617C,
2EH)6 3

5— (2, 4—=YIrFudo=l) —A—AFXFPTINAZ )= (2.
50g) @Az (50ml) BRI, BikFA=/ (2. 11g) Z0CTH
TL, BRTLFRE»ERE ., SR EZEREEL. REDITEMEEKEZMA,
Hilk = F VTRl L, BER=FOVREIR, fafgikcied, %k Mg S0,) %,
B LTz, BEWMEV Y AT NVES A uv NS5 T 4 —2f L, B F—~
¥¥ (1:5, AL BREErbA—InuiFL—5— (2, 4—VT)F
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n7z=/) AVFFY— (2. 20g, WES 1%) 2HRHELTHEL N
MR(CDCL ,) 6 : 4.53(2H, s), 6.95-7.15(2H, m), 7.6-7.75(1H, m), 8.43(1H, =),
BEHI6 4
2—TkFN—5—rmruFFT=r (10. O0g) , KE{LFTFIVA (6
0%. Mk, 2. 49¢g) BIORBY=FN (80m ) ODEAWES0CTS3
0 RN EEE, RINREWIIKEMA, FEB TP UALE, BT /L CH
H L7, BV, ek clid. mik MegS0,) %, BELL, &
BEv YA FNBT B~ W IF T 4Tk L, BB Fr—~FY s (1
5, FHL) BHE»DL, 83— (5—Zun—2—Fx=)) —3—F4FVFut
FUBTFAERERME LTRE, ZOMRYBEION, N=UXAFARNVAT I
B PAFATEZ—N (11, 1g) ODREWMEZ 1IRHER L, KIGEREWE
BiEL, BEWExY /—N (80m 1) WCHBMLE, BbhEwiKc, ke ¥
REIVT IV (8. 65¢g) ZMA, 2KEER Lz, RINERWERME L. 7%
BWIKEMA, BR=F)VCHIE Uiz, BER=TF VEIL, fafnBiik coed. &
B Mg SO, #. BEL, BEMELIWINIT A~ NTT7T 4 —ITft
L. B F N —~FF (1 : 5, FRE) WIE» B O 75k % Bk~
N=~FXFURERELT, 65— (5—7mrr—2—Fx=)) 4 FFP/—
W—A—HNVRVEBRIFL (9. 84 g, IWES58%) 2E/ATY XAHKLELTHE
oo BART 4~75C,
2Zf16 5

5— (b—7mru—2—Fx=N) A VFHPY—N—A4A—-DNVR/BTTF N
(9. 00g) ®FrI7eFur7Iy (1L00ml) WK, KELYA VY TFN
THAI=UA (1. EMMVZUVEHK, 52ml) 20CTO-L Y EMA %,
BET1. SIEP&REE, NEEWERFRERICES, fTHLES— (5—7
nR—2—Fx=)) —4—AVFFHSIARXE )= (7. 00g, [NFE9
3%) EAM LTz, BTN —~FH U nbEER L, BattiRE2H/Z, B
80~81%C,
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25016 6

5— (6—/mu—2—Fx=/) —4—AIFFPSINAF /)~ (6. 5
4g) . 7h7eFr77y (20ml) BEXOIr=zy (100m1) DRAY
W, WibFA=1 (5. 41g) Z0CTHTL, BRT L& BT, K&
BAWEREL, BEDICfafEEKEMA, B L Cil Lk, BT
JEi%, fATNEHK TOEg, Bk Mg SO,) %, WMLz, BREWEL VI INL
Fhraw ST 7 40—t L, BB FA—~FY (1 : 5, AR BHER
»Hba4—rnrpAFN—5— (5—rru—2—Fx=) 4 F%3Y—1 (6.
98¢g, INEI 8%) OfMERL, BHECT N —~FHUhbHEREHL, G
JALGRE L TR, BIRT70~T717C,
2EH 6 7

4’ —/mu—3" =XFATELFTI=/) (L0, 0g) , AKFEEFFI A
(6 0%, iE, 2. 38¢g) BIVRHT—F/IL (80m 1) DEAWE80TC
T 0LMPEBEEL, KNREEWIIKEMZ., FEBTPMLLE, BT
THIH L7z, BRRTFVEIL, MRk cote, %k Mg SO,) %, Bl LML,
BEWMEL VTN AT aw N 57 4 —IZft L, BEB=F L —~FP
(1:9, FHEL) BHENRS, 3— (4—2ur—3—R2FLT=z=)l) —3—
IR TaCHF BT ERRBE LT, ZOWRBBLION, N—-UXF
WERIVAET IR VAFAT7EZ—N (10. 6 g) DRAWZ 1 EERERK L,
RBEEWEREL, BEWETZ ) —n (80m ) IR L, BbNIEIK
2, e Fedon7 Iy (8. 24¢) 2z, 2REERLEZ, RIGEAY
EPAE L. BREMICKEML., BB FACHIl LUz, B V@i, fafneil
KCHEE. ¥t Mg SO,) %, BiEL. BREWMEL ISV ATAIu< T
Z7 4L, BT —~¥P (1 : 5, Bk mHEB»55— (4—
rmua—3—RAFNTx=)V) A FFPS—N—4 —HVREEFIL (9. 2
6g, MES59%) ORERL, ~FTUPoBFHERLTEATY AAEEEL,
AlA50~51°C,
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5EH6 8

5— (4—2Zun—8—RXFNTxz=) L FFV S ——4—HALRBPx
FN (8. 50g) OFFFekrrJy (100ml) BHRIZ, KRV A VT
FATNAI=gA (L. BMMVZUVEIKR, 47ml) 20CTWoLK Y &Mzl
%, ERTLIREIEIREEZ, HNEEWEFEBRIOEES, BTV Tl L,
ERE—F VL, fafn ik o, Bk Mg SO,) %, L. 5— (4—7
U —3—AFNT7xz=)V) —4—AI7FFHYIANVAZ /)—) (6. 13 g, IX
£ 8 6%) EAMHRL L THEE, BB L -~ bERfE L, BaghiR
M E B, MR 9 2~9 3%,
2E%6 9

5— (4—7mnu—3—RF)NT =) —4—AI7FFHSIYNAE ) —)L
(5. 80g) . Thoekr75Y (20ml) BEWrLTY (80m 1) @
BEWz, BibFA=1 (4. 63¢g) #0CTHF L., BRT2RHMI&EE:,
RISEAW 5 IRHE L. BREDICAAMEEKEZNA, BT ATl L, Fig=
FREE. SRR THEE,. %R Mg SO,) #, BiLE, BohEakR
ZHWL, BTN —~F Y Db EREL T4 - raAFN—5— (4—7
O —3—AFNTz=n) A 4% —0 (5. 47¢g, WRST%) ZIER
TUXAREELTHE, @R84~85%C,
BEHITO

2’ , 5 —=vYr/rurEbh7=/r (10. 0g) . AKFkF I UL (6
0%, MiE, 2. 12¢g) BIXURMY=FN (80m1) DERAMWEB0TT2
0 &R, FINBEAEMITKEMA, FEBCTHF L%, BTV Chl
H U7, FERTTF VR, Ak T, ol MegSO,) &, BELx &
%%%vuwfwﬁ?A&mvbf§74¥KHL\M@I%w~«#%y(1:
9, B BHE»L, 83— (2, 5—Yr7unr==)l) —3—FF/ 7 ur
FrBTFVERRDE LR, ZOMRBBLION, N=VRXFABRNVLT I
R URFATEZ=NV (9. 46¢) OREWE 1RHER L, RNEEWE
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BiEL. %EWE=SZ /7 —n (80ml) ICBMELE, BOhAEBRIC, Wk R
R¥INVTIV (7. 35g) M, 2WEMER L. RSNEESWEREL., &
Bk zmA, BHR=F - CHitE Lk, B FARIE, ek ot %
B MgsSO,) %, BilELE, BBWEL Y IINAT A0~ NTTFT 44—
L. Big—Fv—~FHr (1 : 5, B WHB»H5— (2, 5—Y7nrn
Tz=V) A VFHY S —N—A—INVRBFN (6. 40¢g, WKL 2%)
MR & L7, NMR(CDC1,) & : 1.23(3H, t, J=7 Hz), 4.25(2H, q, J=7 Hz),
7.4-7.6(3H, m), 8.68(1H, s),
BERT 1

5— (2, 5—Y7unrzz=) A VFFYS—N—A4—INKRBETFNL
(6. 40g) TP FrrFYy (100ml) WEKC, KFELYL YV TFL
TWVI=Uh (1. BMIMMTUEK, 33ml) #20CTOoL Y EMMAE,
HRTLIHFE»EREE, RINEEWEFEBIEE, B F A Tl L, B

- BTV, fAfnAK TR, B Mg SO,) . BELZ, BERELY

BTNATZ B0 v T T77 44— L, BB Fr—~FH (11, AR
) BHE»S, 5— (2, 5—Y/rura=il) —4—A VPFFH VY ARAE
J— (3. 86, INKRT71%) zEEFKRELTHE /Y72 —T N —
AXPFUNLERE L, BGTY XoFEE2EE, BE51~5 2C,
BER 7 2

5— (2, 5—V/uurZxz=j) —4A—AIFHFSINAF /—) (3. 8
Og) bz (60ml) WHIZ, HitFA=1 (2. 78¢g) ZOCTHT
L. EET2RH» B, RNREMEREL, BREDICEMEEKEZMA.,
HEER=F LTI LTz, BERR=F VI, ffnafik oo, ok (Mg SO,) .
WiE Lz, BEMEV Y AFNVI T Ao a~ 8T T 7 4 —cft L. Bz F L —~
¥y (1:9, B BHEMS, 4—ZoeAFr—5— (2, 5—Y7/n
RT7z=/) A VFXYY— (2. 15g, [WE53%) ZlRMe LTEBEZ, N
MR(CDC1,) & : 4.45(2H, s), 7.4-7.55(3H, m), 8.48(1H, s),
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BEHT 3

4° —AFNFFTELN T2 (20, 0g)  ABEFIITL (60%,
Wik, 4. 81g) BIOKREY=FL (120ml) OEEME80CTL. 5
& IRE 2, FONESEWITKZMA, FEMB P L%, st /Lchh
Uiz, HEEE=FIVEIZ., SOFnEtiok ool %k Mg SO,) %, BiEL7-, &Y
Mz DATNHZ7570< 757 4=t L, BB FL—~FH (1:9,
BRI BHENAD, 83— (A—AFAFFTz=)) —3—FXY et Ui
TFNEMRBE LB, ZOWMRMBLION, N—VAFARLVATIR ¥
AFATEZ—A (21. 5g) OREWE LIEMBR L, HSREWEEREL.
BEWELE ) —) (80m 1) W LE, BRI, EBE Fugiiu
TIv (16. 7g) iz, 2FMERLZ. FUSEEMEREL, BREWIZK
ZMz., BB CHIM L, BRI, SRRk oo, ik Mg
SO,) %, BiEL, BEMEVIIFNVIT A u~ NI TFT 40—t L, Bl
TFN—~FH (15, FEL) BHBP O/ LN/KREE, Fig=F /L —~
FYPUPEERRB LTS — (4—AFAFEFT =) A 4T ——4—7
WRVBTFL (18, 9g, INE60%) OEREEL, BM59~60C,
BEBIT 4

5— (4—AFNFATz=) A VFHYY ——A - VR BoTF L (1
0. 0g) T hZERrTIy (100ml) WEIZ, KFBLVA I TFLT IV
S=y A (0. 95MAFH UK, 92ml1) Z20CTDoL Y LMEi-g, =
BC1RRMERE R, SR EFEMICEE,| Bi=sVCHil L, B
TFVEIE, BURIEEAK TR, R Mg SO,) %, WL, Bbhifdi%x,
HRF NV —( Y 7N —F b ERR LT~ (4 —AFAFF T ==
W) —4—AIFXYPSINAZ )= (7. 50¢g, LK I%) #EASY X
A LTR, @iR102~103%,
BERIT 5

5— (4—AFNFFTz=N) —4—AIAFVYYNAZ)—) (7. 35
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g) . 7h7eFur7y (20ml) BXOMM=r (80m 1) ORAMIC.
WikFA=n (5. 93¢g) ZOCTHTFL., BRT2HKMNZRE, HINRES
WEREE L, RERCEMER KT ML, BTl L, BT VR,
pafnE K TR, Wk Mg SO,) R, BiEL. BEWMEL I ATNIT LY
e b7 74— L, BEBRTF L —~XY 2 (1 3, A EHE» b,
4—70RrAFN—5— (4—AFNFFTz=N) A IFFH—N (7. 70
g, WEI7%) BiERL LTHEE PEFAL—TFL—~FPrrbE#ER LT
W 7Y ANFhE LTHRE, BR73~74%C,
BEH7 6

4° =AFNTEe b Tz (15, 4g) |, KFET I 7L (60%., ik,
4. 59¢g) BIVRBY=FNL (80m1) DEAMES0CT3 ONENEE
e, FISREWOKEMZ, FEER TR L%, BT Chitl U7z, g
TFNVIEIE, EREREK TR, R Mg SO,) &R, BME L, BEYWBLIUN,
N—UAFILFENVAT IR PAFATEZ—I (20. 5g) ORERAWE 1R
Wi Lz, RINBEEYERE L, BREWE=F /- (120m 1) ZEME LK,
BoONERIC, HEEE FrexA7Iy (16, 0g) A, 2FREMER L7z,
FSREM 3 L. BREMKREMZ, BT Tl L7z, BB,
fAfn K TR, Rk Me SO,) ®, BMLE, BEWMEZS I INIT A
uw b7 77 4—cft L, BT L—~FV (19, B BHE»S 5
— (4—RAFNT =) A FFY S —N—A—IARUE=FL (17, 2¢g,
%6 5%) DEAERERL, ~FVURLERR L TRATY XAREEBTL,
AiR45~46%C,
BEH T 7

5— (4A—AFNT==)V) A IVFXY S~ N— 4 —HINR BTV (7. 7
0g) T 7 FRr77Y (100ml) WHEIZ, KR Y TFr7ris=
A (1. OMMVZ B, 83m1l) Z20CTW-< Y LMk, HET2
BERIA X BTz, FNEAWE RIS | FilgcF L O L7z, BT
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B, AT REK T, W Mg SO,) #%. B L. BREWE = (1
00ml) WRfiEL, HikFA=/ (5. 94¢g) ZOCTHTH., RET LR
IPERET, FOSBREWEZRNGL. REWICfEE KT ML, BT Thil
L7, BER-FIVEIL, fEMRHOK T, #R MgsSO,) %, BiEL7E. &RE
WME DA TEIn< N T T 4 —Ilft L, B FAL—~FFr (19,
BRELL) WRHE»D, 4—2nuRAFl—5— (4—AFNT =)L) £ V5%
Y= (6. 49¢g, INFEI4%) HMRPE LTHEAE, NMR(CDCL,) 6 : 2.44(3H,
s), 4.62(2H, s), 7.34(2H, d, J=8 Hz), 7.67(2H, d, J=8 Hz), 8.35(1H, s),
BEW|7 8

2—TEFN—4, 5—VrunuFFr=y (6. 10g) . AELF I UL
(6 0%, ik, 1. 25¢g) BLORBY=FL (60ml) ORAHESOT
T3 0N ERE, KINERAWCKENX, FHEB TR L%, BpoTFiL
THIH U7z, BER=F/VEIL, SfRfk crd, ik MegS0O,) #%. WL,

BEWMEYVIATNAT A a NI T T 4=t L, B TFI— TP

(1 :9, £ BHE»LEONLMRBBLIVON, N—VAFARVAT I
K OXFATEZ—L (5. 60g) ORAWE: LHBRKLE, KRE&YE
BiEL. BEWE=Y ) — (80m 1) ICHEELE, BbNIRK, e N
RE¥VAT I (4. 35g) FMA, 1. SEMER L. KIEREWERIEL,
WK EMZ, BT CHl Lz, BT VI, fafnatfik cled
W Mg SO,) %, BELL, BEMEL VI SNVITAIu<w N TFT7 44—
L, B FL—~F3r (1 : 9, Bk BHS»b5— (4, 56—V
n—2—Fxz=)l) A IVFFPS——A4—BNVRVBEF) (3. 42 ¢, WK
3 7%) DEGHEEERE, BT AP LEER L THRERT ) XAREETE,
BiR120~121%C,
ZEHI7 9

5— (4, 5—Y/un—2—Fx=o)l) A 24FF S —V—4—ILVRVEBET
FN (3. 30g) DFFFEFRTIY (60ml) WKIZ, KKRLYA Y TF
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NTNVI=0h (0. 9EMAFT UK, 29. 7Tml) Z0CTW-L D L
21t BRT2MHE R, [OSREWERERICEE, BT 0 Chltl
Lic, BTV, faMmAk o, R MgSO,) %, RiELL, &Y
W bt (6 0ml) ICWEEL, HLFA4=/1 (2. 02¢g) ZO0OCTHFE,
HRTLRE» BT, NRAWERE L, REDICEMEE KM, B
TFTHIM Uiz, BEETFAUREIE, SAFAHAK O, B (Mg SO0,) %, &
WLl BEWME VTN AT 87 av N TT7T7 4—cft L, BT L—~F
¥ (1 : 9, FHEL) BHEPS, 4—ZvaAFL—5— (4, 5—Y7nn
—2—Fx=N) AIFFTY— (2. 41¢g, IWRTI%) 2wmE LTHEE
~F T UL ERER L TERT ) AAGERL, MHA60~6 17T,
ZEZH|8 0
A—=pu_rPrr7awA N (15.0g)  BOABRINI AV 7rEN (15.
9 g) DRAEWZMBEER LMD SRMNE 8, KISREWEV I ATNVD
Fhraw N7 74— L, B FL—7aari s (L1, v/ v) B
HEnb4—= baXUPURARVBYA Y 7ael (19.5g) ZHRBEL
TR, ZOWRY, 5% 7V A—jKE (2.3g) RO /— (130m
1) ORAWEKREREELT. BRTORMNEEIEL, MEZA2BLTHRE, 5
W (=& ) —NER) ZRELT, 4—T I )RV IDARARVBEIA Y FrENL
(17.2g, IFEI8%) #WAMRDE LTHE,
NMR(CDC1,) & : 1.17(6H, d, J = 7Hz), 1.27(6H, d, J = THz), 2.92 (2H, brs) ,
3.25 (2H, d, J = 22Hz), 4.55-4.65(2 H, m), 6.64(2H, d, J = 8 Hz), 7.09 (2H,
dd, J = 3/9Hz),
SEH| 1L LRI L TUTOEDE AR LT,
%8 1
PITFN AT I RUVNABRABFR— |
%9 8% (FHahik)
NMR(CDC1,) & : 0.90(6H, t, J = 7Hz), 1.25-1.45(4H, w), 1.5-1.65(4H, m), 2.87
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(2H brs), 3.04(2H, d, J = 22Hz), 3.9-4.05(4 H, m), 6.66(2H, d, J = 8 Hz),
7.08 (2H, dd, J = 3/9Hz),
BEH8 2
VIFN 4—T ) =3 —AFARUVINAKRARE— |
IE9 7% (FEHRY)
NMR(CDCI,) 6 : 1.25(6H, t, J = 7Hz), 2.16(3H, s), 3.03(2H, d, J = 21Hz), 3.18
(2H, s), 3.95-4.05(4 H, m), 6.66(2H, d, J =8 Hz), 6.95-7.0 (2H, m),
2EHI8 3

MEF & (20.0g) RO RS RFr75y (100ml) OBRAWICA
—= ;R XTATER (8.00¢g) ROVEFNKRRK . BEE=FL (1 1.
9g) BKETMZ, SHODIEN—AFLEAKRI Y (21.4¢g) X TERETL
& £V, RINREMZKICEE, BTV THE L, BT gz
BHELT 4—[@)—2—(P=FNAHRAR))—2—Z hF T INVR= AT =)1]
=R BrOfEERE (16.7g, WE83%) , VZumrrAyr—A4 Y7
RENT—FUPDERR L TEAT ) X0EE2H87 (14.0g) . BIR60~6
1C, Zofeat (5.00¢g) . # (3.13g) . IBERE (Tm1l) RO=¥ )/
—) (30m 1) DRBEMEEE T3 0NN EEEE, KINEAWEKITHEE,
Fe—F L CHiIE Uiz, BT VBEREL. BBWEL I WSV T A n<
N7 4L BT —~F T (201, v/ v) BEHBE»b 4 -
[(B)—2—(P=FNEKRAR)—2— "FVHVR= T =] 7= v (2.
40¢g, IES2%) OBRERL, TE I —A TR ELT—FT ) DLERR
LCREESHREEZE- (1. 75g) . BA79~80C

TLELHT

FnfE (CH,NOP) C, 55.04;5 H, 6.77; N, 4.29,

M

HEHME C, 55.07; H, 6.92; N, 4.25,
ShEf 1
5— (A= RNV TAFRRAMNEYTo=N) —A—A VTSI NLRE ) —)b
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(6. 60¢g) iz (100ml) WKIZ. OCTHILFA=1 (2. 36
ml) ZFET L%, BRCTINEIEEYL, INEEWEZIEEL, BEDcs
MEEKZMA, BTV CTHIE L, BERcF VB, ik cod, %
B’ MgSO,) %, Bl REWET e Ruroy (100ml) ([ZIAR
L, va By Fn (6. 92g) . KBTI ITUA (60%, #ifE, 1. 7
2g) BEXUOT I e Rr77Y (50ml) OBEBAMZOCTMALE, 0°CT
1R, FEN T, BRTRE» BT, RISEAWERIEMIC XY BE L Lk,
FEER—F - CHi U7, BER=FVBIE, fafalk clg, %R Mg S0O,) 1.
BELE, BEMEZ YN DT AIa<w N5 7 4 —2ft L, BERF L —~
S (13, FHE) BWHENL, MERY2E:, B5hBERRY,
CHEERE (7T0m 1) BIUWEHE (70ml) ORAWE 5HEMER L, KIS
BEWMEREL, BEWOKEMZ, BONBE/HREAML, 3— [5—
(A= RNV TNFBRA NV Tzm)V) —4—AVFHHJSYN] Trt g
(3. 77g, WE58%) 2/, 7T M/ —~FHUNEbERKRLE, BAL
16~118%C,
it 2

3= [6— (4= I INARA MKV T =) —4—AVFFYHS U] TS
e A VR (3. 30g) . BHEE (0. 2m1) BXORAZ/— (100m
1) OREWMZE AREERK L, RCESWEEREL, BREWKREML, Bk
FCHIH Lie, BT AR, SRRk oo, ik Mg SO,) %, g
Lic, BEWE VI NINDT Ao~ NI 57 4 —ofr L, BEBTF L —~F3
> (13, A BEE»S3— [6— (4—hUTAdRA MRV Tz
W) —A—AIJFXHFIN] TrbH U BAFL (2. 80g, WES1%) %
R L LB 72, MR(CDCL,) 8 : 2.66(2H, t, J=7.4 Hz), 2.99(2H, q, J=7.4
Hz), 3.69(3H, s), 7.35(2H, dd, J=1.0, 9.2 Hz), 7.76(2H, d, J=9.2 Hz), 8.24
(11, s),
S 3

120



10

16

20

25

WO 02/40458 PCT/JP01/10001

3— [6— (4—DPUINFARAI YT z=N) —4—AVEIFIVIN] T
REAVEBAFN (1. 63g) OFFFEReTIYy (25ml) WKC, K&
oA PTFATVI=T A (L. OM~FVUEKR, 13, 2ml) 20°CTW
o< Y LMtk BRTLRANSEYE, SEAWEFEBICES, Hig.
FATHIH L, Big—F VB, ek oo, wik Mg S0,) %, R
Ui, BBWEV I TSN T A u<w N5 T7 4—Tft L, BB F L —~FH
v (2:1, A BHE»H3— [6— (4—FYT7AdrA bHi Tz
W) —4—AIFFFIN] Futv—1—F— (1. 36¢g, EI 2%)
REAKR L LTHE, BB —~F T U bERRE L, BR50~517C,
Ehtfl 4

83— [6— (4—TuETx=N) —4—AVAFHFSUN] Fuv—1—F
— (1. 10g) . YTk (1. 41g), IR (DRUPUFUT7ER
V) VRS YYA (130mg) 1, 17 —ERX (V7= VKR T4 /) 7=
rEy (8314mg) . YT UNTF FN T FAT U E=T L (553mg) BLW
1, 4—VF4%% (20m1) OREAWE 3. SRR L. RIGRAMIZK
A, BTV CHIM L7z, BER—F/VEIE, SOf ek coed, %k (Mg
S0, %, BEL:. BEMEL VSN T L7 aw b T5 7 4 —Cf L, Bl
TFN—~FHFr (13, FEL) BHB»63— [6— (4—¥T7/7==
W) —A—AFFRYSUN] Fur—1—F—v (418mg, NS5 2%)
BREARKR L LTEE, BB F L —~FF L EER LA, B8 2~8
3C,

Ehafl 5

TuetA—NABEIFN (6. 13g) OTFFEFRrrIy (40ml) BWRIZ,
vryYy (5. 2ml) OFFFe 77y (5ml) BEEZ0CTWH-<L Y
iz i, 0°CT3 04 &EE:, BoNLEAKIZ, 4—Zun—N—t
RaEi RUBUVINVRFVAIRAN7RIF (7. 60g) OF FFe K7
7 (100ml) EWREZOCTMZE, FI=ZFATIV (11, 5ml) @

121



10

15

20

25

WO 02/40458 PCT/JP01/10001

Fhro7ePFur77y (10ml) WKEOCTW-L Y Lixlz, BB TRENE
BAER, HNREMEFRRICES,| BT Ol Uk, BT VR,
fafn AR ClEE, Wik Mg SO,) #®, BiELz. BEBMES I IINIT A
uw N TT7 4=t L, BB —A~FY Y (10 9, AR BWHE» L E
BlRYE S, BoNZE&GHRBDOT N7 Frr7F0 (100ml) WRIC,
KFIDA VY TFATAI=TL (1. OMAFIURIK, 85ml) 20CTTW
o< Y M, BIRT3 05BN ERE:L, RINESYEHERICES, BBk
TFNCHE L, BEECFIVREIE, Rk T, BB Mg S0,) %,
ML, EEMRYESL, BonEamRpo br=y (100ml) BWKIZ,
OCTHLFFH=/1 (4. 50m1l) 2T LR, BETIHMLEREE, K
INREMERNGE L, BRED T EEKEML, BBl L, Bl
VB, BRI RS, R (Mg SO,) %, BMLL, BEWETFIER
77 (100ml) WKEMEL, ~rrBYcFL (12, 81 g)  KELF
FUTA (60%. #fE, 3. 20g) BXUOTF o Fur7y (50ml) o
BEWIZ0CTMALE, 0CTI1IRH, T, BERTERENEBEEL, RGE
BWEFEBICIVEEME L%, BT A CHil L, Bt gk, fafn
BHOK T, TR MegSO,) %, BELL, BEWEZL Y WA DT bon<
NST T4 —iEft L, BT —~FY L (1 3, FEk) BEHE»S, &6
Wk &G, SO EaHRY, 6 HEERE (50ml) BLUFE# (50m
1) DEEWE 5HREI Lz, JGRAMEZREL, BEWOKEN T, Bb
hWrEBaAEREEZ AWML, 83— [83— (4—ZunrJ==)) —4—A4VFFPVY
W] Tuvd g (4. 93g, WEAI%) 2B, 41V To N —Fhb
AL, MR149~150%C,
i 6

5— (3—7uE—4—Junryz=V) —4—AIFFFSIVRAE ) —
(5. 09g) ®h=r (100m1) WK, 0OCTHLFA=1 (1. 93
ml) ZHEFLE#E, BRTIHHNIXREL, RISEEWEZEEL., BEDICE
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FEEKZMA, FR-FACTHE L, BER-FARIL, ARk orkf, &
B MgsSO,) %, BLE. BEWET Mo Frr77y (50ml) THEML.
~R BT FN (5. 64g)  KFELTPITVA (60%, itk 1. 41

g) BIXOT o Rrr77Y (50ml) OEAMICOCTMAZE, 0CTL
R, e T, BRTHRRPERER, NEEWEFEBRIC L VB L Lz,
HERR = F )V CHIN L7, BTV RBIE. fafnRdik OO, #R Mg SO,) #.
B L7z, BREWME VAT T A a~ 757 4—ft L, BERTFL—~
¥ (13, AL BHE»L, BEaMRYE2EL, BbhizEGHRY,
6HEHERE (50m 1) BLUER: (50m 1) DEAW: 5BRERK LE, Kb
BAMZEREL. REMOKEMZ T2, BohBakREAML, 3— [5—
(3—7uE—4—nnurz=)l) —4—AVFFHJIN] FurtF @ (3.
24¢g, WNE56%) 2F, VFLz—F)—~FVUnbERSE L, BS
177~180%C,

Ehafl 7

ROV ANEEBRTF N (12, 65¢g) BION, N—VAFNAFELLATIF
VAFALTESZ—N (11. 80¢g) OEAWE 1. 5RHERLE. KISEAY
FEMEL, BEYEY ) (200m 1) TEMELE, BONEKIC, HE
ERe® Ty (9. 18¢g) i, 5RHEBHK L, INESDEZENMEL.
BREWCHFERE ML, BTV CH Lz, BB, STk ok
. Wi Mg SO, %, Bl BEWEL I FNITAIuw NS5 4
—f L, BT —~F T (10 2, ) BHE» b EARRY 2B,
‘BonfcBamRpoT e Fur7y (100m 1) BWEIC, KFELVA YT
FATNHI=TA (1. OMNFVUEIKR, 100ml) #0CTP-L< Y &Mz
&, ZRT3 0oM»rERE, KNEEWEFERICEE, Fig—F 1 Tl
Lic, BT VREIY, Safn ik Coed, B Mg SO,) %, Bl BE
oLy (100m1) BRIZ, OCTHILFA=/1 (5. Om1l) ZHETFL
et BRTIHHMNEREZ, RINEEWEZREL. BEWEMEE KM,
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HERR = F L CHI U7c, BRBR—F B, Ak oo, % Mg SO,) #%.
B L7z, BEWMET e Furoy (100ml) CFEL, v BYxF
NV (18. 50g) ., KEFTFIUA (60%, Hik, 3. 33g) BLUT b
itku7§y(30m1)@ﬁé%mo%fmzt@\otflﬁﬁ\%wf\
ER THRENERE 2, FONESDEREBRIC L VEEL Uz, BT CH
H U7, BT VIR, faMedik T, mk MgsSO,) %, BMLE, &
e VAT hosruw 777 —ift L, BlR=F AL —~FY 2 (1 :
3, B BEHE 0. BEMRDESL. BOohZEGHRY. 6REHR
(60m1l) BLUFHE (50m 1) DRAWE 5RMERE L, KINREWEER
L. EBOKEMAT, BohRekEEEARL, 83— (5—TJx=/—4
—AVFRTSIN) Fevrdom (9. 14g, NWE64%) 2B, V7
A —TAnbERER L, BR90~9 17C,
L 8

4° —/unF7Eb7=/r (10, 47¢g) , KFELFTFITL (60%, H
P, 2. 71g) BIXORBYTFIL (150ml) ORAWE 8 0°CT 1 KM
SRETC, RIGEBEWIKEMZ, MR OKBEZTT L%, EE T3 0 2HH»
TRE, ST, BB F ATl U, BT Bk, ik g, &
B (Mg SO,) %, BiLE, BEMEBLON, N=—VAFARVATIE PR
FATEZ—N (12, 18g) OEAWME L. SKEMEBRLE, MNREY R
ML, ZEWE—Y ) —n (200m1) ZIEMELE, BohEmiKc, Hie R
BXILT IV (9. 49¢) BN, S5ERERLE, RNEAWEREL, B
BWICAEBE M, FERF A THI L, BE— T VB, SfnRiEk oo,
ek MgSO,) %, BELz. BEWEY VISV Ara< NI 5T 4—|T
L. BT —~F0r (1@ 2, Bk BHE»OHBGaRRDESL, &
LATZHEAMRYOT o FrI7 72 (100m 1) WKIZ. KRILY A Y TF
WTHRI=Th (1. OMAFH UK, 100ml) 20°CTWoL Y Ehxk
%, BIR T3 0OoM» &R, NGESWERFERICES, BT CHHL
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o ERR=FNVREIE. METNEHEIK TS Bk Mg SO,) %, L. REWY
DRy (100ml) WKIZ, 0OCTHELFA=1 (2. Tm1) Z2HFLE
%, =R T3RMNEREL, RNEEWEZRENE L. REWICEMETKEZMZ,
Feg—F NV CHIH Lz, BEBR—FURBIR, ek o, ik Mg SO,) 1,
BiELE, BEWZ=7 7 bfursy (100ml) CHEfEL, v~ /@ByYxF
W (7. 96¢g)  AFFTIITL (60%, #ifE, 1. 95g) BEUF T
Ekr77Y (30ml) ORAWICOCTMALE, 0°CTLHRE, T, =
BTHRENE B, RIGRAYERERC L VB Ui, Bt L cHhil
Lz, Big—F VL, famEk oo, mf MgSO,) %, BELx, &Y
MaE DTN Thrav NI T7 4 —ICft L, BEBRmFL—~FH (1 : 3,
AR BHSrL, BRBRMEZEL. SonEaiRy, 6 REER (50
ml) BLUEEEE (50m 1) ORAWE 5REEEN L. FINESWEEE L.
BEWMOKEM AT, BonEEERE AL, 83— [6— (4—urr==
W) —4—AJFHYHVIN] Irbd U (7. 84g, NK4L6%) 2B,
AV TRENT—FANLERER L, BR155~154%C,
FElafl 9

3— [6— (83— mE—4—upr==) —4—AJFFHYIN] IR
EAVEBAFA (1. 00g) OFFFeFrr75y (30ml) WKz, K&k
CAVTFATNI=TA (1. OM~FT UK, 6. 5ml) Z20CTW-L
D EMmAxtk, BIET LRI ESEE:, RCREESWERFERICEE, BT
THItH L7z, BRI VREIE, fafn Bk T, ik Mg SO,) %, BfLE,
BEWEV I DTN T A nw NI TT7 4= L, BERT T —AF Y

(2 :1, A BHE»S53— [6— (3—7vE—4—rprr==)l) —
A—AIFFFIN] FuXv—1—F—N (0. 85¢g, K9 2%) »EA
fEmh e LTAE, BB F L —~XY P bEfm L, BR75~76C,
a1 0

~uVBYITFN (4. Tlg) OFTFTEFrT7IY (40ml) BWKIC, K
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FREFIIoL (60%., #WitE, L. 07 g) 20CTHRAXITMA, 1 04H»
XBEH, 4—nuRrAFN—5— (A—FYIAFRAFAT =) AVF
¥+ = (3. 50g) DF T FurIy (40ml) WHKEOCTHTL,
ERTL 5 HMNEIREE, RINEEDEKICES, 2 HEERcBiks Lk,
W F )L THI L, BRI, SRRk oof, B Mg SO,) #,
Wetts Uiz, REWE 6 BLEHE (4 0m 1) BLOWHE (6 0m 1) OEAMICHE
fg L. SIFRMNBGER L7, RIGRAMEZEN L. REMIIKEMZ 2, Bohiz
EEFER T AR L, BR%, BT AP 0EERLT3— [6— (4—FY o0
ARAFNT z=)V) —A—AIFFFTIN] TrCE U BORET Y A LG
(3. 00g, IWRK79%) ZHl. MR171~172C,
FEhafl 1 1

5— (4—TnrFurz==pn) —4—AIFFFSINAZ I — (5. 84
g) ODhxy (50ml) WHKIZ, OCTHfEFA=/1 (3m 1) ZWTFLEE,
EETIRMANZREL, GRS EZEGEL., BB CfafmEEKEZM A, B
TFCHIM LT, BEETFVREIX, SRk ootid, %k Mg SO,) #%. B
WLz, BEWMET o2 frr5y (100ml) [CBEMEL, ~rrBY=FNL
(6. 92¢g)  KFETHFITA (60%, M, 1. 70g) BIOFIJ¢E
Fr7Zy (50ml) OEEMICOCTTML 2%, 0 CTLRH, VT, #iR
THRENERE, ONEGYERERIC I VEEL Lctk, Fi=F L chilL
oo BEERTFIVREEIL, SARAHIK CURE, Wl Mg SO,) &R, BiELL, ZREY
BVIDTNAT AT NS TT 4=t L, BHETTF AL —~FY L (1 3,
BHELL) WHE» L, BAMRYER, fonEalRY, 6 HERE (30
ml) BIXOEE (50ml) DRGWE SHFFER L. RIGEEWEIRNE L.
BREMICKREMZ T, BbNEaKRZARL, 3— [6— (4—TAdu7=
=) —A—AVFEFYYIN] Tuvri o (4. 53 g, KT 8%) 5T,
AT o—TF AP BEER L, BUR126~127%C,
FEhisl 1 2
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~u BYEFL (11, 0g) OFFFelkr7Jy (60ml) WK, K
REFTIITA (60%, ik, 2. 50g) 20CTHRAICMATE, 1 045H»
ZREHR, 4~ neAFN~5— (4—RFLTx=)) 4 7FFHS—u
(6. 48g) 7 rIbRkrT75 (80ml) WKZOCTHTL, EETI1
5 REM &R, RNREWE 2 REEBICENEH, B 7L Thil Uik,

ERR=F VB R RRR. BREWE 6 REER (80m 1) BSLUEHE (120m

1) DREWMICEML. SIERMINEGER Lz, KISREAWEEE L., BREWICKE
MR T BoNBEERE AWML, LHEE, FR-FL—~XY o nbERREL
T3— [6— (4—AFNT =) —4—A7FXV VI N] ot ool
B AL (5. 03g, WET0%) 2B, BE121~1227C,
a1 3

5— (4—RANMN¥VT=z=N) —A—AVFXHSINRE ) —v (6. 09
g) Dby (1L00ml) WKIZ, OCTHILFA=/1 (3. 83ml) 2T
L7ctk, ZilT3MMMERE L, RINEEWERNE L. HREYCAMEEKEM
A BEBR=F - CHIE Ui, BER—FREIL, SRRk T, # Mg SO
) B BMEL7, BREWET N7 FRT7ZY (100ml) ICEMRL, vo U@
PxF (9. 51g) . KREFTRITA (60%. ik, 2. 32¢g) BLW
ThZERRTZIY (50m1) DEAMIZOCTMAIEHE, 0°CT1RH, i
T, BRTHRENERE, FONREMEFERIC L VBRIEE L%, BTl
THIH L7z, BigcFRid, famaiikord, %k MgS0O,) %, BWELL,
BEWEVI W INAG AT 0w NI T T 4—IZf L, BREET T — P
(1: 3, Al BHE»L, BAMERDERL, BonEABRY. 6HE
HE (50m 1) BLUEM (60m 1) ORAWE 5RERER L. KISESY
TIRIE L. BEMIOKREMA T, /oM BEERES]L, 83— [6— (4—4
MR Tz=V) —4—AVAFHSIN] ot (5. 16g, INERT
0%) 2/, 1Y Fut’Vo—F N —VxFLz—FAPbE#EELE, BiAl
01~102%C,
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FEhipl 1 4

4—T I ) RCUONVERARVBEDZFNL (0. 37g) . 3—[56— (4—7
R7x=)V) —4A—AYFFYFSIN] Fur’t o (0. 835g) . 11—k Fn
FVY—1H—1, 2, 3—RUJSRNYTV—n-Kkflp (0. 25¢) | HEE1—
TFN—3— (B—=VRAFNTI)TabEN) ILVEPALAIRN (0. 33¢g) B
UN, N=VRAFAFNLATIR (15ml) OREMEER TRENEBETEE,
FOSBEEMEKCEE, FHRTF VT L, BT VRIE. Wik, fafnE
EHAK, BT, fAfIRK CORE, R Mg SO,) %, WML, BEBEVY
BTN FERI v b5 74—t L, B FL—~FHr (1: 1, A
) EHENBN— (4 —VFNVERAR) AF LT ==) —83— [5— (4—
sunZz=)) —A4—AIFFPSIN] FrbEFrTIN (0. 61 g, INE
92%) EHEEHKRELELTHEL, BRZFLV—~FFUoEBRLE, Bl 3
8~139%C,
FEhidl 1 5

3— [6— (4—ZuvuJdz==)) —4—AIFFPVIN] Tt m (6.
57g) .\ IEHEE (0. 5ml) BIUGAF /) (100m 1) OEAYE 45
FIEW L7c. FUSREAWMEZRE L, BEMITKENZ, BT/ LM Lz, B
B FVBIE, SRR T, R Mg SO,) %, BELE, BEBEZYY
RINAT BT 57 4=t L, BEBRcFL—~FHr (13, FHF
) WHE»H 3 — [6— (4—smauT7xz=)b) —4—AVFFPV Y] Tr
EAVBAFL (6. 51 g, IWEI4%) ZECRERL LTHEEL, BT —
AXFUPOERRELE, BlR51~527TC,
EHE 1 6

3— [6— (4—JmnTz=pN) —4—AYFTHFSIN] TuF U @BAF
V(6. 00g) 7 hFeFr7FY (100ml) WKIZ, KFRLPA VY TF
NFVI=U A (1. OMAFH UK, 50ml) 20CTH-L Y EME=%,
FRT1LRENX B, RISRAYEFERICES, BT L CHH Lz, B
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MR VREIL. AR T, Bk Mg SO, %, BiELE. BEhEVY
ATNAT 70 N TF 74—t L, BB FL—~FFr (21, FHE
L) BEHE»S 83— [6— (4—Zunrz=l) —4—A4VAFYY U] Fnm
NRy—1—F—n (4. 89¢g, INFE91%) rEERHERL L THZ, BTV
—A~FFUNOERR L, BA58~59C,
FEhaf] 1 7

4 =TI ) RUVNRARVBEY=FN (0. 76g) . 3— [3— (4—7 1
R7xz=)V) —4A—AVEFFYIA] Ted @ (0. 66g) . 1—kFm
¥¥Y—1H—1, 2, 3—_XVYV RNITY—n-Kkfu¥p (0. 49¢g) | HEE1 -
TFN—3— (B=—VRAFATI)TabN) IVAPAIR (1. 41g) BX
UN, N=VAFNRLVAT IR (20m1) DEAWEERE TRENX IR,
FOMBEMZKICEE | B F /LU Cchili Lz, BE— A RBix, iR, fafnE
HK, VT, SRR T, R Mg SO,) %, BELL, BEYELY
HINAT DT a< N T 74— L, BT —~FHhr (1: 1, BHK
) BEHEPBN— (4 —V2FIRAR) AFLT==)v) —3— [3— (4—
sanraz=ll) —4—AVFXFFYIN] FuF 7R (1. 14¢g, UK
91%) ZE|EMRL LTHE, BR-FL—~FTFUPoBERkRELE, @88
~9 0%C,
SEhuf] 1 8

83— [3— (4—Zuurxz=)V) —4—AVFFY U] Favd @ (1.
28¢g) ., MIZFATIV (1. 1ml) BIXOTF FFekrr5y (100m
1) OREMIC—30C T mrikEE=FV (0. 6ml) ZMikE, —207C
T1EANE B, Boh-BAKc, 7VvE=7/K (15m1) ®Mx., =k
T1ERAPEREL, RNBEAMZKICEE, BTV THIM Lz, BT
JEix. AmiEEE, SUMEE K, T, fRAEAK TR, R Mg SO0,) %, B
L. 83— [8— (A—Znmunuvz=n) —4—AYFXHY U] o'ty T
IN (0. 91g, W7 1%) 2EAFHL LTRL TErr—~IYrhb
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B L, BlR158~159%C,
FEhfl 1 9

3—[8— (4—ZmuTz=n) —4—AVFFVJ U] TabFd @ (4.
05¢g) . BHEE (0. 1ml) BROAF /= (1L00m 1) DEREWE 4K
P Ui, BURREW AR L . BREYIOKEM 2, BHR=F Tl Uk, BE
BT VB, RO AR T, B Mg SO0,) %, WL, BE®WEVY
AGNHZ B0~ T 774 =L, BB FA—~FH (1 : 3, Al
) BHE»S53— [8— (4—Zuniz=)l) —4—AJFFP U] Tu
EAVEEAFA (3. 93 g, DK 2%) ZEEAKRE LTEL, BHE=FI1—
~FFUPbERERE L, BR56~57C,
FEifl 2 0

3—PIIAFARRAFARCUALTIY (0. 7T5ml) , 83— [3— (4—7
HETx=A) —4—A VFEFSUL] FuFom (0. 90g) . 1—b K
n¥yv—1H—1, 2, 3—_UY R NI TY— Kl (0. 82¢g) . HEE1
—TFN—3— (B3—VAFATI/)TREN) IVEAPALIF (1. 03g) B
EON, N=VAFAHRVLATIR (20m]) OEAEWEER TRE»EBE,
FONBAMEKICHEE, Fg—F /Tl L., Bl VI, iR, fafE
K, BT, BRI THE, B Mg SO,) #. BMELL, BREWELY
ATNHTG Ay a7 T 74— L, BT —~FTF (11, B
) BEHEPBN— (83— R ZAFRAFLRUPN) —3— [83— (4—7nm
Q7xz=)V) —4—AVFFHSIN] FurFrTIR (1. 27g, WK
7%) ZEAKERLLTERL, 4 YR ELT—F—~Ft DL ERER L,
AlS8 0~81°C,
i 2 1

4—=T I )RV NVERAR @I FNL (1. 25g)  3— (b—Tx==jb—
A—AYFXYIN) et @ (1. 00g) . 1—beRpfy—1H-1,
2, 3—RUYNITY—nkFlp (0. 80g) | HEEL—xFL—3— (3
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—VAFAT I 7TabEn) ALERYAIF (1. 08¢g) BLUN, N—VAF
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(15m1l) ORAMEZERERCKREINERY:, KSEAWEKCES, Fg-F
JUCHIH L, BEBR-T VI, HER. famMEEK, 0T, SR aEk T,
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e MgSO,) %, WL, BEMEVINFNVIT A~ T57 41—
L, FER=F L —~FP 2 (101, Bk BHE»ON- (2-v¥I7V=
w)43—(5—7::»—4—4yi#ﬁfuw)fuﬁjy7iﬁ(o.46
g, 5 8%) ZWERFL LTHEL, BHRTFNL—~TF o POERR Lk,
AR163~164C,
FEhasl 4 7

4— (1—NKY /) 7= (0. 90g) . 83— (5—T=z==)—4—~4
VAFFSUN) et (1. 07¢g) . 11—k Ruexy—1H—1, 2,
3—R_UY NITY— v kFily (0. 90g) | 1 —xFL—3— (83—
AFNANTI)Tabn) IARIAIF (1. 15g) BION, N—YAF/ILR
WATIFR (20ml) ORAMEZRR CRENEER, KGEAMEKCES,
HERR — TV CHIH U7z, BEBEFVREIE, kB, SEMEEK, T, fEfiRl
KTUEHE, #iE Mg SO,) %, BiELE, BEWEV YISV T A u~ T
74— L, BR=F A —~FY 2 (1 : 1, FREk) WHEBH»ON— [4—
(1—nFRY /) ZJz=p] —3— (5—Tz=—4—AFFHYIN) 7
REACTIF (1. 23 ¢g, NE66%) 2EBEMELLTEE, TRy~
FhUhroBEmmLE, BR197~198C,
Efif] 4 8

5—73/—2— (1—®AKY /) €UV (0. 85g) , 3— (5—7=
=—A4—AVFFYF YN TevF o (1. 01g) . 1—bRFe¥$i—1
H—1, 2, 3—_VY M ITY—)L-kfilp (0. 85¢g) , HB1—F)L—
83— (3=VAFATI/Tub i) HARPAIF (1. 09¢g) BLUN, N
—VAFAFALT IR (20m1) ORAWEZRTRENGSBEL, KISEA
WERTEE, BT VT L7, BT AR, AR, fafEEk, &
WTC, BEFIRIEARCIES, R Mg SO,) %, BELL, BEMESIISNLE
Fhruw ST T 4L, BB FL—~FT Y (1 1, B BHE
PHN— [6— (L—FNKRY /) —3—F¥IIN] —3— (5—T==)l—4—
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AIFXYYIN) Predr7IR (0. 86¢g, WE4L9%) 2EERKTLL
TR, BTN —~F Y PoBEHR L, BlR146~147%C,
FEhEpl 4 9

4— (1—-4IFJIYIN) 7=V (0. 85g) , 4— (b—T==)l—4—
AFXYYIN) THUB (1. 21g) . 1—-bFue$y—1H-1, 2, 3
=R R)T kT (0. 95¢) ( ML —=FL—3— (3—VR
FINTI)7TrEN) AIVKRIAIFR (1. 20g) BLOUN, N=URAFNHL
AT7IF (20m1) DRAMEER CTRENE B, FINREWEKCEE,
BRRA— /LTl L7e, BRMRc VR, iR, samEE kK, fiio <, Ml
KTYE, HE MgSO,) %, BEL, BEWELIISVAT A a7
74— L, BERTF—~FP s (1 1, B BHEErLbN— [4—
(1=AIFJIN) Taz=V] —4— (B—T==b—4—AVFFHIIN)
TETIFR (1. 68g, INEB 6%) EEEARERL LR, BT/ —~
FY PO EER L, BlR132~133%C,
el 5 0

3— (b—Txz=—4—AIJFFHVIN) Fur’d 8 (18. 62¢g) .
RiEE (0. 2ml) BIVGAZ ) —A (100ml) ORAEWE AWEEIEL -,
FISEEWERNE L, BEWICKEZMA, Bl LTl Lz, BEBR-FVBIX,
BRI K CUER, ok Mg SO,) %, BME L, BBEWEY Y IIND T A
nw NI 7 4= L, BHRTF I —~FP o (1 3, AL BHE»S 3
— (B—Txz=)—4—AIFFHISIN) Fuvrto@gAFi (19, 03¢,
W$96%)%%@%%%kbf%kowmwmgélZ@ﬂjﬂm,m,&%ﬂﬁ
6(2H, m), 3.68(3H, s), 7.42-7.56(3H, m), 7.64-7.74(2H, m), 8.22(1H, s),
FEhafl 5 1

3— (5—Tzxz=—A4—AVFFVVIN) FubtFr@mgAsFi (18, 13
g) DF St RFrrFy (300ml) WKIC, ARLIA Y TFALT LI =
A (1. OMAFYUEIK, 160ml) 20CTWoLK Y EMRIE, H|RTL
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R E B /e, FONEAYE FEBICES, BT/ il L, B
JEik, fEfeAK TR, TR Mg SO,) %, RELE. BEREVI IS ND
Fhru~w NSFT7 4 =2 L, BTV —~FY (201, ML) BHE
PH3— (B—Tx=n—4—A XY UN) Tuv—1—34—1 (15,
72¢g, WEII%) #RAEMKY L L TH, MR(CDCL,) §: 1.82-2.00(2H, m),
2.72-2.88(2H, m), 3.66-3.78(2H, m), 7.41-7.56(3H, m), 7.68-7.78(2H, m), 8.2
1(1H, s),
£l 5 2

4— (5—Tz=—4—AVFFHIN) TFr=rJ) (12. 83 ¢g)
BIORER (100m 1) OREMERERR L, KSREWERBR-T LT
i U7, B TVBIE, fafiliik orki, B4R Mg SO,) %, BHEL
BEMEL YIS NVDT A N T T 4 —oh L, BT L —~FT
(1: 1, AL BHEPb4— (5—Taz=o—4—A4 TV IN) TX
vB (13. 03g, WK 3I%) HMEAKEE LTHE, BT L—~FY
PO LT, BlR6 7~68%TC,
Fhif5] 5 3

4—T ) RUPNERRVBVEZFL (1. T4g) . 4— (5—T ==L —
A—AVFFHIN) 77X 8 (1. 38g) ., 1—kFRuesy—1H—1, 2,
3—RUYVNYTY = KFa (1. 08¢g) | 1 ——FL—3— (3—
AFATI )b n) IARPAI R (1. 38¢g) BXUN, N—YRAFiR
WATIR (20m1) ORAWEZRB CRENEREZ, SREWEKITES,
HElR T F )V CHIH Uiz, BER—FVREIE, A, famEEK, <, ik
KT, R MgS0,) %, BELE. BEWEV YWV IS A n< N
F7 4 =L, BB F—~FFr (11, B BRHEAON— (4—
VEFNERAR) AFNT =) —4— (5—Tz=—4—AVFFHVY
V) TEVTIR (2. 56g, MWKI4%) »EARKRL LCEE, BT
—~FTFUNOEFELE, BlE128~129%C,
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Fhuhl 5 4

4—[2— (83—=FN—4AH- P ITV—N—4—AN) = F¥] T=J
(1. 12g) ., 83— (5—=Tz=p—4—AYAFXHY VL) FTuottr@g (1.
04dg)., l—bERa¥Lv—1H—1, 2, 3=y R T7Y—1L - kF# (0.
89¢g) MWl —ITFNL—3— (3—VAFATI)FuEN) ILRIPA IR
(1. 11g) BEON, N=URFARNVLTIF (20m 1) ORADEZEE
TRENERET, KSREWEKEE, BHR=F NV CHM L, BR-FIVE
ik, B, SMEEK, FV T SEMAEK TR, R Mg SO, %, BiE
Lico BEWME VI BTN AT A0 b5 74—t L, BEB=F L —~FY
V(1 : 1, R BHEHAON— [4— [2— (3 —=FA—4H—FUTY
— =4 —AN) T+ FY] =] —83— (B—Txz=N—A4—AIFFH
Un) Zredr7IR (1. 58¢g, IWFET76%) #EARKRELTAL, TE
For—~"FFoPoERRELE, BR167~168T,

EHfifs] 5 5 '

4— [2— B—=x=FN—4AH-D TV —N—4—AN) = FV] T2
(0. 51lg)., 4— (Bb—T=z=nN—A4—AVFFPVUN) THUB (0. 5
lg), 1-eFrFY—1H~-1, 2, 3—_UY L I7Y—1 - Kfly (0.
40¢g) BBl —xFN—83— (83—VRAFATI)TaEN) ANVKEPAIR
(0. 50g) BLON, N=PAFAFALLTIR (20m 1) OEGWEER
THRENERE, INBEWEAKICEE, BB A CTHhiY Lk, BT Vg
i, AR, SREEK, O T, fafnRlk TR, B Me SO0, &, BHE
Lico BEWES VDTNV IT A N5 7 =2 L, BEBR=FL—~FT
(1 : 1, AR BHEALN— [4— [2— (3—=FNL—4H—-F YT
——Ad—A ) ZEFV] Taz=n] —4— (B—T == h—4A—A VXY
yn)y 727K (0. 83 g, INES4A%) EAMHEL L TEE, TS
—~FHUPLERERLE, BE125~126C,

Ehifsl 5 6
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§—T == Af VAR —L—A—HARTAFE R (7. 18¢g) , V=F
JVIRAR B F N (9. 85 g) BIUN, N—VAFAFVLATIF (15
Om1l) OREWIZ. 0OCTKRIT NI DAL (60%, Wik, 1. 65g) &M
z, BRTINH &REL, FINREDEFERICEE, BT L CHil L,
Hefe =~ F VBT, BEFARHAK T, R Mg SO,) #., BilELl, BEDEY
YAGNHTG BRIz NTT7 4= L, B Fr—~FF (1 4, 5
) WHELS (E) —8— (5—T=x=/—4—AVZFXHYIN) Targ
TF)N (8. 88 g, INFE88%) ZHAWMRML L THRE, NMR(CDCL,) §: 1.33(3
H, t, J=7.2 Hz), 4.27(2H, q, J=7.2 Hz), 6.34(1H, d, J=15.4 Hz), 7.48-7.82(6
H, m), 8.52(1H, s),
sl 5 7

4= RrRFN—3— (4—Fxz=VTx=)V) A VFFP—n (3. 20
g) DT 7 bRe77y (100ml) WiKRE, vu /@BYPxF/) (5. 70
g) KBTI ITA (60%, WiE, 1. 40g) BEXOTF o RroFv
(60m 1) DEAMIZOCTMALE, 0CTLRH, T, BRTHERENE
BT, RIGEAYEFERIC LV Bk e Uictk, Bi=F v Tt L, Bigx
FUREIL, fAFIRRAK TS, Bl Mg SO, %, BELE. BREMEL VLS
NAZh7u= T TT7 40— L, BRER=FNL—~FH (1 3, B &
HER B, EEMRKYEEL, BbhEamiYy. 6 HEER (30m1) Bk
OFE#E (30m 1) ORAWE 5FMEIK L, RINESWEIRME L. HEWICK
Mz, BohrEaEREARL, 3— [83— (4—T==ATxz=L) —4
— A FFYIN] Fuvrd o (2. 89g, WK 3%) EEL, TN
— AT UPLEREE L, BR169~170%C,

Ehf] 5 8

3— [6— (4—TnduT==l) —4—AVFFFIN] Tad i A
FN (3. 21g) DF I Rr7Fy (30m ) WKIC, KEkY AV TF
VT I=Th (1. OM~EHUVEK, 30ml) 20CTOo-L D &Maitg,
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ERT1LRM»EEY ., RICREWEFERICEE, FRF /LTl L, B
e F AR, IRk T, R Mg SO,) %, BELE. BEBETY
WINBTZ BT T FT7 4= L, BT F—~FF (11, BH
b)) B3 — [6— (4A—IAFurd==n) —4—A VAPV U] 7
Ry —1—F—) (2. 48¢g, K 7%) ZHRBEEMRYL LTHEZ, NMR(C
DCl,) 6 : 1.38(1H, br s), 1.82-2.02(2H, m), 2.70-2.84(2H, m), 3.64-3.80(2H,
m), 7.10-7.26(2H, m), 7.64-7.80(2H, m), 8.21(1H, s),
Ehifl 5 9

vryBYIFL (3. 38g) T FFEFrRIIY (40ml) WRIC, K
FFPU UL (60%, HfE, 770meg) ZO0CTHRLIZMAZ, 1 05MH»
EBREH, 4A—ZunRrAFLr—5— (2, 4—VT7rtudz=L) £ I4+FY
Y= (2. 20g) OFFZeFrT75Y (40ml) WEREZOCTHTFL, =
BTl 5 ZIBE, RINEEWE 2 BUEHEMRICEWCEEME L Lz, Brr
FLTHH L, BiR=F VEZIRER, ZEWZ 6 FEER (40ml) BLO
Hifg (6 0m 1) OBESWICEMREL, 8 KHMNELER Uiz, BUNBESWZIRNE L.
BEMCAKEMZ T BONEARKRE AL, LRE, BT —~FH
POFEELT3— [6— (2, 4—VY7AFurdz=in) —4—A4VFXHVY
W] Fubd U BOEETY XL (2. 10g, RS 7%) 2Bk, BUS1 2
5~126%C,
Ehtifl 6 0

83— [6— (4— RNV INFUAFALT=2=)v) —4—LIFFH S IN] S
VAU (2. 20g) OA%)—) (50ml) WIRICEFERE (1m1) 2z,
1 BERIMBGER Uiz, BUNBRAMEREL ., BREMIKAKEEE, I LE3—
[6— (4= MU TINARRAFAT==)V) —4—A DAY IA] Trdy
BEAFNLOfER (1. 70g, WET74%) AWMU, BExFL—~FHF D
bEfEE L. BETY AAGER/E, BR68~6 9°C,
Ehafl 6 1
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83— [6— (2, 4—VINAuTxz=)V) —4—AVFFHV U] Tubt’st
VBB (1. 25g) DAF/— (40m 1) WKICHEME (1m1) Mz, 1
BFRTNEGERE L e, FURNBREWE I L. BREMITOKEERE, TR LEEREZA
WL, COREV ISV T A~ NTFT7 =2t L, BiETF L —~
P (1 1, AL BHENLELNHREZEB- T —~F TP E
LT, 83— [6— (2, 4—YIAFdury==/) —4—AIVFZHSIN]
TaEFVBEATFNDOEET ) XAHE (1. 15g, INE8T7T%) &k, @m4d
0~41%C,

Eiafil 6 2

S—[6— (44— NUTNFRRAFNTz=N) —4—A VY FHH U] Fn
VAUBATFA (1. 40g) OF M7 Rfr75 (80m 1) WRIZ, KFEb
GAVTFATNI=g A (1. OMANFHUEIK, 10. 3ml) 20CTwWo
<Y emaitk, |ETIRMMEEY T, HNEGYE 2HEEBICEX, B
LCHH LEERE AR L, B F i —~F I o noFmfm LT3 — [6— (4
— NI TINFARAFATz=N) —A—AIFTFPITIN] TuXv—1 —F—
(970mg, LT 6%) ZEEASIRFEL LTHE, BK85~86%T,
Ehapi6 3

83— [6— (2, 4—YIrgdurzz=)) —4—AFFHU)N] Fus
Y@gAFNV (1. 06g) 7 7ekr77y (80ml) BWRIC, KERTA
ITFATAI=TA (1. OMAFYURK, 8. Tml) 20CTwH-L YL
Mz ictt, ZBRTLRRMERE, JNESWERERICEE, BT L Tl
H U7z, BERTFVREIL, fafnmdk oo, ik Mg SO,) %, WL, &
B VATNHZ7 b0 857 4 —ZfF L, BT FL—~FF (1 :
1, Bk BHE»E3— [6— (2, 4—VIAFuT==)N) —4—A4JF
FHYUN] T —1—F4—n (640mg, NE68%) ZE,EMEME L
TH7-, WR(CDCL,) & ¢ 1.29(1H, br s), 1.75-1.95(2H, w), 2.55-2.65(2H, m), 3.
6-3.75(2H, m), 6.9-7.1(2H, m), 7.5-7.65(1H, m), 8.25(1H, s),
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Ehpl 6 4

<~ BTz FN (10. 1g) OFFFelFerJy (6 0m1l) WRIZ, X
RILTPITL (0%, ik, 2. 29g) ZOCTHAITMA, 105M»
EFRERB, 4—JunAFAr—5— (5—run—2—Fx=)) 4 IFF¥Y
—/ (6. 70g) P7r7ebRfrr7 (60ml) WREZOCTHTL, =k
T1 5KHPERE T, KNREWE 2 FERBICHEN Tt L Lictk, Big=T
JTHIE L, BRR—T VB ZRNER . BEWE 6 HEERE (80m 1) BXUE:
% (120m1l) OBAWICEMR L. SEBNEGEE L. SEAWEEREL.
BEWMIIAREMZ T, BbNRE/REAIML., BRE. BT bERR
LT3—[6—(5—ru—2—Fx=)) —4—AVFFHSIN] Fus
CBOEGT Y A5G (4. 95 g, INFE6T7T%) 2/, ME138~1397C,
Etafl 6 5

83— [6— (b—7mumr—2—Fx=N) —4—AVFFHVIN] Tur’ty
B (2. 20g) OAX/—/ (50m 1) WHEICERE (1m1) 2Nz, 18
FINSGEIR L7, BUNBEAM RN L. BREYIOKKEEE, FH=F L CHl L
Teo BEBBTFOREIZ, KB, Ht Mg SO,) %, BELE. BEBEI I 5NV
ALy aw W T5T7 44—l L, BB F L —~FF L (1 3, AL Bl
Wre3— [6— (b—ur—2—Fx=)l) —A—AVAXHVIA] Frt’
FUBATFNDNER (8. 80¢g, INEB6%) 2f{r, V=FrLz—TFT—AY
TN —TANbERR LT, BETY XAREEE, BAE34~35TC,
EKfd 6 6

3—[6— (6—Zur—2—FxT=)N) —4—AIVFFFYIN] Turts
BRAFN (3. 10g) OF P Fursy (80ml) WRIZ, KFLPA Y
TFALTAI=TS (1. BMIMZVER, 17ml) 20CTWoL Y LML
k%\iﬁﬁlﬁﬁmﬁﬁﬁkoEmﬁé%%%ﬁﬁwﬁg\%@l?WTmmb
oo BERTTFNEIL, SFEEAK TS, Bk Mg SO, %, BiELL, BEY
BTN T A aw bTTT7 4R L, BT —~FT Y (11,
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BREL) BHE» 53— [5— (5—ur—2—Fz=n) —4—AVZFHY
YNl FanRr—1—F—n (2. 02¢g, INFET73%) 2EEHRRD L LTHE,
NMR(CDC1,) & : 1.41(1H, br t, J=5 Hz), 1.8-2.0(2H, m), 2.73(2H, t, J=8 Hz), 3.
73(2H, td, J=6, 5 Hz), 6.98(1H, d, J=4 Hz), 7.29(1H, d, J=4 Hz), 8.17(1H,
s)o
Ehfl 6 7

3— [5— (2,4—V7uurdz==)V) —4—A VAT I N] Tt om
AFN (2. 00g) OFbZeFr7Zy (30ml) WRIZ, KFELDA VT
FATAI=U s (1. OMAFVUERK, 15ml) 20CTho Y &M
%, BRT 1P ERY L, FUONEEWE FERICEE, FigcF L THE L,
FiR T FUREIT, fafnREK T, B (Mg SO,) %, R L, BREWE
UYAGFNHBTG R 0w T 57 4 —Zft L, BB FL—~FTF L (21, B
) BHE» B3 — [6— (2,4—Y7unr==)l) —4—A V353 U A ]
Fusy—1—A—n (1. 67g, WK 2%) ZEEMRM L LT, NREC
DCly) & : 1.20-1.32(1H, br t), 1.70-1.88(2H, m), 2.44-2.60(2H, m), 3.56-3.70
(2H, m), 7.35-7.39(2H, m), 7.53-7.57(1H, m), 8.27(lH, s).
Ei%i 6 8

3— [6— (8,4—Vr7uuryz=/V) —4—AVAFPIUIN] o't g
AFN (L. 63g) OF bFefurziy (25ml) WRiC, KELYA YT
FNTAI=UA (1. OMAFV U, 13ml) 20CTWoL Y &mal
%, ERTLRE»EEEZ, RISEAWEFEBICEE, BTV Tl Lz,
EeR = FVRBIL, fAFIRHIK O, R (Mg SO,) %, BMEL7. BREBEY
VAITNHT I~ b TT77 40—l BiBR=FL—~FP> (2.1, FHE
) BHE»E 38— [56— (3,4—Y7unyxz=n) —4—AVFFY U]
Funr—1—F—) (1. 53¢, LI 7%) 2EEFHEHL LTHEE, BB
FHN—~FT U hoEfFERLE, @R66~6T%C,
Ehti16 9
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5— (2,4—V/unTa=V) —4A—AVFXFYSINAZ ) —N (5. 15
g) Dby (100m 1) WKRIZ, OCTHEFA=1 (2. 00m 1) %27E
T Lk, ZRT3IRMMERE L, HGEGWEZRIEL. REBICEMEEKE
Iz, BTV CHIH Ui, BERR—F VgL, fafnftik oo, w2k (Mg S
O,) %, BEL/, BEWET M Fu75 (100ml) WKBMEL, v~
BMYTF)L (5. 89g) | KRILTPITL (60%, Mk, 1. 45¢g) BX
W77 Fr7Z7y (50ml) OERAMICOTCTMA %, 0°CT 1R, #
WT, B TRROERE T, RINEEWEAEBRIC XV BIEL Lick, BT
JVTHIH U, BRI VB, SRk oo, R Mg SO,) %, BiEL
oo BBWESVIFND T AT v~ NI TFT 40— L, B F—~FY
(1: 3, FHL) BHE»L, EaRRMESL, BonEAHRRY, 6KE
HEE (50ml) BIUEHE (50ml) ORAWE S5RMEBER L. RIGESY
BRAE L, REWIOKEMZ 2, BbnB\aklRnEsML, 3— [5— (2,4—
rundz=)N) —A—AIJFFHY U] FTerF o (3. 85g, IMET
2%) B, TE M/ —~FHrpbEEELE, BUR106~1077C,
FEHaBl 7 0

5— (3,4—VY/unrz=)V) —4—AIFFYFSINVAF)—) (6. 50
g) DhAxy (100ml) WKIZ, OCTHITFA=1 (3. Om1) 2T
L7k, R T3HMMEBEEL, GRS WEZENE L. REDICafmEEKZM
%, BER=F VCHIM Uiz, EfgcT VEid, SRk omlif, BB Mg SO
L) B BEELE. BEWET NS ERFRTSY (100ml) [CEML, vo U@
VxFu (8. 53¢g)  KFLFTFITA (60%, Mk, 2. 01g) BEY
Tro2eFrr77y (60ml) OEEGWIZOCTMALE, 0°CT1LRRH, i\
T, BRTEREPEERE . RINRAMEMERBRICIVBIEL Lk, BT
THEH U7e, BR—FVEIR, el cld. i Mg SO,) %, B LT,
BBWEV Y ATNAT AT 757 4 —ich L, B F A —~F P
(1 :3, A BHHBH»L, EBERMEE, BRONWLEAHRD., 6 KE
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B (50m 1) BIOEHE: (50m 1) OBAYME SRMRKELE, KISEAY
ZIHE L. BREWITKEM AT, BbohiEaiERE2AML, 3— [6— (3,4—
Jrunrz=)n) —4—AYFFYYIN] Fuvrt g (5. 96 g, IWET
8%) /i, TEI Y/ —~FHUPbE/RLE, BIR171~172%C,
FEhisl 7 1

3—[6— 4—TIndnud==N) —4—AVFFV I N] Tt
(3. 68¢g) . WAiEE (0. 05ml) BXOAZ/—n (100m 1) NEE
W% ARERER Lz, BISRGYZIEM L, BEBICKkENZ, BT THH
L7c, BRg—FVREIL, SRk Clig, ik Mg S0,) %, Bl &Y
Mz VTN TAIav NTTT7 40—t L, BERCTF L —~FH L (1 4,
AL BHE»S3— [5— (4—INFuTdz==i) —4—AVFFHVY
W] TFueF AT (3. 50g, WK 0%) BHREEAHRELE LTHEL, N
MR(CDC1,) 6 : 2.65(2H, t, J=7.4 Hz), 2.98(2H, t, J=7.4 Hz), 3.69(3H, s), 7.1
2-7.28(2H, m), 7.64-7.78(2H, m), 8.22(IH, s),
Ehapl 7 2

3—[56— (2,4—VrauT==N) —4—A VI IN] Tubst g
(3. 00¢g) . ¥AfEE (0. 1m1) BLXRAFX¥ /- (50m 1) DBEYE:
ARFEREW L7z, RONREWMZIRE L. BREWICKREMA, BB F /LTt L7,
FEie~F VIR, fEfn Rk TR, Wk Mg SO,) %, Rl BEhEY
UHTNAFZ a0  TF7 4—iTft L, BEg=FL—~FH (1: 4, 5
) EHE»H3— [6— (2,4—Yruuryz=)) —4—AVZHHV Y]
TaEFUBAFL (2. 96 g, INEI4%) BEAHKY L L THEEZ, WR(CDC
1) 8 ¢ 2.46-2.58(2H, m), 2.71-2.81(2H, m), 3.66(3H, s), 7.35-7.42(2H, m), 7.
54-7.58 (11, m), 8.28(lH, s).
Eial 7 3

3—[56— (3,4~VrunZz=l) —4—A4JFFFVIN] Tuvt g
(3. 20¢g) | B (0. Iml) BEIO®AFZ /—n (50ml) DRAWE
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ARRIER L. RISESWEREL, BEWITKEM L, Bt S CcHb Lk,
MR F/LREIE, &K ClE, R Mg SO,) %, BHELE, BEDhEY
VATNAT e NTT7 4—icf L, BB FL—~FHr (1 4, B
) WHE»S 3 — [6— (3,4—V/nunrx==)) —4—A4JFFF Y Y]
TavFU@mAFL (3. 26¢g, WK 7%) 2EERKREE LTEEL, BT
W—~FHF N L ERER L, BIR74~757C,
Eh ) 7 4

5— (3, 6—vY/unrz==N) —4—AIFXFSIANRAZ/)—1 (6. 0
6g) O (100ml) WHIZ, OCTHE/LTFA=1 (2. Tm1) ZiF
TL#, BRT3RHAIEIEEL, NEAWEZREL. BEDctfnEE k%
Mz, BiEe—s L ChHiH Uiz, BER—FLIEIL, ﬁ@ﬂlﬁiﬁﬂ(ﬂ%@r Wk Mg S
O,) %, B L7z, BEWET Mo RknrJy (100ml) [THEL, <n Y
ByTFN (7. 96¢g) , KRLFTHFITUL (60%., MtE, 1. 95¢g) B
C7hZ7EFRrT772 (50ml) OBRBEMICOTTMA 7%, 0°CT1LRM, &
VT, SERTEREDE B, RISRAWERERIC LBt Lk, Bl
NTHIH L7z, BEBR—F VG, fafiRik CoaiE, #% (Mg SO,) #%. BEL
Teo BEMEL VAT N T AT~ NI F 74— L, BERF L —~FY
(1: 3, B WHE» L., EEMRYE2E-, Bbh-EalRY., 6HE
e (50m1) BLOUOFEEE (50m 1) OREWE 5MEK L. RIGREY
MG L. BBk EMLEL, BonEAEREARL, 3—- [56— (3, 5
—VZuuZoo)) —A—AVFFHIN] ot o (5. 96 g, IR
84%) Zflc, TE RNy —~FHUPbEMBLE, BlN143~1447C,
FEhwl 7 5

3— [6— (8, 65—Vrnur=z=)) —4—AVFXVYIN] Fovty
B (3. 50¢g) . BME (0. 1ml) BEXO®RAFZ,)—A (100m1) DEA
Wx ARERRT L7, RISEAWEEREL. BEWKENL, B CHil
Uiz, BRR=FIVREIL, AEFRHk TR, BB Mg SO0,) %, BiEL-. BEY
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MEVIATNAT A0 T I T7 4 — it L, BEBTF N —~FH (1: 3,
AFELL) WHE»S3— [6— (3, 5—=Y/unrr=z=/)) —4—AIVFF}Y
U] et UEgAFv (3. 49g, WEII%) 2HREMKDE LTHEL,
NMR (CDCLy) 6 : 2.62-2.72(2H, m), 2.92-3.02(2H, m), 3.70(3H, s), 7.45(1H, t, J
=1.8 Hz), 7.60(1H, d, J=1.8 Hz), 8.24(1H, s),
FEHkl 7 6

83— [6— (3, 6—Y2unr=z==nN) —4—AVEFHSINL] Tur’ty
BAFI (2. 25¢g) OFFF7eFr75y (30m 1) BWHIC. ABLIAY
TFATAI=T A (1. OMAFYUEK, 20ml) Z0CTY-L< Y &Mz
7eth, BRTIRM»ERE T, RNEEWEFERICEE, BT L CHllEL
oo BEERTFOREIT, BAFNAHDK O, iR Mg SO,) %, BEL. BREW
BZVIHTNAT A0 NI T T 4L, BB F L —~FH L (201,
AREL) BHEB»B3— [6— (3, 5—Y/nuryz=)) —4—ALIFFH
UV Tay—1—F—n (1. 65g, INWEL1%) ZEEWMRME LTHEE,
NMR (CDC1,) 6 : 1.83-2.00(2H, m), 2.72-2.86(2H, m), 3.68-3.80(2H, m), 7.43(1H,
t, J=1.8 Hz), 7.64(2H, d, J=1.8 Hz), 8.24(1H, s),
Fhtaf] 7 7

5— (8, 4—VI7nARTz=)N) —4—AIVFAFHSINREZ)—L (4.
80g) by (100m1l) WKz, OCTHILTFA=/1 (2. 5ml) %
T L7t BETINMNEEE:, HGREWEZREL. BB EE K
Mz, BT CHIE U7z, BRBE—FVBIE, fafnRiik o, HHE Mg
SO, #%, BiEL, BEYET FoeFr752 (100m 1) THEL, v
VBTN (7. 26g)  KEKFTFIIUAL (60%., MfE 1. 79g) B
K07 e Fr77 (50ml) ORAWZOCTMAZE, 0°CT 1 ERH,
o T, BETREPZEBE:, RIGEAGYEHERIC I D@L Lick, Big-
FCHIM UTe, BER=FVREIE, fafnRiik O, Wk (Mg SO,) #%. B
Lic, BEME VI DT NI T Ao NI 5T7 4= L, BiBTFL—~FH
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> (1 :3, &) BHE»E, EAMRMESL, Hon-BalmRky. 61
EHEEE (50ml) BIOEHE (50m 1) ORBAYME 5REEEK L, SRS
WERHE L, BREBWICKEMZ T, BohEafkRksAML, 3— [56— (3,
4—=VTNFRT2)N) —4—AVFFTYIN] Fur’ti@g (4. 98¢,
IRE8 7%) 2B, BHER=F N —~FV o nEERKRELE, BE102~10
3°C,
SEMaf 7 8

3— [6— (3, 4—VI7NAuT==)V) —4—AVFFP VU] Tu’st
W (3. 45¢g) | BB (0. 1ml) BIRAFZ /=L (100m1) DR
BWE ARERER Lz, FRONBEWEZENE L, REYITKEML, BB F L CHl
H L7, BT V@i, Sofaiik Coid, i Mg S0O,) %, BifL, &
Bz VBTN T AT a< v T 5T 4 —iZft L, BB F AL —~FP o (1
3, Al BHE»SH3— [5— (3, 4—Y7Adurz=)L) —A4A—A4IF
FHYUN] Tt r@AFL (3. 56 ¢, IWNEI8%) 2HEAEHMRBE L
TH&7z, NMR(CDCL,) & : 2.60-2.71(2H, m), 2.92-3.03(2H, m), 3.69(3H, s), 7.22-
7.65(3H, m), 8.23(1H, s),
FEHaHl 7 9

83— [56— (38, 4—V7Aturc=N) —4—AVFFVV U] o't
VEBEAFNAN (2. 20g) DF FFEFrT7Sy (30ml) BKIZ, KBELDA
YTFATLI=gA (1. OMAFY UK, 20ml) 20CThHo< v em
AT, BRTINHENSBEY L, RSESWERERIOES, BT ol
Lo, BT F VR, fafuffik Coel, mik MgsS0O,) &, WLz, &8
Was VI FNRFsrax b TT7 44—, BEB=FL—~FFr (21,
AR BHE»53— [6— (3, 4—V7Adur==on) —4—A 4%y
SIUN] Tutv—1—F—n (1. 88g, NKI5%) ZEAMRY L LTHE
72o NMR(CDC1,) & : 1.38(1H, br s), 1.82-2.00(2H, m), 2.72-2.84(2H, m), 3.66-3.
82(2H, m), 7.21-7.38(1H, m), 7.44-7.66(2H, m), 8.22(1H, s),
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Ehusl 8 0

5§— 4—=btnrT7=z=n) —A—AIVFFYSIAVRAZ)—)v (6. 56¢g)
OrAxy (100ml) WRIZ, 0CTHELTFA=1 (3. 3ml) W TFLE
%, BET3FRNEEE, RSNREWERNE L, BB CRMEEKEZNZ,
FRRR—F TR L7, BHER TV L, fRREHDKTUR, #olk (Mg SO,) &,
RiEL7z, BEWE7 o Rnr30 (100ml) WWHEMEL, v rBYs
V(9. 56g) . KFELTIITVA (60%., M, 2. 35g) BIOTF+Z
EFr7Zy (50ml) OBAMIZOCTMALE, 0°CTLRE, fi\T, =
BCRENEIRE ., RNEEMERERIC L VEEL Lk, BT/ Chil
Ui, BEBR-FVREIL, BRFnAHK CoEl, R Mg sSO,) #. BELE, &
ME VR TNH T A NFTT7 4 —iZft L, BB F L —~FP (1 : 3,
B BHE» L, EEAWRMESEL, SO EaRY. 6 HEERE (50
ml) BLOEHE (5 0m 1) ORAGWE 5RERIELZ, RISESWZIEEL.
BEMIAKREMR T, Boh-EalEEzA AWML, 3— [6— 4—=trT=xz=
N —A—AIFFHFSIN] Tt (6. 19g, KT 9%) 2HE7-,
TE P =TT UPEHEER L, BIR204~205%C,
Eitafl 8 1

3— [6— (4d—=tudz=i) —4—AVEIFHYIN] Tur’d @ (5.
28¢g) . Wi (0. 1ml) BXUAF/— (100m 1) OEAWME AR
W L7, RUNREMEERMGE L, BREWIIKEML, BT /L CHitl L7z, BE
B FOURBIE, ek T, Rk MgSO,) %, Bl BEhEVY
DN T BT = T FT7 4= fF L, BHRTF N —~FH (1 : 3, FH
) BHE»S 3~ [6— (4—=hRrTV==A) —4—A Y FFPY U] Tr
EAVERATN (5. 45¢g, INFEI8%) ZHEAKRL LTHEL, BTN —
~AFYUPOEREE L, BR118~119%C,
EHifi 8 2

3— [6— (d—=tuvz=p) —4—AVFIVSIN] Fubtr@mrsF

156



10

15

20

25

WO 02/40458 PCT/JP01/10001

V(1. 60g) DFFZEFrZFY (20ml) BRI, KBLDA Y TFN
TAI=UA (1. OMAFFUEIK, 20ml) 20CTOoL D &M,
FRT IR ERE ., RNREAMEFERIIEES, BR—F VTl L, BE
BT FUREIE, S AE K TR, R Mg SO,) %, BWL7, BREWEYVY
HTNHAF BT N7 40—, BT FL—~FH (21, FH
b)) BHE»PE3— [6— (4—=bud==p) —4—AJFFHVIN] Fnu
Ny—1—F—n (1. 36¢g, WK 5%) LE/AKERE LTEL, BB FIL
—~FPUPLERER L, BlR132~1337C,
Effifl 8 3

5— (4—7ae7x=)V) —4A—AVEXYSINAF )= (7. 55¢)
DOMvEy (50ml) BRI, OCTHEMLFA=/ (3. 3m1) ZHTLEHE,
HRTINMIXRE L, RINESWEIRMEL, REWICAEIEEKEMZ, Eg
TFNTHIH U, BERR=F VI, SEMAEK TR, #ok Mg SO,) %, &
WLz, BEWET P Fr75Y (100ml) KHEMEL, ~r BYzF L
(9. 68¢g) . KELTFI UL (60%, MWk, 2. 86g) BRUFT Tt
Fez7y (60m1) ORAWIZOCTMEEHE, 0°CTLERM., VT, Bk
TREPXBE -, RIGREAYEFERIC L VEREE L%, B L cHbL
Te. WHERTTVREIL, SATNEHOK T, B Mg SO,) %, Bl REY
BVIITNAT BT uw N TT7 4l L, BB F—~FP L (1 3,
AREL) BWHE» O, EEAWMRYEEL, HoNEEamRY. 6 REER (50
ml) BLOEEEE (5 0m 1) OREAWE 5RHEER Lz, FONEEWEREMEL.
BEWICKEMZ T, Bo-BelREAML, 83— [6— (4—TnET7=z=
V) —4—AVFAXYPVIN] Fut o (6. 18g, IWRT0%) 2Ek,
Hig = F—~FT TP oEfERLE, BR164~165C,
Eifl 8 4

3— [6— (4—TuETz=n) —A4A—A4AFFYT U] Furtom@g (5.
00g) ., WA (0. 1ml) BLUOAF /= (L00m1) ORAWE 4K
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&M Lie, RONBRAMEREL., BREMIOKEMA, BT Chllt L7, B
BT VEIE, BRI CYeE, R MegSO,) %, BELE. BE®BELY
HINTH G b T TT7 4= L, BB FAL—~FH 2 (1: 3, BH
) BHE»S3— [6— (4—Tu®ETz=)) —4—AVFFHY U] Fu
EAVEBEAFIL (5. 03 g, INEI6%) 2MERKRL L THL, FB-FIL—
AP U LERERE L, @RS 8~5 9°C,
Kl 8 5

3— [6— 4—TrETz=)V) —4—AVFTFYVSIN] Tt @BASF
V(4. 06¢g) OFFFEFrT7FY (80ml) WRIZ, KRELDA Y TFN
THI=Uh (1. OMAFV UK, 30ml) Z20CTho<L 0 M,
IR T 1 HS SR, FSRAGYE FHBICES, BTV CHil L, B
BT LRI, ST A K TR, R Mg SO,) %, Bl BRE®WETY
HTNI T B0 8N TFT 44— L, BiR=F—~FF L (21, B
) BHE»S3— [6— (4—FrET==) —4—AVFFHY U] T
Ny—1—F—/ (3. 58¢g, INKIT%) 2EARKRE L THRE, B
—~FHUohOEERLL, BRT7T2~73C,
il 8 6

5— (8—mumr7xz=/V) —A4—AJFXRPSIANAZ ) —1 (6. 80 g)
Dhxzy (100ml) WERIZ, 0OCTHIFA=1 (3. 6ml) :2HFLE
th, BRT3REMERE, FSRAWEEEL. REWICEMEEKZNZ.
BEE T FL CHIH U7z, ERBTF VR, fafnffiok ol i (Mg SO,) #,
B Lz, BEWMET M7 Rr77 (100ml) WCBEL, ~nUv@BgyoF
A (10. 38g)  KFET Y UL (60%, Mk 2. 56¢g) BRUT T
SeFrr77y (50ml) OBAWZOCTMEEZE. 0°CTLRRE, i\ T,
IR CRED E B, KSEAWERERIC L BIEL LZR, Fi—F /1 Chi
H U, BT AL, fafnalk oo, Bk MegSO,) %, BiELE. &
BWey VNI ara<w N TT 7 4—cft L, B F L —~FY (1
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3, AL BHH»O, EEHRYERL, BoNECHRRY., 6 FEER
(60m1l) BLOEEE (50m 1) DREWE 5RBIER L, RNEAYERE
ML, REWOkEMZ, HohkEREREAML, 3— [6— (3—7nun
TzZ)) —A—AIFXRY VU] Fuvrd o (5. 95g, KT 3%) &
Bilc, 7T N —~FFUPOE/FRLE, @RAL110~1117C,
Fhtl 8 7

83— [6— (3—7/muTz=N) —4—AVFFHIIUN] et @ (3.
10g) . BFEE (0. 1m!l) BEXORAZ/—N (100m 1) OEEHE 4k
P L7z, FONEEWEZIRNE L. REMIOKEMA, BT Lol L, &
BTV, BRI TS, R Mg SO,) %, Bl BEMEVY
AN F B u=w NI FT 4T L, BiE=FL—~FH L (1 : 4, BH
) BWBHEE»H3— [6— (83—Zunuy==N) —4—A4JFFH I IN] 7r
EAVEBEAFIL (3. 06 g, WEI 3%) TEEMKRYL L THZ, MR(CDC],)
§: 2.59-2.71(2H, m), 2.93-3.05(2H, m), 3.69(3H, s), 7.36-7.50(2H, m), 7.5
4-7.65(1H, m), 7.69-7.73(1H, m), 8.23(1H, s),
Fhitifl 8 8

3—[6— (3—Zunrrz==)V) —4—AIJFAFHFIN] TrECFVEBEBATF
V(2. 50g) OF FFERurIy (30ml) WRIZ, KRILVA Y TFN
TAI=UA (1. OMAFFUEE, 25ml) 20CTWoL Y LA,
FRT LRI R, NBEWEFIERICEE, FiR—F LTl Lz, B
BT VREIL, BOFI A K THEE. B Mg SO,) %, B L, BE®WETY
RTENIG B 0w NI T 74—, BT —~FY L (21, B
) BHE»E3— [(6— (3—ZupZz=)) —4—AVEAIHYIA] TR
NRy—1—2—n (2. 38g, NFEI5%) #WaMRYE L THE, NMR(CDCL,)
§: 1.39(1H, br s), 1.84-2.00(2H, m), 2.72-2.86(2H, m), 3.66-3.80(2H, m), 7.
38-7.49(2H, m), 7.56-7.68(1H, m), 7.70-7.77(1H, m), 8.23(lH, s),
FEff 8 9

159



10

15

20

25

WO 02/40458 PCT/JP01/10001

5— (1, 83—V VFHRY—)—5—A)) —A—ALIFHYFVV)VAZ)
=V (7. 90g) D=y (150ml) WKIZ, OCTHILFA=1 (4.
Om1l) ZMWHT L%, BET3RMIXRE L, HNREHEEEL, BEDC
FUFE R K E N2, B Vchil L, BEBR=TF VBT, Safnfiik T,
W MgSO,) #%, BEL, BEWEZT Foekr7IY (200ml) B
fEL, ~RUVBRYZFNL (11, 55¢g) , KEBHITPI UL (60%, ik, 2.
85g) BIXUT +Z7EFrr7FY (50ml) ORAMIZOCTTMAE., 0°C
T LERR, o<, BRTRENEBYEE, KNEADEFERICLVEBEL L
%, BRI Tl Uic, BER=F VR, fafafik oo, i Mg SO
2 B BRE LT, BEWE VY ASNAT A uw N T T 4 —IZf L, BT
NV—~FY o (13, FREL) BHE»S, EahbEB, Boh&ah
Kb, 6 FEHE (50m 1) BLUEHR (50m 1) DREMWZSHHERLL,
FINREDEZBE L, BREDIOKENL T, BbhiKafkiesmL, 3~ [5
— (1, 3= VFFI—N—5—AN) —A—AIFTXFHJSUN] TurF
V(7. 36g, WNET78%) 2, TE M —~FFUNoBEfER L, @
R150~151%C,

Efiifl 9 0 |

3— [5— (1, 3—_UY/VFAXY—N—5—A)N) —4—AVFFHY
N Tt o (4. 19¢g)  BH# (0. 1ml) BEXOAFZ/—1 (10
Om1l) OREWE ARFER L, ISRGHEZRMEL, BEBICKkEMZ, B
AT F )L CHIM Lz, BRRT-FVBIL, fafnElik oo, ik Mg SO,) £,
BiE Lo BEWME VI I TN IR0~ NTTT7 40— L, BEBRTFNL—~
X4 (1: 3, AR BHE»53— [6— (1, 3—_UYIFFY—N—
B—AN) —4A—AVZTHFHSVYN] b FrBAFAL (4. 26 g, IWEI
7%) FEARERELTEL, BB FL—~IHU»bE-BR L, a8 4~
8 5C,

FhEf 9 1
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83— [6— (1, 83— Y VFFY—N—5—AN) —4—AIFFHY
N] FabAUBAFAL (2. 70g) DT FZ7E 77y (30ml) BHKIC,
KB A VY TFATNI=TA (1. OMAFVUEK, 25ml) 20CTYD
o Y EMxizth, BRTLIHEANXBRE, RISEAMEHERICES, Hiikx
FIOCHIH L7z, BFR=F R, BAMAHEA T, &% (Mg SO,) %, B
Lic, BREWMEVIATND T A w< NI T 7 4 —IZf L, BT F NV —~FF
(21, &) BHB»63— [6— (1, 3—_U Yy VFFY—n—5—
AN) —4—AIFFFSIN] Frir—1—F—N (2. 33¢g, WEO
6 %) FEOMRERE L THEEL, BR=FL—~ZYUnbBEERE L, A4 5~
46C,
Ehis] 9 2

5— (3—Zmum—4—7irturz=)v) —4d—AIFFPSINRAE ) —)u
(7. 01lg) b=y (100m1) BRIZ, OCTHMLT A=/ (3. 5m
1) 2T L%, ZR T3P ZEYE, RIGEAYEERE L. BEY e
HEKZMZ., BTV Tl U, B VB, SfAlK Clkig., ik
MgSO,) %, BiELE, BEWMET M7 Fr7F2 (100ml) ICEML,
R RITFN (9. 89¢g) ( KFELTRI UL (60%, Mk, 2. 43
g) BEXO7 e Fr77 (50ml) OEBEMIZOCTNAKEE, 0CTL
R, 80T, RIECRES S IRE, FINEAWE FHERIC L 0 B L Lok,
BT F /U CHI U7, BT VREIT, fafnalik o, R Mg SO,) #,
R LT, BEMEVY WAV T AT a~w NI T T 4 —2ft L, BT /L —~
P (1@ 3, AL BHE»L., ERBRDEEL, BbhiEamRYy,
6REHEEE (50m1) BIUFEHE (6 0m 1) ORAWS 5EEMER L. Bt
BEWziiE L., BREBIOKkEMAT, Bbn-RaikR2sML, 8— [6—
(3—Zun—a4—IJiaturyz=i) —4—AVFFHS U] Fuvtt g
(6. 68¢g, INEI8O%) 28, TEI  —~FHUohbBERERELE, BAL
18~119%C,
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FEHif1 9 3

83— [6— (83—Zmu—d4—TnFurd=z=) —4—A4VFFHSINL] 7
nbEAVEE (3. 10g) . BHEE (0. 1ml) BEXURAZ/—/ (100m
1) ORAYE AR Uk, SRAWRERL, BEMCAZNL, Filk=
FOTHIE L, BEETFAREIE, SMAKK T, R Mg S0O,) %, B
Lic, BREWMZV Y AN A a< NI FT 4 — 2L, BEBR=F L —~FY
v (1:3, Ff) BHE»53— [6— (3—ZuE—d4—TAFeTra=
W) —4—AIFFHIN] TubF U BAFL (3. 18g, WK T%) %
HEEMRYD & L&, NMR(CDCL,) 6 @ 2.60-2.72(2H, m), 2.91-3.03(2H, m), 3.
69(3H, s), 7.22-7.33(1H, m), 7.52-7.66(1H, m), 7.74-7.82(1H, m), 8.23(1H,
S)o
FEHi%l 9 4

3— [6— (83—/mu—4—TnFuJdz==)V) —4—AJVFFHSIN] 7
REFVEBATFAL (3. 00g) OFFFeFr7F7 (25ml) WKC, KHE
A TFATAI=TL (1. OMANEYUEK, 25ml) Z20CTWH-L
D eMAl#, BiRT LRI B, KNEAYEFHERICEE, BT
THI Lz, BB FAREIE, SRk oo, #l Mg SO,) %, BELZ,
BEWEY ) I ANT TG NS5 7 4 —Tft L, BEBFIL—~FF

(2 : 1, L) BHHE»H8— [6— (8—Znu—4—7rFuzz=))
—A—AIFHFPIN] FuRr—1—-F— (2. 59¢g, NRI5%) &K
HEmRYE L THB7%z, MR(CDCL,) §: 1.40(1H, br s), 1.82-2.00(2H, m), 2.70-2.
84(2H, m), 3.66-3.78(2H, m), 7.20-7.32(1H, m), 7.55-7.67(1H, m), 7.76-7.84
(IH, m), 8.22(1H, s),
FEHatl 9 5

wRrVBYTFNL (5. 82¢g) DT P RrTTY (40ml) WRIC, X
FET I UL (60%, Mk, 1. 32¢g) ZOCTHAITME 7, 1 05H»
ZEEEE, A—JunAFL—5— (4—/vB—3—=RXFNTx=)N) VT
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XYY = (4. 00¢g) DT+ Fr75y (40ml) WKEZOCTIHTL.
ERT1 5 RHANZRE, JNEBEEWEKICEE, 2HEER CRMEL L%,
HefR = F /L CHIH Ue, BERR=F VI, fafAik coeid. % (Mg SO,) #,
BAE LTz, BEDE6RERR (40ml) BXUEER (6 0m1) DREAWICE
fig L. 8HEFRIINEGEN Lz, RIGRAVMZRMEL, BEMIKEM -, Bbhi
EERSEE AWML, BB, BB FAPLEFERL T3 - [6— (4—Znp—
B—AFNTz==)V) —A—AIFTFHIYN] Tubd U BOEEST ) XA
(2. 56¢g, IE58%) #Hk, AR158~159%C,
FEisl 9 6
3— [6— (4—Zuu—3—RAFVT7z=)V) —4—A4VFHHIN] P
VAVER (1. 80g) AKX /) —/ (50m 1) WIKICHEMEE (1m1) 2z,
1RFRIMEGER L7, ROSBEWERME L, BEDIOKKZES, L3 —
[6— (4A—27Rru—3—RAFNTxz=N) —4—AIFFYY V] Tuvdy
BAFNANOMEREAIBR LI, BT L—~FY o »bERR L, EashRE (1.
72g, WKI1%) &FE, BR60~61TC,
Ehafl 9 7
3— [6— (4—mu—3—RAFNTxz=) —4—AVFXHSIA] Fu
EAVEAFL (L. 20g) OF hFeFuarIy (40ml) @WiKC, AKEL
PAITFANTAI=gN (1. OMMLT UK, 9. 5ml) Z0CTWo<L
D LA, BRTIRHANERE L, KNREWICERRIKEML, i
THEEMEL UTctR, BEM =S/ Chi L7z, BE—FVEIL. ARk Clel, i
B MgSO0,) %, BfELlc, BEWME VY W TNIT AT~ v T T T 4 —i2ft
L. Big—FNV—~FHFr (1 : 1, FHL) BHE»LEDNERE, Bk
FN—~"FHUPoHEHR LT3~ [6— (4—27up—3—AFLT7x=L) —
4 —AVFHFVIN] TaXr—1—F— (78 0meg, K7 2%) OER
ehRBEERE, BR50~51%C,
Kl 9 8
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vRVRYVZFN (2. 89g) OFT FFEFr77y (40ml) WKz, K
FF PV A (60%, M, 655mg) Z0CTRAITMZ, 1 05
SEEEE, 4—nurAFL—5— (2, 5—Yr7uuryzz=N) A F%%
—v (2. 15g) ®FF7e P77y (40ml) WKREZOCTHTL, RA
T1 5N EIERE, FSRADEKICES, 2 HEER I E L%, Bk
TFCTHIM Ui, BRBRTF VI, Ak coag, %k Mg SO0,) %, B
e L7c, BEMZ6RESRR (40m1) BIUOWHR (6 0m 1) DRAMICIFRE
L. SEFRINBGEN L7z, RISEEWEEEL. BEMICKEMZ =, BN %
iR E AL, Btk B FA»bERERL T3 — [6— (2, 5—Y7u
N7 =) —A—AVAFY S IN] FuiUoBoEE T Xh5 (1. 35
g, INE58%) &/, Blm103~104°C,

FEhsl 9 9

3— [56— (2, 6=VY/nuur=z=)V) —4—AVFFF/IUN] Pty
i (800mg) @AF/—/ (30m 1) WIKIZEME (1m1) W&, 16
FIMEGETE L7z, RIGEEWMZIRNE L, REWIKKEEE, BT Tl L
e, BFERTTFIVIEIL, BEREHIK CHE, R Mg SO,) %, BiELz. BEYD
BPVVHTNAT A a~ T FT =it L, B F—~FHr (1 : 9,
BHL) BHE»S, 83— [5— (2, 5—YrZunyz=/) —4—A JFFV
YUN] TuCF U BAT AN EEERRY (500me, INE6 0%) & LTHE,
NMR (CDC1,) & : 2.5-2.85(4H, m), 3.66(3H, s), 7.35-7.5(3H, m), 8.28(1H, s),
#1100

5— (3,4— VA MKV Tzz)) —4A—AIFFHSINAZ)—)L (6. 6
5g) Ohxzr (100m1) WHKIZ, OCTHEF A=/ (3. 1ml) &
TLE#, ZHET3MMMEIRE, RINBEEWE RN L. BEDICEMEEKE
Mz, HgoF L Ui, BER—FBIE, Rk ok, ik Mg S
0,) %, BfELE. BEHEZT 7 far7Y (100ml) ICEML, ~m v
BYxFN (9. 10g) ., AFKELFFIUL (60%, ik, 2. 25g) Bk
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U7 hZeFr77Y (60ml) OREMTOCTIMAKLE, 0°CTLRM, #t
W, B THREDPERE, BONEASWEFERIC L VEERME L L, BT
JUTHI Uz, BEBR—F RN, Safn& ok OO, R Mg SO,) %, BEL
o BEMEL VDTN AT A 0w NI FT7 4 —Zff L, BEETTF L —~FP
(1:3, A BHE» L, EEMRYWERL, GohEamRY., 6T
HWEE (50m 1) BRUOFHE (50m 1) DRAWY SREER L, KINESY
TR L. BREMICKEMA T, BohEafasAML, 83— [6— (3,4~
VANV T z=V) —4A—AYFFHYIN] Tt (7. 36¢g, INE
78%) %, TR —~FHUnoBEREHE L, BUR169~170C,
FEhipl1 01

3— [6—(3,4— VAPV Txz=) —4—AVFXHVIA] Furbts
B (2. 53¢g) ., B (0. I1ml) BXOAF/— (100ml) ORA
Yo ARFRIEIR L7c. BRORREWMERNE L. BREWIIKEMA, BT /L Chil
L7z, BT FAREIE, MK T, mk MgSO,) %, BELE, BE
M YNTNHT hruw T T7T7 44— L. BB FAL—~FF (1:3
AR BWHE»PH8— [6— (3,4— VA PFVT==0) —4—AVFFYY
UN] FubAr@BAFL (2. 58¢g, WEI 7% FEAHERE LTEL, B
BerF N —~F Y P OERERE Lz, BlR6 8~6 9,
Efif102

83— [56— (3,4— VAV Txzz=)V) —4—AVFHFH U] Fur’d
MAFNL (1. 70g) OFFFeRFr77Y (20ml) WKZ, KKRLIAY
TFATNHI=TA (1. OMAFVUEIK, 15ml) Z20CTW-L Y &Mz
Teth, BRT1IREPEBEE ., GREMERERICES, BB L CHHL
lz. BERTF/VIEIZ, FEFNEEAK T, ®lk Mg SO,) %, BELE, BEY
EVIANTNAT A 0w NI T T 4 —2f L, BB F L —~FH L (21,
BREE) BHE»D8— [6— (3,4— VA ST Tz=)) —4—AVFFHY
UN] Fanlr—1—F—n (1. 26g, NE82%) 2EAKKEE L THEEL
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FEER = F N —~F Y h OB L. BlR55~56%C,
i1 0 3 |

< VBRYTFNL (10, 3g) DT FTFEFr7FY (80m 1) BWHIZ, K
RIELTRYU DA (60%, MMk, 2. 34¢g) ZOCTHRAICMZTZ, 1 0545RA
EFEE-HB, 4— 7 RrAFNL—5— (4—AFNFFT7=2=)0) L IFHTY —
M (7. 00g) OT+Z7e RT3 (70ml) HREZOCTHTFL, ZERT
8 R B2, FUNRAMEKICHEE, 2HEHEB CBEL Lok, Fig— T
JUTHIH Uz, BRB= T VREIE, SRk Coiig, ok Mg SO,) %, BREL
T, BEDZ6HEERE (50m1) BXUERE: (100m 1) OBEAVICEMEL.
5 BERIIEGERE Uiz, RIGEEWEEE L, BEWCkEMZ, 83— [6— (4—
AFNFFTz=)V) —4—A VARV I N] Fub’d rBoEaiEs (4. 6
8 g, MHE6 1%) 2/, BicFiL—A Y LT —F A0 bE R L THE
A7) RAFERE, BR124~125%C,
EhEfl 1 0 4

83— [6— (4—RAFAFFTxz=) —4—A JVFXHVIN] FrF g
(3. 70g) ®AF/—)L (100m 1) FRICIEHE (1m1) 2z, 16
BINEGERE L, RINEAYDZBME L. BREMIOKKREEE, HfTliLe3— [5—
(A—AFNFATz=l) —4—A VAPV I N] FrbFUBAFAORER
EAR LT, BERTFNL—A Y e AT —F b ERRE L. EETY X5
(3. 60g, INFE9I2%) H%, @RS 7~58%7C,
FEhaf1 05

83— [6— (4=AFANFFTz==N) —A—AIAFFVIN] Favt @
AFN (1. 60g) 7T FZ7eRr77 (60ml) BWIIZ, KRYA YT
FATNVI=0A (0. 95MMV VK, 15, 2ml) Z0CTWYW-L V&
M 7-1%, FRT1HEM»EEEE, KISEEYEFERICES. B Chb
H L7, B VEid, Sk o, mik MegSO,) %, Bl &
BWaE VNS hrus I 7 4—=cffL, T Yy—~FP (1: 1,
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BREL) BHErLEONERE. BT —~F T b/ /fERALT, 3—
[6— (A—AFNTFFT7z=N) —4—AFFFSIN] Tav—1—F—
NWEEETY) ALERE (1. 36g, I[WEIS5%) L LTHE, BA54~55C,
EHif 106
83— [6— (A—AFNFFTxz=)) —4—AVFFYVIN] Tur—1
—A—/A (500mg) O7 7 FurJy (30ml) WRIZ, m—2unif
REEHR (87 0mg) 20CTHRAIIMALE., BRTIRMANXREE, KK
BAWEXKICEE, BTV Tl Lz, BB F AR, sk coiig.,
iR Mg SO, %, RELEZ, BEMEL VISV TAIu~w T 74—
L, 7 b=ty (11, &8k BHEPL, 83— [6— (4—XF
WRAVIRZ)WV T 2 =)v) —4—A AW U] TuXr—1—F— 1Ok
(480mg, WKB5%) 2/, FHRTFN—A VTR ENLT—F V)L ERE
i L CEASRREEZHE, #iR1256~126%C,
FEHaf 10 7
83— [6— (4—AFNFAFT==N) —4—AVFFHYIN] FTuXr—1
—F—n (900mg) OT7EF=FI (20m]) BEEIZ, m—27 2 iBRE
B (750mg) # 0 CTRAICMATE, BIRTI1EM»XEYE, KNEA
W oKKICE S, BERTF - ChHI L7z, BEBR— VI, ARfREK Tk, &
B MgSO,) #%. BiELE, BEWEL ISV T A u~ NI TFT7 4 —2f
L. 7B hy—~FH¥r (21, B BHE»S, 3— [6— (4—XF
ANVT L ZNT 2=)) —4—A IAFFSIN] Fusv—1—F— 1O
(390mg, INE4L1%) 2/, BB FN—VF LTI bERREL
TEET Y A LF L/, BART3~74%C,
Ehafl1 0 8
5— (4—mun—3—IAFarz==)V) —A—AIVFSFSYNVAK ) —)
(7. 80g) iz (150ml) WKIZ, OCTHLF A=/ (4. Om
1) 2T L%, BRET3HMM»EREE, RINEAWEIERE L., REWIAR
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HEKZMA, BHR=F/VCHIH U, FER-FAREIL, SOfaiEk coig,
MgS0,) %, BfEL~, BEYWET S FrrJ> (150ml) WHEML,
<uUBYTFN (10. 98¢g)  KBLFMITL (60%., Mk, 2. 71
g) BXUOTF e Fnroy (50ml) ORAMIZOCTMZ#E, 0CT1
Ffi], HEV T, BB TREPERE T, GBSV EREBRC XV EBIEL Lk,
HEg =L CHIE U7z, BER—FVBIE, fafAfik Cod, Bk Mg SO,) #.
B L, BEMEZV Y DEANI T A< 57 4 —icft L, Bz FL—a~
¥ (1: 3, B BHEH»S, EEMRYE G, BbhE&aiiky.,
6HEHEE (50m 1) BIUFME (50m 1) OBEAWE 5EMBRKLE. Bk
BeWzEE L. WK EMA T, /b EBEHEREEZA ML, 3— [5—
(4—7uon—3—JrFurzz=l) —4—A4 2FFH I N] Fuvtom
(7. 20g, WRT78%) 2B/, T,/ —~FHUPbERKR L, AUSL
39~140°C,
EhFl 109

3— [6— (4—/mu—3—Jrturdz==N) —4—AIFFVSIN] 7
REAVEE (5. 08¢g) . BEE (0. I1ml) BIXUOAF/—/ (100m
1) DREWZ ARRMER L, RINEAMEENEL. BEWOKEML., BB
FATHIM LT, BRcFARBIE, BMAHEAK TS, i MgsS0,) %, B
Lz, BEWMZEL VD TANAT b7a~ N 57 4 —ift L, BT L—~H
v (1:3, £l BHB»H3— [6— (4—/er—3—Tndnr=z=
W) —A4—AIVFHFIN] FubFUmAFL (5. 25¢g, [REISW) &
mefEm e LTHR, BT — 3P bk L, K5 3~547C,
Ehaf 110

3—[6— (4—Zun—-3—Iitur==/N) —4—AVFFHSIN] 7
REAVBAFN (3. 80g) OF FFeFr7T7Y (30ml) BWKIZ, KE
b4 TIFATAI=TN (1. OMAFV VTR, 25ml1) 20CTHoL
DMz iztt, BETIREA IR, RIGEEGVEFERICER, BT
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THiH L7z, BEER= T VI, SAFREK T, MR MgSO,) %, BEL~-,
BEBWMEVIATNIT AT v NS TFT7 4 =2 L, R F NV —~FP

(2 :1, ML) AHE»S53— [6— (4—Zup—3—7)Fur==/)
— A=A VFFFSYN] Funvr—1—F— (2. 7T9g, WK 4%) »&
GfEm e LTk, BT — X ool L, @A51~527C,
FEhfl1 11

83— (8, 4—v7unJZ=z=N) —4—AIVFFPSYINVRAZ)—L (5. 5
Og) bz (50ml) WRIZ., 0OCTHILFA=1 (2. 5ml) ZHT
L7ctk, IR T3IMMANXIREL, KRGV ERGE L. BEYICSMEEKZM
. WERTFVCHIH U7, BT VBIE, SRRk Coid, R (Mg SO
2) B, BMELc, BEWZET M7 Fur7y (100m 1) [TEML, <o B
VxFu (7. 21g)  KFELFTFITUA (60%, Mk, 1. 79g) BIW
ThoeFrI75Y (50ml) DEAMZOCTHAHE. 0°CTLRM, fitw
T, BRTRENEEE, JSESWERERCIVEBELE L%, BT
THIH U7c, BB AR, Sfak e, i MegS0,) #%. BELE.
BEWMEL Y ATNAZ DI 0 T T 74— L, BT —~FH
(1:3, B FHE»6, EEMRDERLZ, BohEAHRY, 6 K1E
HEE (50ml) BLUE® (50m 1) ORAYE SKHBRK L, KSEAY
ZIEAE L. BREWICKENX T, BbhBafREsAmL, 3— [3— (3, 4
—Vrunro=) —4—AJFHYS U] Furd o (5. 09 g, IR
79%) BBL, T b—~FF b ERES L, BUE181~18 2T,
Ehafll 1 2

3—[383— (38, 4—VZunT==N) —4—AIVFFFI Y] Tuttr
B (3. 03g) . BFE (0. 1ml) BIXUOAZ/— (100m 1) OEA
W% A BFHRTG L7z, BIGREWMERE L, BEYIOKEMZ, Filg—F L ol
L7e, BRRTF AR, SAFNAHK CURE, #l Mg SO,) %, Bl BE
MeEs DB TNDTrru<x T 574 =L, BTV ~—~FH (1: 3,
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AR WHE»S3— [3— (3, 4—Yruuryx=)\) —4—AVFFHY
UN] FaeABAFA (3. 15g, INFEI 9%) ZEERKERL LTHL, B
BT F )V —~FY D ERE L, BR87~88%C,
FEhwf 11 3
3— [83— (3, 4a—Vruuy=z=)V) —4—A4YFTFHSIN] Favr'Fy
BAFN (2. 40g) OF 7 Fr75 (30ml) BWRIZ. KELYAY
TFATNAI=T A (1. OMANFHUEIKR, 20ml) 20CTWoL D &Mz
7etd. BRT1IRENEXRE T, RONEGY 2 FEBICET, Bil—F A CHl L
Teo BT FIEIT, AURAEAK TR, Wk Mg SO,) %, BiELz., BREY
BV IT A uw v TT7 4 —Tft L, B FL—~FY s (21,
KEEL) BHEMNS3— [3— (3, 4—YZunryz=)) —4—4IF %%/
U] FanRv—1—3—) (2. 06g, K9 5%) ZAFEHLE LB,
B T F )V — T U b FieE Lo, BR6 2~6 37T,
EREfl 1 1 4
3— (8—=Zuu—4—TJprdurdz=)V) —4—A4IFXFFSINAZ ) —)L
(6. 60g) A=y (75m]) BWKIZ., OCTHMIFA=/1 (3. 5m
1) 2T Lk, BIRCTIRKENXREE, KINESYEEME L. BEYIcAaF
EEAKZMZ., BT ACHiH L7, BERF AL, AR g, g
MgSO0,) %, BfeLri, BEWET 7 RFr7FY (100m1) [THML,
YRV FN (9. 31lg) . KFLTFIUA (60%, ik, 2. 30
g) BIUOF FSekFursy (50ml) DEAMICOCTMEZEHE, 0CT1
el e T, BRTRE»ERE, RSEESWEHEBRIC L D BEL Lick,
B —F VT U, BT VEIL, SRRk O, BB Mg SO0,) #%,
B Lz, BEWEL IV AFNVAZ A n~ NS F5T7 4 —2ft L, BlR=TF /L —~
Y2 (1 : 3, FEEL) BHE»S. BalRYE2EL, Bbhi-BalRYy,
6HEER (50ml) BXUERE (50m 1) ORASWE 5EEEHELE, KIS
BEWMERNE L, BEhokENML. Bbh=EafkmRESML, 3— [3—
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(83—mp—4—TINFuTdz=)l) —4A—A AV IN] e’ s g
(5. 71lg, WET7 3%) 2/, TP —~FPo»bERKNLE, BlAL
40~141%C,
Ehifl1 15

83— [83— (83—/nmuun—4—uiridnurz=)v) —4—A4 T IN] 7
obF U (4. 34¢g) . BHEE (0. 1ml) BXOAFZ /=1 (100m
1) DREWE 4ARHRER Lz, FJONBAEW IR L. REMITKEML, Bilgx
FATHIM L7z, BigcF/VBIE, ek cod, mif Mg SO0,) %, BiE
L, BBV ATN AT AIa<w v TF7 4 —2ft L, BERTF )L —~FY
¥ (1 : 3, KL BHE»S53— [3— (3—Zup—4—7rFurz=
V) —A—A VIS I N] FabF U AFr (4. 39g, NEIE6Y%) *
EOMSRL L TR, BTl —~FTFUnbEERLEZ, AN39~407C,
FHEFI 1 1 6

83— [3— (83—Zunr—4—TrFuld==)V) —4—AIVFFHJSIN] 7
BEFCBAFN (B3, 50g) DF T RrYTIy (50m ) BRI, K&
XA TFATAI=0 5 (1. OMAFH R, 30ml) #20CTTH-<
D ez, BETLRENEBEE, JSNEAYEHEBRICESE, BT
THIH L7z, BT VI, SRRk o, Rk (Mg SO,) %, BB L.,
BEMEL Y DENIST AT aw NS T T 4—I2f L, BEBTF L —~FHP

(2 : 1, FL) WHEP53— [3— (3—Zuu—4—70Fn7==)l)
—4—AVFXVYIN] Tunr—1—F—) (2. 89¢g, WK 2%) %&
MR & L7z, WR(CDCL,) 6 1.30 (1H, t, J=5.2 Hz), 1.74-1.94(2H, m), 2.6
2-2.74(2H, m), 3.64-3.76(2H, m), 7.18-7.31(1H, m), 7.50-7.60(1H, m), 7.74(1
H, dd, J=2.2, 7.0 Hz), 8.29(1H, s),
SEhEF 1 17

83— (4—Zun—38—uAturdz=N) —4—AIFFHFSIARAE )—I
(9. 04g) Oz (100m]) WKIZ, OCTHILFA=/1 (4. 5m
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1) 2T L%k, BRCIRMMEEYZ, KIGESWEIENE L. ZEWic i
HEKEMA, BRcFUCHIM U, BT VRI, Sk ook, ik
(Mg SO,) %, BifL/. BEWET o Fer7 (100ml) &ML,
vRVBYITFNL (L2, 75g) ( ARELTPIVA (60%, i 3. 15
g) BXOTrFe k77 (50ml) OBAWZOCTMAZE, 0CTL
BrfHl, fe T, BRTREPERER, RINEEWERERIC L0 B Lz,
HE—F LTI Lz, BRR—T VBIs, S8k cuiif, %k (Mg S0O,) #%.
W LT, BEMEV I DA T AT uw N5 T 4 —iof L, BB F L —~
I (13, BFHEL) BHB»L, BEMRDERZ, &by,
6HEEE (50ml) BLUWEEE (50m 1) OREAME SRR LZ, Bk
BAMEEGE L, BEMICKEMZ -, BohiBaEREeslRL, 3— [3—
(4d—//mnnun—3—IiriFndz==jv) —A4A—AVFF U] Tuvd g
(7. 72¢g, WWRT7 2%) 2/, 7TEF S —~FHUoPLERER L, BlAL
48~149%C,
Ehuafl1 1 8

3— [83— (4—Vnuvu—3—7ridurz=l) —4A—AYFHHSIN] 7
rEAVE (5. 00g) . BHEE (0. 1ml) BXOAF/—/ (100m
1) DREWE 4ARHEERK Lz, FONESMEZENE L, BEWIOKEML, Bl
FOCHIE Ui, BER=F/VRBIL, SIRAHA CHg, R (Mg SO,) %, Wi
Lz, BEBWMEL YTV T A< N T T 4 —2ff L, BRI —~FH
v (1 : 3, &) BWHE»S3— [3— (4—rrr—3—7Adn7==
W) —4—AIFFYSIN] Terdr@BAFi (5. 01 g, INEKIG6%) %
AR LTHEL, BRI FN—~FP o noERE L. BlR57~58%C,
FEhafi1 19

83— [83— 4—mu—3—InFurz=)N) —4—AYFFHSIN] S
REAFEBAFIL (8. 69g) OF b Rr7Iy (30ml) WK, A%
B4 TFATHI=TA (L. OMAFY UK, 30ml) Z20CTWoL
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D EMAT B, BET LA BEE:, JONBEESWEFERICHEE, FiloT L
THIH Uz, BEBRFAVEIE, SRk Tk, B MgSO0,) #%., BELE,
BEMEL VATV TAIa~ NTFT7 4 =2t L, BiRTF L —~FY

(2 : 1, B BHE»3— [3— (4—Zunr—3—IAFr7z=))
—4—AIFHFYIN] Tur—1—F— (3. 06¢g, WL 2%) &
i L LT, BB F L —~FY o oEkE L, BN 54~55C,
EhfFl1 2 0

3— [6— (4—APFVTz=)V) —4A—AVFH V] Tt @B
(2. 75¢g) ., B (0. 1m1) BLUAZ =L (100m 1) DERAY
Z ARFIER Llc, PJONEEWEZRE L. REWoKkEmz, BT chbL
Teo BREATFVREIL, SOMMEHDIK TN, R Mg SO,) %, B Lz, REY
2V ATNIT IR NI TT 4= L, BT F A —~FH (1 3,
BIEL) BHE»63— [6— (4—A MFvT==)l) —4—AFFFYY
W] TaeF U BAFL (2. T6g, WEIS5%) REAHMRYE LTELZ, MR
(CDC1,) & :2.58-2.70(2H, m), 2.92-3.04(2H, m), 3.68(3H, s), 3.87(3H, s), 6.9
6-7.06(2H, m), 7.59-7.69(2H, m), 8.18(IH, s),
EMpI1L 21

83— [6— (4=RA R FVTz=V) —4—AVZTHFHSIN] o F oA
Fn (2. 50g) OF I rr75y (20ml) WKRC, KRLVA Y TF
ATNVRI=TA (1. OMAFVTUEIK, 20ml) 20CTOoLK D ez,
EE T 1R EREE, KINEEWEFERICEE, BT L Cbl L, B
e FIVEIL. ARk Crg. B MgSO0,) %, BiELE. BEBETY
BTNAZE7 0= b TF7 41— L. BBE=FA—~FF> (2 : 1, B
) BHE»S 38— [6— (44— A XV Txz=V) —4—AYFHFTVIN] S
aRy—1—F—N (2. 03¢, WL 1%) ZEARREYL LTEL, NMR(CDC
1,) 6 :1.82-1,98(2H, m), 2.70-2.82(2H, m), 3.66-3.78(2H, m), 3.86(3H, s), 6.
95-7. 06 (2H, m), 7.62-7.73(2H, m), 8.18(1H, s),
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Ehfl 1 2 2
83— [6— (A—AFNTz=N) —4—AVAFPYIN] ot (4.
00g) . BHEE (2m1) BI®AFZ /) — (80m 1) DEEWE 1 EERR
LTz, RINEEWZIE L, BEWCOKEMA., BeoF /L CHil Lk, Bt
VB, BERAHK COE, HlR (Mg SO,) %, B L, BEWEVI LI
HIhuw NI TT 4 - L, BRI FA—~F Y2 (107, BN BH
BrH3— [6— (A—RAFNANTz=N) —4—A VAV IA] ot Uik
AFN (3. 35¢g, IWETI9%) ZEaHRY L LTH-, WMR(CDCI,) § : 2.41(3
H, s), 2.63(2H, t, J=7.5 Hz), 2.99(2H, t, J=7.5 Hz), 3.68(3H, s), 7.30(2H,
d, J=8 Hz), 7.59 (2H, d, J=8 Hz), 8.20(1H, s),
Ehifl 1 2 3
<asBYTFN (3. 55¢g) OFFFeERRTTZ (50ml) WKIC, K
RILTHFIDUA (60%., MIE., 710mg) ZO0CTHRAIZMA T, 1 0H»
EREEER, 4— v AFL—5— (4, 5—YrZ7un—2—Fx=)\N) A VF
FHY—/ (2. 38g) OF b7 Frr7F7 (50ml) WiKEZOCTHT L.
BRT1 5HHNEBRE, RIGBEAEWEKIZEE, 2 EER T Lk,
Hilg = THAM L7z, BEBR—FVIEIL, fafn Sk oo, i Mg SO,) #%.
BRE L, BEDZ 6 HEEE (60m 1) BLOEE (90m 1) OREWICE
fE L, SEFRIMBER L7z, FUNBAWZIRME L., BREWITkEMz, 83— [5—
(4, 5—V/uu—2—Fx=pN) —4—AVFXFSIYN] FuttrBmol
ki (2. 04g, KT 9%) 2Bk, BFBRTFN—~IFUPLERRLT
BET YA LEER, BiR142~143C,
Eiafl1 2 4
83— [6— (4, 65—V /umu—2—Fx=)) —4—AVFXHV I ] T
EAVEE (1. 60g) OAX/— (30m 1) WKICERME (1m1) &z,
1 R ETINEGERE L. RONEAMZEME L, BREWOOKERE, Bt~ F /L i
MU, B VB, fafaifik oo, ik Mg SO,) %, BiELi, &
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EME YW TN I T BT u< N T T 44— L, Bl TF—~FH L (1
7, B BHEBMAS3— [6— (4, 5—YZun—2—Fx=)l) —4—A
VAXPSUN] FubFoBAFAORE (1. 34g, INKS0%) 2B,
VEFNT—FN—~FT PO EFR L. BasHREE2E, BlA49~50C,
Ehifl L 2 5

3— (83—JuE—4—InrFurdz==)V) —4—A VTP S VNRAEZ ) —)L
(6. 79¢g) OFAzy (50m 1) WL, OCTHILFH=A (3. Om

1) 2T L%, SR TIREMNEEEL, LINEAWEZERE L. BREMICHm
HEKEZMZ, BTV CcHil U, BT B, Sk ok, ik
Mg SO, #%, EELE, BEWET FJEFe75y (100ml) ICRML,
v BRYFL (8. 11g) ., KRBT IIUA (60%, Mk, 2. 00
g) BLOF FoeFur7y (50ml) OBAMICOCTMRZ#E, 0CT1
Brfl e T, BRTREPZIRE ., RONEEWZ FEIRIC X0 EREL Lz,
HefR—F )V CHI L7, BB FAEIL, fafnAiik Ckl, %% (Mg SO,) &,
RHE LT, BBMET YW TNRT Soa< b5 74— L, BEETF L —~
FHv (1 : 3, B BHE» O, EAHRRMERL. & ohzEaRY.
6HEERR (50m1) BLUENE (50m 1) OBEAWE 5REIRELE, Kb
BEWERMEL. BEWIKEMZ 72, Boh-BafhzAmML, 3— [3—
(3—FaE—4—TNAnTz=l) —4d—A VFFVSIN] Fubt g
(6. 33¢g, WMES81%) /B, TR M —~FYTUPObE/ERLE, @AL
51~152%C,
FEhpl 1l 2 6

3— [83— (3—TuE—4—I)Furyz==N) —4—AYFHHIS U] 7
REAUEE (3. 15g) « B (0. 1ml) BE®AF/—L (100m

1) OBEEWE ARHERR L. BUNESYZ G L. BREBTKkEmML, Bigr
FATHIH L7, BER—F VIR, fafnfiik ok, 8 Mg SO,) %, B
Lz, BEMELYIANIT AT u~w N TFT7 4= L, B FL—~FH
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v (13, #ft) BHEE»53— [3— (3—7rE—4—TIAFdrTz=
W) —4—AIJFFYFVSIN] FurFoBmAFL (3. 11g, WEISE%) *
WO L LTBL, BTV —~JY U bERE L, BS57~58%C,
Ehafl 1 2 7

3— [3— (83—TmE—4—TNFardz=)\) —4—AIFFHSIN] 7
REFVEBAFA (1. 68g) D7 M7 Fr77y (20ml) WRIZ, KE
BPATFATAI=TA (1. OMAFY UK, 15ml) Z20CTho<L
D LMz, FRTIESXREE, HNEANEFERICES, BT
CHIM L7z, BERT VB, MRAMA TS, B (Mg SO,) %, BRELE,
BEWE Y IFNVET AT a~w NP5 T 4 —of L, B F L — Y

(2 : 1, &) BHE»S3— [3— (3—FuE—4—IArFur==N)
—A—AVFFFSIA] Fur—1—F— (1. 49¢g, WK T%) »iE
afEih & LTHk, BTN —~F P nbERR LA, MR40~417C,
£l 1 2 8

5— (3—7ue—4—IiFurz=l) —4—A2FHPFSYNAT ) —)L
(6. 49g) Oy (100m1) BWKIZ, OCTHILFA=/ (2. 6m
1) 2T L%, BRTIFMIXIBEYE, KNEAYEENE L. HED R
HEKEMZ, BT/ CHiH L7, B BiE, fafnRifik T, Hik
MgSO0,) %, BfiLl, BEWET o777y (100ml) AL,
~urBYFN (7. 65g) AKREFTIIUA (60%, itk 1. 87
g) BXOF roeFursy (50ml) OEAMICOCTNAZLZE, 0CT1
RREl, e T, BRTREANEIRE ., NEAYEFEBRIZ XY BiEL L,
BEEA TV CHEM U7, BRR=F/VREIL, fafBlk Coag, %8 MegSO,) #%.
B Uiz, BEWE VAN DT A 0= NI 57 40— L, BT —~
¥ (1 : 3, ML) BHE» L, BERRYESL, Bbhi-BahRY,
6HEERE (50ml) BXUEHE (50m 1) ORAWE 5ERIBR L, Kb
BEWMZRG L, BREDCKEMAT, BohEafkEEARL, 3— [5—
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(83—Tut—4—IrFaTz=)V) —4—A VAPV U] Tt mig
(5. 06¢g, K6 T7%) 2B, TErr—~FHohbEEELE, BUSL
36~137%C,
EiEFI L 2 9

3— [6— (83— uE—4—undurz==)) —4—AIFZHSIN] 7
REAVEE (2. 38¢g) . BHEE (0. 1ml) BEXTAF/—L (100m
1) DEEWME ARMBER L, JONEEWERE L. BREWKEMNL, Bl
FATHE Ui, BT LRI, Ak Clg, %k Mg S0O,) #%, 1B
L, BEMEV Y AFNA T Aru~ NI 57 40—t L, BEBR=FIL—~FY
> (1 : 3, ARl BHE»63— [6— (83— uE—4—Trdnr=z=
W) —4—AVFFYFIN] FubF U @gAFL (2. 39¢g, REI6%) #
fEEIRY & L TE 7, NMR(CDCL,) § :2.60-2. 71(2H, m), 2.91-3.03(2H, m), 3.69
(3, s), 7.18-7.32(1H, m), 7.60-7.70(1H, m), 7.94(1H, dd, J=2.2, 6.2 Hz), 8.
23(1H, ),
EhiBl1 3 0

83— [6— (83— mE—4—TIrFnTdz=)) —4—AIFFHSIN] 7
REAVEBAFNA (1. 43¢g) OFFZeFurr7Jy (20ml) WK, kE
EPA Y TFATAI=TA (1. OMAFHURE, 10ml) Z20CTH-L
D AT, BRT1RH»EBREE, RNEEWEFERICEE, T
THIH L7z, BRI UBIE, SRRk CUR. Wik (Mg SO,) %, B L7
BEWE Y ITNISAra< NS5 T 40— L, B — A~
(2.1, AR BHE»D3— [6— (3—7mE—4—TFnT =)L)
—4—AIVFXFFSIN] Tuy—1—F—n (1. 11g, WEE5%) »iE
i e L TR, BT —~FF 0 bEME L, BlR57~58C,
EiEF 1 3 1

5— (4—Tx=NTz=)v) —4—AJFXESIRF =0 (7. 11
g) Orxy (200ml) WHIZ, OCTHILF A=/ (3. 10m1) %
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TLth, BRT3IMRHIEBEL, RNEAYZERE L. BEMICHEEEKE
Mz, BeR=FACHIl L7z, BER=F VBT, Safnesfiok o, %k (Mg S
O,) %, BiL7z, BEWE7 F 7t Fur7y (100ml) IZEEL, vry»
By—FN (9. 07¢g) . KFETMIUA (60%., HiE, 2. 22¢g) B&X
C7 hoebtrr77y (60ml) OEAWCZOTCTTMRE, 0°CT1RH, i
WT, BlRTRE»EBEE, JOGBAWERERIC L VBEL LR, BT
JUTHI Uiz, ERER— VI, fafn A dk THal, % Mg SO,) %, BiEL
oo BEMEV I I IND TR u~w N5 74— L, BilgFN—~FH
(1: 3, AL BEE»L, EBamRYEZEL, BOohEAIRRY. 68E
Hl (70m1) BLUOEEEE (70ml) OREWME 5EEHER L. RIGREY
ZEME L, BREDICOKEN X, SbhicEefREAML, 3— [5— (4—7
ZZAT2Z)) —4—AVFFHSIN] FurF @ (6. 30g, KT
6 %) iz, BT FL—~FHPLERERLE, BlR94~95%C,
1 3 2

83— [6— 4—T=xz=NTx=) —4—AVFHHYIUNL] Tat g
(6. 00¢g) . Wi (0. 1ml) BIUPAZ/—/L (100ml) OEEY
# ARSHIRE L. FONEEMZRE L. BEBYOKEMA, BT A CHli L
oo BEER=FIVIEIL, SEMMEEK TUEE, HR Mg SO,) &, RML. BREYD
BEVIATNDT AT aw NI T T 4 —Zf L, BT —~FHr (1 3,
AR WHEPE 3 — [6— (4—T==AT==L) —4d—A VFEFY Y
W] FeveF U BAFL (5. 91 g, NWKI4%) 2ERGEE LTHEL, Fim
TF N —~F T b Efmm L7, BlR103~104%C,
FEhufl1 3 3

3— [6— (4—T==nNTxz=)V) —4—AVFIFTY VL] et @A
F (1. 00g) DFFFe Rursy (26ml) BRIZ, KFELDA Y TF
NWNTFVI=h (1. OMATHUEIK, 8. Oml) ZOCTww-L Y iz
%, BRTLRFHA»EEE. ONEAWEFERICES, B F /L CHil L7,
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Hig = F VBT, K TURE,. B Mg SO,) %, BMELE, BREBEY
VAT TAIa~w b T7 40— L, BERTTFV—~FTr (21, FH
) BHENS3— [6— (4—Tx=ATx=l) —4—AVFFF S IN] 7
aNRy—1—F—n (0. 656¢g, K7 2%) 2WEM/EBL LTHL, BT
Fro—~FF U NLHEER L, BR94~95%C,
EEH 1 3 4

3— [6— (83—TuE—4—/nuryz==)l) —4—AFFHYI)N] S
AU (2. 7T4g) . BEE (0. 2m1) BEIOAZ/— (100m1)
DIREW % AWRRIER L, BUNESWE RN L, BREBIIKEM X, BT
THIH L7, BTV id, iRtk oo, % MgSO,) %, EBELA,
BEWEY I DTN T A ax NTFT7 4= L, Bilg=Fr—~FP
(1:3, F#k) BHE»S3— [6— (83— mrE—4—Zunry==,) —
A=A VAR IYN] TabEd U @BAFL (2. 22g, WET8%) LEATK
e LTHBE, BTV —~XF U pbEER L, @R54~55%C,
a1 3 5

4—T I ) RUPNLVRAR B cF) (0. 58g) . 3— (83—AFN—5
— T 2= N—A—AVFFHYIN) FubF U (0. 50g) , 1—k Rk
y—1H—1, 2, 3—RUVRIT7Y—n - Kfp (0. 37¢g) | HE1—=
FN—8—= (3—VRAFATI /)Tt N) IVEPAIR (0. 46g) BLW
N, N=UVRAFNUFENVATIR (15ml) ORAWERRTHRENPEER, K
JNREMEAKCEE | BT F VTR U, B VB, W, fafEy
Ky BT, BEFREIK ORI, ol Mg SO,) %, BiELZ, BEMEY I D
TNAT A TT 74— L, BER—FA—~FF (11, )
BEHENPON— (4 —VFNBAR) AFAT =) —3— (3—AFN—5
—~ T 2= NV—A—AIFFHYIN) FabF IR (0. 87g, INZES
8%) FIEAFKERL L THBE, BB F L —~IH U noERE L, BlR114
~115%C,
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Efifl1 3 6

3—AFN—B—T 2= A FXTS V=4 —ANVETLTER (4. 94
g) . PZFNRRR/BEETFIL (6. 53 g) BLUN, N—IURAFRLA
TIF (70m1l) DREAWIZ, OCTKRRILT NI UL (6 0%, ik, 1. 1
3g) ZMA, FRTINMNPZRE, RINEEWEFEBICEE, BTV
THIH U7e, BRB—F AR, ffiRdk Cotid. % (Mg SO,) %, BEL-.
BEME )TN FZ AT a~ b TT7 426t L, BEBRTF L —~FY
(1: 4, AL BHB»DHEAMRYZEL, Bbh-BalikY, 2HEH
B (50ml) BLOEHEE (50m 1) ORAYME SEMBERLE. KnEAYE
Wi L. REWCKENA T, BonEafEREA ML, (E) —3— (3—X
FN—5—Tx=)l—A4—AVFXFSIN) FuXEg (4. 02g, K9
3%) BBz, BTN —~FVUNOEREHBLEZ, BR173~174C,
Eiaml 1 3 7

A—T X )BREHAFN (0. 30g) ., (E) —3— (3—AFNL—5—7
2= N—A—AVFFFVYN) a2 (0. 85g) . 1—bRaki—1
H—1, 2, 3—N“/‘/"FDT‘/“~/1/-3‘<%;|% (0. 27¢) . Hfg1—xFN—
3— (B3—VAFATI/)TeEN) AIVAIPAIFR (0. 35g) BION, N
—VAFABRNLT IR (15ml) ORGYEBR TRENISEYZ, SRS
WaKICES, BRTFVCHIH L, BT VI, ikl fafmEE A,
W, ffnRik O, MR Mg SO,) %, BELEL, BEWELY IFVD
Fhym<w N5 T 4 =ML, BT A —~FTY2 (1 : 1, FEL) BEHE
nH (E) —N— (4— A FFIHINR=NT2=)0) —3— (83— AF)—5—
Tzo)b—A4—AFFHYIN) FuXrFTIR (0. 51g, IRELI2Y%) %
EGEmL LTEL, BB FL -~ hoBEER L, A1 74~17
5C,
EiE%i1 3 8

A—T2) 7z VEEFL (1. 11g) . (E) —3— (3—AF)L—5
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— T2 )—A4—AVFFYVI)N) Furg (0. 95g)  1—k Fuexd
—1H-1, 2, 3—_UYV L NIT7Y—v-Kfm (0. 75¢g) . HE1—=F
N—=38—= (B3=VAFATI/)Fabtn) AAVEPALIF (0. 91g) BLUN,
N—VRXRFNEVLETIF (20ml) OREAYEZBR CRENEZEYL, R
SR KCEE, BT v o Lic, BT AEIk, A, fafmEEK,
BENT, SFIAEHDK THEE. W Mg SO,) &, BEL, BEWME I TN
AT7ho0v NTTT7 4= L, BT —~FF 2 (1 1, FfEL) Bl
Wb (E) —N— (A= bR VINRZAAFLT==L) —3— (3—RAF
V—5—Tz=b—4—AIVAXHPSYN) FTu7IF (1. 82¢g, [MRY
7%) FEARERL LB, BB FL—~IFUpoBERE L, BR164
~165%C,
HEhf 1 3 9

A—T I ) RCUAVRARVBYTFL (0. 43g) . (E) —3— (3—3
FN—5—Tz=p—4—A IFFYPIN) FuXo@ (0. 50g) . 1—E
Fe¥y—1H—~1, 2, 3—_XUYJMNUTY—-Kf¥ (0. 38g) | g
1—x2FN—8— (8—=TAFATI/) I rbtN) INVAPALIR (0. 45¢g)
BLUN, N=VRAFARVALATIFN (15ml) OEAWEERTRENXEE
oo RIGRAWMEKICEE, BT/ o L, Bl VB, Ak, f
TEEK, VT, MK THESE, ER Mg SO,) #®, RIELE, REYZ
VIATNIT AT v v T TT 4=, BT A—~FY (11, B
&) BHE»S (BE) —N— (A—VFARABR AF VT z=)v) —3—
(B=—AFN—B5—Txz=—A4—A TP IN) FuaXr7IR (0. 71
g, WNEB 3%) WAL LTRE, BHR=F/V—~FTF 05k LT,
AE155~156°C,
FElafil 1 4 0
A—7uaAFl—3— (44— NI IAFERAFAT =) £ YT —
(2.9og)b?%?tku7ﬁy(100ml)%ﬁé\vuy%VI%w
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(6. 85¢g) . AKRFrIVvA (60%., M, 1. 30g) BLUOTFTrFE
Fe77y (50ml) ORAMIZOCTTMLZE, 0°CTILRMH, <, =i
THREPEBEY 2, KINESWEFEBIC L VEREL Lo, BT chhfL
oo BERTFURIL, FIFIREK TR, R MgSO,) %, BiEL. BEY
BEVINTNAT e NTT T 4L, BEERFA—~FH 2 (1 3,
BREL) WHE» L, B LS., SonEATRY, 6 HEHER (30
ml) BIXOHE (30m 1) DEEWE S5FHHER L. RINEASYZ IR L.
BEWIKEMZ T, JFonlEBaEREAIML, 3— [3— (4— Ny 7nAdnm
ARFNT =) —4d—AIFFHFSIN] Fo’domgE (2. 49g, NET
9%) &/, BB FA—~FF U PoEfELE, BR173~1747C,
Ehfl 14 1

4—muRrAFL—3— (4—r/nnJ==)b) —5—AFNA ITHY IS —n
(1. 21¢g) 27 b7 Frr7> (50ml) ICE@L, vuBYF)L
(1. 20g) . AELTFTFITA (60%, M, 0. 21¢g) BEUTF+F¢E
Fr77y (20ml) OEAMICOCTMAE., 0°CTLERH., f\WT, ZR
TRENERE, NBRAWEFRBRIC L VERME s L%, BERoF A THHEL
7o BTV, MARIEEK TS, R Mg SO,) %, BELE. REY
EVIBTNATEIuw ST T 44— L, BEgETFA—~FY L (1 3,
AL BN, a2 E, BohEAIRY, 6 BUEER (30
ml) BROWEE (30m 1) DOREWE 5SHMER L. RINBSWEREL.
BEMICKEMZ T2, BONEBERKEEZAML, 3— [3— (4—nrur==
N) =B —RAFN—4—AVFFYVIN] TuF B8 (1. 20 g, IEI
0%) 2%/, =7 /) — N bFfEmLi. BR187~188%,
Ehifl 1 4 2

TubF = EgEA T (9. 96¢g) BIM4—re—N—b FrFiy
BUINVEFVAIFANII R (9, 65¢g) OF h7eFfrrsy (100
ml) WEZ, PIFATIV (15ml) OF +Jekr7F2 (10m1)
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WiRE 0CTo< W &Mz, BROKREMEBE%., INEAYEFERIC
EE, BTVl L, BEB—FVEIE, TRk U, ik (Mg S
O,) %, BiiLi, BBWEL YV BTSN IT b~ NST7 =L, BiligT
Fr—~FHPr (119, BFHEL) BHEHL EQMRDERL, BoN-Ea
Who7T e Fer7y (100ml) WKRIZ, KBRS Y TFATILI=

L (1. OM~FVUEIK, 110ml) Z20CTWo< ¥ EMxitk, EHRTS3
05 E BT, FNBEAYE FRBIZEE | Bl S LT L, Bl
MEIE, FAFIEK Tl R Mg SO,) %, BiEL. EamRknEE, &
b EARRYE L OEEF 4=/ (10. Om1) DERAWEZO0CT3 045
NERE T, RINBEWMEZRNEL., REWICamEEKEMZ, BB F L Tl
L7, BEBRTFAVRBIE, SAMAEHIK Cled, #k MgSO,) &, IBML. el
Wa K/, Boni-amikYET b knrZy (100m 1) ITHEL,
wRVBYITFN (2. 40g) | KFELTIFI UL (60%, WL, 0. 42

g) BLOT roFr7FY (20ml) ORAMIZOCTTMAZ#E, 0°CT1 -
REf, BT B THREP EBEE R, RONBEEYEFERRIC LB L%,
el CHiE L7e, BRBR—FABIL. fAfnBfKk Cotd,. ik Mg SO,) #%.
B L, BEWEL VDAL S LI ne 57 4 —oft L, BEE=F L —~
¥y (13, B BHEAL, EEWRYESL, /ohmEaimiky,
6HEHR (30m1) BIOEHE:E (30m 1) DEBAWE 5EEMER L, Bt
BAWEIRE L., BEWIOKEMZ T, BbhEekEZ ML, 3— [3—
(A—7vuZz=)v) —5—TFN—4—AJFFHY U] Tu’t @ (4.
33g, ME30%) 2/, =% /—LAbEHKRELEZ, MR164~165%C,
Fhefl 1 4 3

RV ANEETFV (5. 76 g) BEIOKRLT I DA (6 0%, HE,
0. 12¢g) OF e Fr77y (60ml) BWKIZ, 77 UNVEBEAFNL (3.
2ml) RETH-Y EMx, BRTRENSBELE, HNEAMERE
BAICIEE, BB F N CHItH L7e, BERRTF VB, fafn Btk Tl iR (M

183



10

15

20

25

WO 02/40458 PCT/JP01/10001

gS0,) %, BiLE, BEMEY YDAV T A< v T T7 —l2ftL., BE
BrFr—~FP (19, FREL) BHE»LEAHKDESL, BohE
BlRY., E FexoA7IVERE (1. 68¢g) BXO®M Y rEAT L a—
Vv (656ml) DEREWE L 6RMEBR L, RSNRAYEFERICEX, Bk
FOUTHIM L, BEcFVBIE, ARIRHA T, R (Mg SO,) %, i
L. BEWRYEZE. BoNEGIMRKY., 2REKBETFI UL (20m
1) BIOBAZ = (30m 1) DEEWZRIRTLRA»XEE:E, NEA
MR LV Bk e Ui-th, BER=F /L ChIH L, BB F AR, fafnd
Bk TR, #f MgSO,) %, BLE. BohEBaEREARL, 3—
[6—EREFY—3—Tz=A—A4A—AIFFYPSIN] Fuet @ (2. 4
9g, INE36%) 2/, =&/ —APLEBRELE, AK183~184C,
EHEHI1 4 4

A= nuRxAFN—5—AFN—3— (4—FITNFRAFNLT ==)V) Y
AF¥PY—n (1. 837g) OF 7 RFr77y (50ml) WL, v Ui
PxFN (1. 20g) KFELFTFIDUL (60%., M 0. 21g) BLW
TR RFrZ75Y (20ml) OBRAEWIZOCTMZE, 0°CTI1RRH. v
T, B THRENZBE ., KSRAWEFEBIC L VEMEL L%, BT
THH L7, BB, Rk Cotl, Bk (Mg S0O,) %, BEL,
BEBWE VTN IT A a~ NS T 7 4 —Zft L, BT —~FYP

(1 :3, AL BHIE,HL, EAMRMERLZ, HONEEHRY, 6T
FEE (30m1l) BIUEE: (30m 1) DEAYE 5RERELEZ. KIGEAY
FRMEL. BEWIKENZ T, BohiEafREs A ML, 3— [6—AF—
3— (44— MUV TINFUAFNT z2=)V) —4—AVFFHY U] et mp
(1. 25 ¢, IE84%) &R/, =& ) —N—~FHrpbERE L, B
138~139°%C,
EHEfl 1 4 5

TE N AFL (8, 88¢g) BIUS— M7t rAFL—N—k Fa¥

184



10

16

20

25

WO 02/40458 PCT/JP01/10001

VRVEBVANERVAIRA A Y R (11, 35g) OF S FRurzdyv
(100m 1) WiEIZ, NIZFATIY (15ml) OFFFeFrrIy (1
Om1l) #0CTwWoL Y eMil, BBTRENSIBELSE, RIGEAWERE
BRICHEE, BERF A CHIM L, BT VB, Safnaiik o, ik (M
gS0,) %, BiELE. BEMEVIIINATEIuw T T 4 —ZfH L, BE
BTFN—~FH (109, BFREE) BHE»CEAHRMER, SO
GBHRYO7T FZE FrTZ (100m 1) WRIC, KEUYA Y TFALT LI
=A (1. OMAFHUEK, 110ml) 20CTH-LK Y LAk, =il
T3 ONMMEREE, KIGREMERERICES, BEcF Lol Lk, B
TFVEIL, FEFIREK TR, MR Mg SO,) %, BEL. EalmRkYEEL,
B EGHRDE LOEtF4A=1 (5. 0m1) ORAWE 0CT3 045
PEBEET, FONEAWEZRME L. BREWCAMEEKENZ, BT/ Chil
Uiz, BEEETFIVREIL, ffnadk Coif, ik Mg S0,) %, BELE. #B5
NeamRBOT o Rr7S5 (100m ) BikE, v VBY=FL
(12. 20g) . KEHKFFI UL (60%, i, 3. 05g) BEXOT +o
EFr7Z> (50ml) OBRBAYIZOCTTMALZE., 0°CTLERE, e T, =
BCREPL &R, KINREMERERIC L VERMELE L%, B F L Chily
L, Big—F/VEIL, SfEik coag, Bk (MgSO,) %, BELE. &Y
WMEL VDN T DI~ v TT7 74—/ L, BiR=F L —~FV 2 (1 : 3,
AL BEHE»L, BaRRDESL, Son-EaBRY. 6 HEWER (50
m1) BLOWE (50m1) DBANE 5 IR L, FKISEANEREL.
BREWIOKEMZ T2, BohiBEakEREAML, 83— [6—AFNL—3~ (3—
POV INFRAFANT2=)N) —A—AVFHHYIN] e F U8 (6. 54
g, K4 3%) 28/, =¥ /) —N—KhrbEERLRE, BlE63~64°C,
EHGH 1 4 6

DRSS ANAZ (4. 48g)  TZINBAFA (1. 8ml) ( AUV
At—7FFVEF (0. 23¢g) BEON, N—=VRAFAHRNVALTIF (40m
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1) DREMZEZBR THREPEREER, FOSEAMEHEBICEE, BT
T L7s, BHR=F AR, STAEK O, MR (Mg SO,) #%. B L7,
BEMEL VAT NAT A0 b T 7 4 =2 L, BT V—~FH

(1 :9, A BHEH»OBEaRRYME R, SbhBaiiky, v Fux
UNVTIVEEIE (1. 00g) BEXUOAYTrEAT A a— (50m 1) OFE
W% 6 FEMER Lz, KIGBAWEHmEMICEE, BT VTl Uiz, B
TFVIEIE, BRMREK THEE, R Mg SO,) #. REL. BEMRMERE,
BohEGHRKY., 2HBEKBLT I A (20ml) BEOAZ 27— (3
Om 1) DORAMZRET2HMNEZREL, KNESMEFERICIvEREL L
-1, BRRF U CHIH L, BT /VREIT, fIfak oot R (Mg S
0,) %, BfEL/i., BohiEaE&EEAML, 3— [3, 5—V7=z=—4—
AFHYS Y] Futomg (1. 91 g, WEB33%) 2B, =& /)—)L
NHEfER L, MMR152~153C,

Ehifil1 4 7

T MEEBRAFL (8. 88¢g) BIU2—Zun—N—t FeFi_u¥rp
NWRFVAIRANZT R (9, 65g) OF 7 RFr7Z7Y (100m1l)
BRI, NI=FATIY (15ml) OF e Rkuer77y (10ml) BEE
0CTW-LK Y ez, BIRTHRENZEELR., RISBEEYZ FERBITHES,
FEE L Ol L, BRI, SRRk O, Bl (Me SO,) #.
B L, BEWEVI ISV T A~ NI TT7 4—ioft L, BHR=F L —~
FHr (109, FHEKL) BHE»OEAHRYEE, BbnE&alRhoT
MoeRFrZ7Z (100ml) WRIC, KRIEOA Y TFATAI=U A (1.
OMAFHEE, 110ml) 20CTPoL Y EMA%k, EET3045M»
ERET, RINREWZFHRRCEE, BT CHil Lk, BT LRI,
fafn ek crkg. Wk (Mg SO,) %, BHEL, EBGMKDEERL. Bbh-&
BHRYE X O F =1 (5. Om 1) OEEW% 0CT3 0SMrEBERE:,
RIBEEWE R L. BREDICRfMEE KL, s Lol Lz, B
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FAREIL, SRR ClEE, B Mg SO, %, B L. /HhEamK
BO7T 7 Rfr77y (100ml) WRE, <R VBY=FV (12, 20
g) . AELTPITA (60%, Mk, 3. 05g) BLXOTF hFE 7T
(50m 1) OEAWIZOTTMEZHE, 0°CTLHRE, FHNT, BRTRRIE
B, RIGESYEFERICIVEREE Lz, BER=F L Chil L, BEER—
FARBIL, SMEHK T, %k MgSO,) %, BiELL, BREWET VT
NAFG BT e T T 42 L, BT A—~FPr (1 3, FHh) &
HEN G, EEaRREERL, GohEamiRy, 6 HERR (50ml) BX
UFERR (50m 1) DREWME 5 EFRR Lz, FONERYZENE L. REMITK
Emxie, HohiEefHEE ML, 83— [83— (2—Zur7==/) —5—
RAFN—4—A4AIFFYSIN] FrvF o (5. 40g, INEK40%) 257,
FRgRTF N — I T NOERE L, BRT7 9~817C,
Eitafl 1 4 8

8— [6— (4—AFNTz=)) —4—AVFFRFYIN] TrCFUBAF
(2. 00g) DF FFeFurzIy (50ml) WRIZ, KFBLDA Y TFN
TAI=Uh (0. 95MAFVUEIK, 21. 5ml) 20CTWoL VD EME
Tt BIRT1RM»EREL, RSRGWICHERT MY 751 0kl (6. 5
7Tg) Mz, 2P EREER, NEWEAM L, AEEREL. BBz
VIBTNB T A NS T 74—t L, BT —~FT (11, &
) BHE»S3— [6— (4—RAFATx=)) —4—AVFFHS U] 7
v —1—2— (1. 53¢, INE86%) ZEWAMRY L LTH/E, MR(CDC
1) 6 1.25-1.35(1H, m), 1.8-2.0 (2H, m), 2.41(3H, s), 2.7-2.85 (2H, m), 3.6
5-3.8(2H4, m), 7.29(2H, d, J=8 Hz), 7.62(2H, d, J=8 Hz), 8.19(1H, s),
Eiapll 49

3— [56— (4, 5—Yrupn—2—FxT=)V) —4—A AP V] T
VAVEEAFAL (1. 830g) OFFFtRFuzsy (40ml) @WKlie, Ak#EL
DAIVTFATAI=TL (0. 95MAFT VWK, 11, 2ml) 2ERTD
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o Y LMAH, 1BEMMEEY, RINREWERERICEL, FHRTFLT
M U7, BERcFAREIE, AR O, Bk Mg SO, %, WIEL,
BRWEV VAT NVAT AT uw N T 74— L, BB F N —~FH

(1: 1, FfEk) BWHE»S3— [6— (4, 5—YZup—2—Fx=)) —

A=A IFFYVIN] FuRr—1—F— (1. 05 g, LS I%) 2EE

R & U T8, NMR(CDCL,) & : 1.35-1.5(1H, m), 1.8-2.0 (2H, m), 2.65-2.8
(2H, m), 3.65-4.0(2H, m), 7.29(1H, s), 8. 19(1H, s),
Eiafil1 5 0

3— [5— (2, 5—Y7ruZz==N) —4—AIVFAFYYIN] Tt
BAFN (500mg) OFFFFrrZy (30m1) WKRIZ, KREIA Y
TIFATNVI=TA (1. OMMUVZUEIK, 4. 2ml) ZEETD- D &
ZTcth, LEF»&BE L, JNREMEFERICEE, BTV THH L,
FrE T VR, FEFIRHK TUE, Wk Mg SO,) &, B L, BEWZY
VATNHF 0w T TT7 4=t L, B Fr—~FPr (11, B
) BHE»S3— [6— (2, 5—Y7uurx==j) —4—A JFFHVY
N] Tany—1—F—N (420mg, WFEI 3%) ZEAHKRY L LTHRL, N
MR(CDC1,) & : 1.28(1H, t, J=5 Hz), 1.7-1.9 (2H, m), 2.5-2.6 (2H, m), 3.65(2H,
td, J=6, 5 Hz), 7.35-7. 5(3H, m), 8.27(1H, s),
EHEfI1 51

4—T ) RVIUNKRARVBEYFNV (0. 783¢g) . 3—[5—(4—7n0F
B7 =) —4—AVFFFSIA]FarE B (0. 49g) . 11—k FuX
V—7—7¥—-1H—-1, 2, 3—XUJMNJTY— (HAT) (0. 40¢g) .
1—x2FN—3— (B=UAFATI)TrbEN) IARPALIR WsCl) (0.
45¢g) BEUN, N—=IAFULFENLATIFR (5m1) DRAWE SR TEEN
R, RINREEYMZ | SRR KERICEE . BiR—F Tl L, B
FNREIE. 10 %RED Y U7 LKEK, T, BEMEEA T, ik (Mg S
0,) t#, BiiL7. BohBEEREFR=F NV —~FH L nbBERLTN-[4
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—(V=FNRAR) ATFV) 7 2=A]—8—[5—(4—TAFaT =) — 4 —
AVFAXYPIN]TuedrTIR (0. 67g, WRT7T0%) ZEETY LR
L LA, ME134~135%C,
JLRIHT
PEEAME (ChH,FN,0,P) C, 60.00; H, 5.69; N, 6.08,
FEWME C, 59.83; H, 5.52; N, 6,03,
HP L CHHT : M 100% ((REFASH : 3. 735%)
MS (ESI+ :461 (M+H)
NMR(CDC1,) 6 : 1.23(6H, t, J = THz), 2.69(2H, t, J = 7Hz), 3.0-3.2(4H, m), 3.
9-4.1(4H, m), 7.1-7.3(4H, m), 7.38(2H, d, J = 8.5Hz), 7.7-7.8(2H, m), 8.13
(1H, br s), 8.26(1H, s),
FEhfl 1 5 2

A—T I ) RCVNVERARVBEYZF N (72, 9mg) . 3—[5—(4—1FY
INFORFNT 2=2V)—4 —A4 IFXF S IN] Tt U@ (6 7me) | 1
-t FeFy—7—-7¥—-1H—1, 2, 3—_Y R NIT7Y—)l (40mg) .
1—xFN—38— (3—VAFATI/)7ubl) IVAPAIN (45mg) B
LN, N=UR2AFAFVATIFR (0. 3ml) ORAYMEBE TRENZIREE
oo FONRZEBESBRHP L CIZEA LBREIToTCN—[4 — (P=FAHRRAR
AFN) T 2= ] —=3—=[6—(4— R TINFARAFNT 2=)V)—4—A V) FFY
VIN]TuEF T REFE,
IWE: 40mg (XET7 1%)
HP L Co#7 : #iEE 100% (fREIFf : 3. 858%)
MS (ESI+) :511 (M+H)
Ll 1 5 2 & FERIC LTUFOILEE AR L,
Fhupll 5 3
N—[4 —(PzFNFEAR ) AFNV) 7 z=A]—8~— [6— (A—RAFAFFT =
=) —4A—AVFFTVIN] FrbF T IR
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INE: 80mg (NE: 82%)

HPLCHH - HE100% (HRIEFEEH : 3. 7134%)
MS (ESI+) :489 (M+H)

NMR(CDC1,) & : 1.23(6H, t, J = THz), 2.53(3H, s), 2.68(2H, t, J = THz), 3.0-3.
1(4H, m), 3.9-4.05(4H, m), 7.1-7.2(2H, m), 7.3-7.4(4H, m), 7.66(2H, d, J =
8.5Hz), 8.08 (1H, br s), 8.24(1H, s),

FEhafl 1 5 4
N—[4—(P=FNVEKAR ) AFN) 7 z=A]—8— [6— (2, 4=V T7)Fn
Txz=)V) —4d—AIFFYYIN] bt 7R

INE : 35mg (&K : 7 4%)

HPLCHH : #ME100% ((RFRM: 3. 5544%)

MS (ESI+) :479 (M+H)

FElil1 5 5

N—{4—(=FNEAR ) AFN)Tz=)V]—3— [6— (b—rnpu—2—F
T=)N) —4A—AVFFYFYIA] Tt TIR

W& : 71mg (FE: 7 3%)

HPLCH#T : fE1 0 0% ((RFeSM : 3. 77 943)

MS (ESI+) :483 (M+H)

a1 56

N—[4—~(PxFNVRAK ) AFNV)Tx=]—3— [6— (44— U 7Fu i
"NV Tz2mN) —A—AIFHYIN] TFurF o TIR

INE :82mg (UFE: 7 8%)

HP L AW : #li 100% (RIEFFH: 3. 9 14%5)

MS (ESI+) :527 (Mt+H)

NMR(CDC1,) 6 : 1.23(6H, t, J = 7Hz), 2.71(2H, t, J = THz), 3.0-3.1(4H, m), 3.
9-4.05(4H, m), 7.1-7.2(2H, m), 7.3-7.4(4H, m), 7.79(2H, d, J = 8.5Hz), 8.29
(1H, s),
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Rl 157
N—[4—=(PTFNVKRRAKR) AFNV) T z=)v]—3— [6— (3—TrE—4—7
nuyz=)V) —4—A4JFXFYSIN] TuF TR

IN&E: 53mg (XFE: 48%)

HPLCHYr : #ME9 9. 6% (fREHFHE : 3. 985%)

MS (ESI+) :555 (M+H) ,557

Efif] 1 5 8

N—[4—(PFNERAR) AFNV)Txz=p]—8— [6— (4—AFNVFF 7=
=) —A—AVTFFYIA] FubdrTIR (98mg) « m—Z u iR
BEH (60mg) . 7hIuFrTIIY (5ml) DORAMEZERETAMRENE
FW, INEEWIT 1 0 %EMEET M) v AKEKREMN A, FEEsT /L CHil L
oo BT FIVREIZ. 1 0%KREN U U AKEK, VT, Sk cog, %
B (Mg SO,) &, BRiELic, BEMEZLIWMHPLCTRHREL, N—[4—(¥x=F
WIRAR ) AFN) 7 =2=p]—38— [6— (4—AFNALVT 4=V T ==)V) —
4—AVFFHFY U] FTREFLTI Fefi,

& : 16mg (MFE: 16%)

HPLCHW : ME9S. 1% (RFERE: 2. 903%)

MS (ESI+) :505 (M+H)

FhtBl 1 5 9

1 5 8 DERT, AWMHP L CIZBWC KD BICEHTA2ESH, N—[4
—(V=FNVRAR ) AFN) T 2=p]—3— [5— (4—AFNANTF=VT =
=) —A—AYFRFYIN] Fut T I Feiik,

INE : 14mg (NFE: 13%)

HPLCHHT : ME9 3. 0% (fREIEM : 3. 16 3%)

MS (ESI+) :521 (M+H)

EfEFl 16 0

A—-e FedFvEe2Y Yy (10mg) . 3—[5—(3—/rnuryz=A)—4—4
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IAXYIN] T E 8 (25mg) T ) —MRIPS—HARIA R
F(100mg) BLOwrrur sy (1ml) ORGMEZERTRELALD
Lz, BINEEWEABL, AIREEMR L, BOhEREWESBHP L CTH
WL, 1—{(3—[6—(3—ZmvuJ==)—4—AIFFP VI A] T4
VY —4—-vRY V) —NERTE,

INE: 15mg (N : 46 %)

HPLCHHT : MIE9 8. 1% (fRIFHERE : 3. 0844

MS (APC1I+) :335 (M+H)

ElEf] 1 6 0 &FEERIC LCUUT &M E AR LT,

FEhafl 1 6 1
3—[6—(83—7unrTz=A)—4—AIVFFHYIAL]-N—RAFNL—N— (1
—AFN—4—EXRY V=) TrF T IR N A o BESEE

W& : 36mg (FE: 75%)

HPLCHH : MiEEO 8. 9% ((RIFRERHI: 2. 6 9 74)

MS (APCIH :362 (M+H)

Ehaf 1 6 2
N—({(88)—1—{83—[5—(83—muyz=A)—A—AIVFFHS I N]7
RIAMERYDY—83—ANV)—2, 2, 2= I TAduaT7E b7 R
WE:22mg (0CE: 53%) |

HPLCHH : #MEO 7. 5% ((RFFIEM : 3. 5724)

MS (APCI+) : 416 (M+H)

FEhEBl 1 6 3

tert-7F N (8S)—1—{3—[5—(3—Zuurd=z=\)—4—~AVFFHY/Y
MTaX)A el PV —3—ANVIANA—]

& :37mg (IFE: 89%)

HPLCHWT : MEI6. 7% (REFHEER: 3. 77 15)

MS (APCI—) :418 (M—H)

192



10

15

20

25

WO 02/40458 PCT/JP01/10001

Ehafl1 6 4

4— {(3—=[56—(83—Zunyz=N)—4—A4IFFHSIN]Tr) LN} F
AEARIY 1, 17 =UFFVFR

INE: 2mg (N3E: 7%)

HPLCHW : M9 5. 8% (REFIFR : 3. 308%)

MS (APCI+) :369 (M+H)

Ehaffl 1 6 5

4—T )NV NEAR B TFN (36meg) « 3—[5—(3—Zuvr—4
—IndurZz=on)—4—AJFFH I Tt B (2 7Tmeg) . 1—E
Fe¥y—7—7¥—-1H—1, 2, 83—V NI 7Y —L (20mg) . 1—
TFN—3— (B=VRAFATI/)7utn) HILVRVALIF (30mg) BLN
N, N=YR2FNENVLTIR (0. 5ml) DRAWEEE TRENZIRE,

FOGEEYZ 1 IERBKERICES . FR-F VOl L7z, Bl FLVEE iR
ML, BohEFEEZOMHPLCTHRBL T3 —[6—(8—2mru—4—T71F
7 z2=W) =4~V FFY I N]—N—[4—(PZFNFAKR) AFN) T ==
MTavetr7I Redk,

IV : 39mg (NFE: 79%)

HPLCHH : MiEE99. 5% ((REIsH : 3. 875%)

MS (ESIT+) :495 (M+H)

Kl 1 6 5 L FRIZ LTUToEMEAR LT

Bl 1L 6 6

3—[56—(4—TrETz=V)—4—A IFFY S IA]-N—[4—(P=F LK
AR AFN) T 2= ] 7 edF 7 IR

W& : 36mg (IXFE: 6 9%)

HPLCHOH : #EE9 9. 6% (HREFHEFR : 3. 89 74))

MS (ESI+) :521 (M+H), 523

Ea 16 7
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N—((838)—1—{8—[5—(3—/mu—d4—Irturiz=A)—4—AJ)FXx
P IA]TeR A enl Pr—8—A4N)—2, 2, 2— U TIAFRTE L
TR ;

INE: 26mg (NFE: 60%)

HPLCHW : M9 9. 8% (REFFFM: 3. 764%)

MS (ESI+) :434 (M+H)

Ehipl 1 6 8
N—((388)—1—{3—-[56—(4—TuET=z=)—4—A VTP I N]T 1
R)Anenl)dr—3—A1)—2, 2, 2= ) I7Adu7E 7R
INE: 33mg (NE: 72%)

HPLCHH : MiE93. 6% ({RFEEH: 3. 768%)

MS (ESI1+) :460 (M+H), 462

EhiBl1 6 9
N—((838)—1—{3—-[6—(4—TrAuT==))—4—AIFFF S IN]T
g4 l)dr—3—)—2, 2, 2— U TZNFuTEINTIFR
INE: 25mg (XZE: 7 4%)

HPLCHH7 : $iEE9 8. 3% ({R¥FHFMH : 3. 48 0%4)

MS (EST+) :400 (M+H)

g1 7 0
3—[5—(83—Zuu—4—orfurZz=)—4—A4 VFFH S VU] —-N—R
FN—N—(1 —RAFL—4—-ERY V=) Fartr7I P ) A ol
A

& : 36mg (IXFE: 6 9%)

HPLCHHT : #iEE99. 7% (fRFelef : 2. 91 04)

MS (ESI+) :380 (M+H)

sl 17 1
3—[5*—(4-7“12;&7::::11/)—4—/(YZT‘%"’H“}‘U/I/]——-N—}%JP—N—(l—
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AFN—4—ERYI V)W) 7ubd 7 IR N IAF o EERE

V& : 20mg (INZFE: 3 8%)

HPLCZH : MiE9 9. 2% (fRER: 2. 9254

MS (ESI+) :406 (M+tH) , 408

FEfiF 1 7 2
3—[5—(4—TNFBT =) —4—4 VFFHY I L] —N—2FL—N—(1
—RAFN— 4 —ERY P SR EF LT IR N 7 A a RS

INE: 23mg (XFE: 49%)

HPLCAHOH : ME9 7. 5% (fREIERE : 2. 6 54%)

MS (ESI+) : 346 (M+H)

FEfil1 7 3
1—{3—[6—(8—/mu—4—IilFunrdz=A)—4—A4IFFH I 7
WRIAN}—4—ERY T ) —)u

IVE : 34mg (XFE: 96%)

HPLCHWT : #iE95. 5% (fREHFM : 3. 255%)

MS (EST+) : 353 (M+H)

FEhafl 1 7 4
1—{8—-[6—-(4—T7RET==V)—A4—AIFFY VS IN]Ta) A1} —4
—ERYY )=

g : 11meg (NFE: 2 8%)

HPLCHM : MiEE9 8. 5% (fLHBE: 3. 2644y

MS (ESI+) :379 (M+H), 381

Bl 1 7 5 |
1—{3=[6—-4—TNFuTz=V)—4—A FFHSIN]Fa ) L 1) —
4—-EXRYY ) -

INE: 22mg (NFE: 6 8%)

HPLCHH : fMiES 9. 5% ({REMRE : 2. 9524
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MS (ESI+) :319 (M+H)

Elaf 1 7 6
1—{3—[5—(3—muu—4—TnFuTdzo)—4—A4IFFH I N] 7 nm
WIAN =4 — (2T N)ERG DY

IN&E: 32mg (NFE: 75%)

HPLCHYT  #MEIS5. 9% (fRFFIEH : 3. 634%)

MS (ESI+) :432 (M+tH)

Ehafl 177
1—{3—[5—(4—T a7z V)—4—A VIS IN]ITa )L} —4
—(2—=T7uf V)XV

& : 41mg (INE: 89%)

HPLCHHT : ME96. 1% (RIFERWE: 3. 63 74))

MS (ESI+) :458 (M+H) , 460

EhEfl 1 7 8
1—{38—-[6—(4—TrFurz==A)—4—AVFFHS I N]Ta) AL} —
4—(2—7afW)ERT IV

INE: 20mg (XE: 50%)

HPLCHHT : MiE98. 9% ({(RFFFM : 3. 352%)

MS (ES I+ :398 (M+H)

Ehafl17 9
1—{38—[6—(83—/un—4—opitnuniz==)l)—4—AJ4FH$/ I )N]7a
WRIAN =4 —=ZAFNERF Ty b 7 oEigE

& :40mg (XE: 85%)

HPLCHH : #iE96. 6% (REFER : 2. 85 74)

MS (ES I+ :352 (M+H)

EHiFl 1 8 0
1—{3—-[56—(4—TuET2=o ) —4—AVFXHSIN]I TR )LV} — 4
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—AFNERF Py N TAnFSE
& : 43mg (XFE: 87%)

HPLCHHT : MBE95. 7% (fREFHR : 2. 8524))
MS (ESI+) :378 (M+H), 380
EhE]1 8 1
1—{3—-[6—(4—TnNFuTd=z=\V)—4—AVFFHIN]Ta) A L)—
4—AFNERTPy b IAF aEilgE
WE: 832mg (NE: 74%)

HPLCHYT : ME9 3. 4% (fREEFRI: 2. 57 4%)
MS (ESI+ :318 (M+H)
Eihl 1 8 2

N’ —RUPNV—N, N=VRAFNZFLTVT7IV (27mg) , 3—[5—
(4—TINFaT7=2=20)—4—AVFFFIN]Tod U (24mg) | 1—
tRe$y—7—-7¥—-1H-1, 2, 3—_UY Y7V =)L (20mg) . 1
—ITFN—3— (B—VAFATI)IubEN) IARVALIF (23meg) BX
N, N=VRAFNHENLTIFR (0. Sml) DREAYWEERR TRENXIREE,
FOb# e E#ESBHP L CICEA LBREIT> T, N—_UUL—N—-[2— (V2
FNTI)) 2FN]—3—[5—(Ad—TNFaTdz=N)—4—4 Y FFHS Y]
FuF 7N N uAFuFBR S,

& : 4 7mg (XEI2%)

HPLCHOHT - #E9 3. 8% (fREFRH: 2. 48 14)

MS (APCI+) :396 (M+H)

EHfl L 8 2 LRI LTUTobEmEER L,

Ehafl 1 8 3
N—T7FN—3—[5—(4—TNFuT7zc=V)—4—A4IFFH I N]TFrv’t
»T73IFR

& : 21mg (XE71%)
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HPLCAH - #EI 7. 9% (RIFIFH: 3. 46 3%)

MS (APCI+) : 291 (M+H)

il 1 8 4

N— (7 a~"FVNAFN)—3—[5—(4—TNFnTdz=V)—4—A IFFH
YIN]TaevF TR

& : 23mg (MET1%)

HPLCHHT : fiEE9S5. 2% (fRFEFHEFHE: 3. 8 704%)

MS (APCI+) :331 (M+H)

NVR (CDC1,) 6 : 0.8-1.8(11H, m), 2.46(2H, t, J = THz), 2.95~3.1(4H, m), 5.40(1
H, br s), 7.15-7.25(2H, m), 7.7-7.8(2H, m), 8.21(1H, s),

Ehifl1 8 5
N—vrZa7uei—3—[5—(4—IAdudz=p)—4—A VFx% ]
VA=R= S

N&: 20mg (RT3 %)

HPLCHHT : #MiEEO 7. 0% (RFEEM : 3. 03 14)

MS (APCI+) :275 (M+H)

Ehif 1 8 6
N—RUPNV—3—[5—4—TIAFrTz=V)—4—AVAFH I ] Tl
FrT7IR

INE: 23mg (XET1%)

HPLCHHT : $iEEOS5. 4% (fRFEFEFH : 3. 56 645)

MS (APCI+) :325 (M+H)

Rl 18 7

N—(1, 3—R_RUYIAFI—N—E5—ANVAFNV)—3—[6—(4—TnFur
2=V —A—A X IN] T e F T IR

INE:27mg (NZET73%)

HPLCHHT : #iEE9 7. 2% (fREEIFH : 3. 50 74)
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MS (APCI+) :369 (M+H)

Ffiif5 1 8 8
8—=[5—(4—TnFuTZz=V)—4—AVFFYPSIN] —N—(2—Tx=)l
IFN)FrEF T IR

& : 25mg (NEKT7 4%)

HPLCHY : MBE9 8. 4% (fRFFH : 3. 68 04))

MS (APCI+) :339 (M+H)

EHEfl 1 8 9
83—[6—(4—IndnTz=N) 4~ IVAFP VS IN]—-N—(83—T ==
o) Furt IR

INE: 25mg (NFE71%)

HPLCH#H7 : #iEE9 8. 9% ({REfEEM : 3. 8224

MS (APCI+) :353 (M+H)

a1 9 0

N-—RZXE RINAN—B—[56—(4—TNF0T==)—4—A VEFH U]
VA=

& : 23mg (IFES57%)

HPLCHWT : MiEE9 8. 4% (fRFFHER : 4. 05 1%)

MS (APCI+) :401 (M+H)

Efigl1 9 1

3—[6—4—TnFurdz=r)—4—fFHY VS IN] —N—(2-X FFx
F)TavF 7 IR

WE:21mg NET 2%)

HPLCH#HT - #MiEE9 9. 4% (RIFIFRH : 2. 904%)

MS (APCI+) : 293 (M+H)

FEigl 1 9 2
3—=[6—(4—TNFRTz=V)—4 -4 FFF VY N]-N—-[3—(AFNLZ
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V=Y VA= RV i =Rt e S

W& : 23meg (NFET70%)

HPLCHHT : MBI 7. 9% (fREHR : 3. 345%)

MS (APCI+) :323 (M+H)

Ehaf 1 9 3
3—[6—(4—TInNFueTd=z=V)—4—A 3PV IN]-N—-(F 7t Fu—
2= F=NAFN)TueF TN

IE: 21mg ([XFE65%)

HPLCHHT : M9 8. 1% ({RFIFM : 3. 05 7%H)

MS (APCI+) :319 (M+H)

Eafl1 9 4
3—-[6—-4—TInFdnT7==p)—4—AVAFYP Y IN]-N—[2—(1H—
YR=A=3—AN)=FN]FuF T IR

Mg : 34mg ([XFES8 9 %) |

HPLCHHT : fiEE99. 7% (R : 3. 65 74)

MS (APCI+) :378 (M+H)

FEhf1 95

N—(2—=FA7Fubt V) —8—[56—(4—TNFART==L)—4—A VFFHY
ynlruvt 7K

N&:22mg (T 1 %)

HPLCHH : iBE9 8. 8% ((REFIFH : 3. 56 6%)

MS (APCI+) :305 (M+H)

Ehifl 1 9 6

N—(tert—7FN) —8—[5—(4—TNART == V) — 4 —A IV FFHY U]
Fued TR |

INE: 23mg (IXE8 0%)

HPLCO¥r : fiE98. 7% ((REH: 3. 548%)
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MS (APCI+) :291 (M+H)

EhaflL 97

N—YZanFij—3—[5—(4—TFudz=V)—4—A V4P U]
JuveF TR

NE: 24mg (ME7 6 %)

HPLCOHT : #ME96. 8% (RFHR : 3. 6 724)

MS (APCI+) :317 (M+H)

Ehafl1 9 8

3—[6—4—TrFurdz=)—A—AIFFYP S IN]—N—(2~T2t=
V2N =0 =

N&E: 20mg (XET7 2%)

HPLCHHT  #ME9 9. 2% ((RFFEFH : 3. 09 24)

MS (APCI+) : 273 (M+H)

Fhaf 1 9 9
3—[6—4—Irdudz==)—4—AVEFHINV]-N-[4—( T T
FRRAF)RPN]I T d 7 IR

& : 28mg (KT 3%)

HPLCH#H : #ES 9. 2% ((RFMEM : 3. 913%)

MS (APCI+ :393 (M+H)

NMR(CDCL,) & : 2.54(2H, t, J = THz), 3.04(2H, t, J = THz), 4.47(2H, d, J = TH
z), 5.82(1H, br s), 7.1-7.4(4H, m), 7.57(2H, d, J = 8Hz), 7.65-7.8(2H, m),
8.20(1H, s),

EEf2 00

N—[2—(3, 4= VA IFVTz=M)xFA] —3—-[6—(4—TAFnr7==
M —4—AIFFFSIN]T et 7R

NE: 29mg (NET7 3%)

HPLCAOW :HME99. 1% (R 3. 454%)

201



10

15

20

25

WO 02/40458 PCT/JP01/10001

MS (APCI+) :399 (M+H)

Ehifl 2 0 1

N—(3, 83—V 7xz=prubt)—3—[6—(4—Trdniz=L)—4—A)
ZTxRYIN] a7 IR

NE: 30mg (K7 0%)

HPLCHH : MIEE9 9. 4% (RFFREH: 4. 17 30)

MS (APCI+) :429 (M+H)

Bl 2 0 2

N—(2, 3—VEbRE—1H—ATr—2—AL)—3—[5—(4—T7N1Fn7
T=)V)—A—AIVFFFHIN]TFuerrAF T IR

NEZ: 26mg (IET5%)

HPLCHHT : #MEI8. 9% (fREFFM : 3. 76 34)

MS (APCI+) :351 (M+H)

FEhit]2 0 3
3—[6—(4—TINFrT=z2=V)—4—A IFFY VS IN]-N—(3—A V7R
F7u b)) Fud 7R

i : 24meg (KT 1%)

HPLCOHT - MEE9 9. 4% ((RIEFRFHE: 3. 37 5%5)

MS (APCI—) :333 (M—H)

FEhif 2 0 4

3—[6—(4—TInFArTz=V)—4A—A IVFFFSYN]-N—(2—FFY—3
—T7ER=)FuvFr7IR

INE : 26mg (NFET7 2%)

HPLCHH : MEI7. 5% (REEM: 2. 953%)

MS (APCI+) :346 (M+H)

Efafl2 0 5
3—[56—(4~TndnTde=V)—4—A4 I FXH S IN]-N—(2—=T Y LAF
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N AVA=E = VA

& : 23mg (NFET 3%)

HPLCHHT : MiEE9 9. 4% (RFFEER : 3. 364%)

MS (APCI—) :318 (M—H)

Eihf 2 0 6
3—[6—(4—TNART=z=N)—4—AVFIFF Y IN]-N—-[3—(2—FF
A el =l = ) A=Y ) b = B g P b = i VA S

IWE: 29mg (K8 0%)

HPLCHH : #iE9 9. 5% (RFFRFWE: 2. 84 7%)

MS (APCI+) :360 (M+H)

Efpl2 0 7
3—[6—(4—TnFurd=z=p)—4—A P FFF V] -N—AFAL—N—(1
—FITFNAFA) T EF T IR

N : 24mg (INFE6 2%)

HPLCHH : #MiE9 9. 8% (RFFFM : 4. 165%)

MS (APCI+) :389 (M+H)

Efuf 2 0 8

N—[2—(3, 4— VA MV T7z=M)FN]—83—[5—(4—TNVFar==
W) =4 —AIFFYP S INV]—N—AFATaEF 7R

& : 25mg (IXEG6 1%)

HPLCHYW : #iEE9 8. 1% ((REFEH : 3. 626%)

MS (ESI+) :413 (M+H)

Ehafi 2 0 9
3-[5—(4~TrdnTzci)—4—A Y FEH Y UL]—N, N—ER(2— A
o Fu)Fur’t 73R

W& : 23mg (INFE6 6%)

HP.LCHHT : #iEE9 9. 6% ({REHEH : 3. 3534
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MS (ESI+) :351 (M+H)

FEhif 2 10

1-{3—[56~4—TIrAFaTd==p)—4—A Y FTHFYF S IN]Ta) L)} E
VR4

INE: 29mg (XK 6 %)

HPLCHH : #ME99. 6% ({REHMM : 3. 566%)

MS (APCI+) : 303 (M+H)

FiEf 2 11
4—{3—-[6—(4—TnFurdz=V)—4—A4YFFPS Y] TFas) L) —
2, 6—VRAFNLELRY V

INE:31mg (XEI 3%)

HPLCHH :ME9 9. 7% (fREFH : 3. 42 3%)

MS (APCI+) :333 (M+H)

NMR(CDC1;) & ¢ 1.18(6H, t, J = 7Hz), 2.25-2.4(1H, m), 2.5-2.8(3H, m), 3.02(2H,
t, J = THz), 3.4-3.6(3H, m), 4.4-4.5(1H, w), 7.15-7.25(2H, m), 7.7-7.8(2H,
m), 8.24(1H, s),

EhFl2 1 2
2—{83—[6—(4—TnFduTdz=V)—A—AIVFHYSIN]Tar) L} —
1, 2, 3, 4—F o FRusyd /) v

INE: 26mg (INET7 5%)

HPLCHHT : #iE9 9. 0% ({RFFEFR : 3. 90 24y

MS (APCI+) :351 (M+H)

Ehf2 1 3

1—{3—=[6—~A—TINFrTz=N)—4—A AT IN]TFa) LN} —
4—ERY VU PNRFTT IR

IN&: 39mg (IXFE9 0%)

HPLCHHT : #iEE9 9. 5% (fREIFH : 2. 79 249)
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MS (APCI+) :346 (M+H)

Ehapl 2 1 4
2—(1—{3—[5—(4—TInrFudz=L)—4—AI2FFFSIA]Fr) 4
N =4 —ERY Vo) H ) —)

NE:27mg (NRT77%)

HPLCHH - #MEI6. 2% ((RFFHEH : 3. 086%4)

MS (APCI+) :347 (M+H)

FEffifl 2 1 5
4—{3—[6—(4—TNArTz2=N)—A—AEFRVSIN]IT ) AN} F
AENRY ‘

INE: 23mg (KT 2%)

HPLCHHT : ME99. 4% (RERR: 3. 4964)

MS (APCI+) :321 (M+H)

Fhafl2 1 6
4—_yPN—1—{3—-[6—4—TIrFuT==V)—4—A IV FFFIN]T
o)A N ERY P

W& : 8mg (NFE21%)

HPLCH#H : #E99. 8% (TrRiKe : 4. 27 34))

MS (APCI+) :393 (M+H)

Ehafl 2 1 7
3—T7ErNTIF—1—{3~[5—U4—TrFuTd=z==mV)—4—A I FFY/ Y
nlzvuX )y reel) P

IXE: 28mg (IXFES8 0%)

HPLCHHW : #iE99. 7% (TREFRMI: 2. 779%)

MS (APCI+) :346 (M+H)

Ehf 2 1 8
N—YZundin—3—[5—4—-Tgrfduiz==l)—4—A Y FFH T Y]
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~N—AFNTebFr7IR

WE: 19mg (NZE58%)

HPLCH¥ : ME99. 5% (fREFMR : 3. 96 6%)

MS (APCI+) :331 (M+H)

M2 19
N—A_RVPNV—=3—-[6—-4—TNFuT7=z=V)—4—A4 IV FFYHS I V] —N—
AFNTuvEr TR

& : 28mg (INFES 3%)

HPLCAHHT : ME9 9. 5% (fREHFRM : 3. 83 74)

MS (APCI+) :339 (M+H) |

EhEf 2 2 0
N—R_RONV—N—[2— (= ;FVINLR=V)=FN]—3—[5—(4—T)Fn
T2 /V)—4—A YT IAN] Tt 7 IR

& : 25mg (IXFE6 0%)

HPLCHH : MO 8. 8% (RFIFH : 4. 06 84))

MS (APCI+) :425 (M+H)

Ehifl2 2 1
N—ZFN—3—[5—(4—TNFnTz=)—4—A VFFY I A]-N—(2
— A MRV ZFN) b F T IR

& : 834mg (IXFE9 0%)

HPLCHH : ME99. 5% (FrFeM: 3. 41 0%)

MS (APCI—) :319 (M—H)

a2 2 2

1—{3—[6—~(4—TNAuTdz=V)—4d—A VAXHFS I N] TR L)L} E
%2 Ve

& : 47mg (XFEI 0%)

HPLCHH : #MEI 7. 0% ((RFFHFH : 3. 07 04)
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MS (APCI+) :305 (M+H)

NMR(CDC1,) § : 2.60(2H, t, J = THz), 3.03(2H, t, J = THz), 3.35-3.45(2H, m),
3.55-3.7(6H, m), 7.15-7.25(2H, m), 7.7-7.8(2H, w), 8.23(1H, s),
Effisl 2 2 3
1—{8—-[6—(4—INFurd=z==\V)—4—AIVFFHSIA]Fa) L} —
3, B—VAFNLEXRY D

INE: 44mg (XL 0%)

HPLCHWr : MiE9 9. 5% ((RFEIFH : 4. 02 94)

MS (APCI+) :331 (M+H)

NMR (CDC1,) & : 0.7-0.9(6H, m), 1.3-1.5(1H, m), 1.7-2.0(2H, m), 2.35-2.65(3H,
m), 2.9-3.1(3H, m), 3.3-3.8(2H, m), 4.5-4.7(1H, m), 7.1-7.25(2H, m), 7.65-7.
8(2H, m), 8.23(lH, s),

£l 2 2 4
2—{8—-[b—(4—InFurdz=V)—4—A2FXYSIN]TaX) L NVF
A RFrAf Y%/ Uy

IN&: 28mg (XWHE7 8%)

HPLCHM : fiEE9 0. 1% ((RIFHFE: 2. 86 14)

MS (APCI+) :357 (M+H)

Ehifl 2 2 5

A— (L hFVHINLR=N)~1—{3—-[6—(4—TNFuTd==V)—4—4 VF
XYY NI TR AN ERY Dy

W& : 33mg (NE88%)

HPLCAY : fE9 9. 1% (M : 3. 614%)

MS (APCI+) :375 (M+H)

Ehtifl 2 2 6

N—(2, 6 —VAFNT=z=p)—N~-[((2S)—1—{3—-[5—(4—TnFnz
=)= A— A I FFFSIN]Ta ) AN ERY Do) AF V] T I
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W& : 7mg (FE1L8%)

HPLCHHT : MEO 7. 8% (RFIFE: 3. 186%)

MS (APCI+) :422 (M+H)

gl 2 2 7
4—(4—eurdz=)—1—{3—[6—(4—TNFrTz=V)—4—A(VF
FHSIA]TRR) AN} -4 —ERY P ) —)

& : 9mg (XE21%)

HPLCHH : #ME99. 7% ({(RFFIFH : 3. 81 743)

MS (APCI—) :427 (M—H)

Ehtaf] 2 2 8
3—(N=T7E¥FA—N—xFNLTI))—1—{3—-[56—(4—TNFr7==)V)
—4—AIFHFSIN] TR ) A rer ) Vv

& : 14mg (K3 6 %)

HPLCHH +HE9 7. 0% (fREFFEMH : 3. 05547)

MS (APCI+) :374 (M+H)

FEhgl2 2 9
N—[2—(FAFATI))=FN]—-3—[6—(4—TNArTz=)—4—AY
FFHFSIN]=N—=—AFALTabF7IRF M) 73 ofigE

& : 39mg (IXEK8 9%)

HPLCHHT : MEO9. 8% (RFFEFRE: 2. 48 143)

MS (APCI—) :318 (M—H)

£ 2 3 0
N—(1L—RyPN—3—-tnrlv=A)—3—[6—(4—TInFa7==)—4—
AVFXVSIN]—N—AFATFa L r7IF M 744 oBiE
NE:49mg (K9 3%)

HPLCAH : #iE9 4. 5% (REHM: 2. 9804%)

MS (APCI+) :408 (M+H)
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FEhtpl 2 3 1
N—xFN—3—[5—UA—TrFuTd==V)—4—A VFFF I L]—-N—(4
~BU VAR T EF T IR N TG nERgE

V& : 43mg (NE9 1%)

HPLCHHT : #MiE99. 5% (R : 2. 63 7%5)

MS (APCI+) :354 (M+H)

Eiupl 2 3 2
3—[6—(A—Tnduadz=r)~4—A IV FFH SV V]—-N, N-ER(3—-F
VO AFN)Fut 7R 2 V) 72V uBigii

& : 57mg (IXE9 0%)

HPLCHHT : MiE99. 7% (REMEM: 2. 193%)

MS (APCI+) :417 (M+H)

Ehapl 2 3 3
1—x=FN—4—{3—[6—4—TNFnT==V)—A4A—A4VFFF I N]TFr
RIANMERT Dy N 74 aEiEEE

INE:42mg ([NF9 3%)

HPLCHHT - #iE9 9. 6% ((RIFHFMH: 2. 47 34))

MS (APCI+) :332 (M+H)

Ehtif] 2 3 4

1= (= RFVAINR=NVAFN)—4—{3—-[6—(4—TAFuaT=z=)—4—
AIFAXYFYINT )L ERT Iy Y TG B

W& : 43meg (ILES 6 %)

HPLCHH : #EO9. 7% ((RERM: 2. 627%5)

MS (APCI+) :390 (M+H)

FEhiBl 2 3 5

1—RIN—4—{3—[5—(4—TNFaTdz=V)—4—A4 FFH S IA]S
R ANERT Y NY TG eEEgE
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INE: 41me (IXZFES 0 %)

HPLCHH : #MiEE9 8. 6% (fREIFMH : 2. 8344%)

MS (APCI+) :394 (M+H)

Elifl 2 3 6

1—{3—[56—(4—TINFurTz=V)—4—~A I FFH I Fas) A1) —
4—(2—¥I V=TV N AL uEEE

INE : 4 7mg (IXFE9 6 %)

HPLCHH - #IEE99. 6% (RFEFEH : 2. 598%)

MS (APCI+) :381 (M+H)

Ehtifl 2 3 7

1—_RZAe RIN—4—{3—[5—(4—TNFaTdz=)—4—( I FFH
Ul =PV O S S AN N R 95 =1 1175

IWNE:59mg (INE9 6 %)

HPLCHHr : #MiE9 9. 2% (fRFERI: 3. 2024)

MS (APCI—) :468 (M—H)

Lt 2 3 8
1—{8—[5—~(4—TnFudz=V)—4—AVFFH S IN]Fa) L1} —
4—T 2= eGPy M) 7)vA aERE

INVE: 40mg (IXE8 1%) .

HPLCAH : #MiEE98. 5% (fRFFFf : 3. 456%)

MS (APCI+) :380 (M+H)

%kl 2 3 9
1-{3—-[56—~(4—InFueTdz=p)—4—A4FXH S IN]Ta ) L) —
4—(2—A KT 7z RGN 7 F s

NE: 4 7mg (IXE8 9%)

HPLCHOH : M9 9. 5% (fREH: 3. 1404)

MS (APCI+) :410 (M+H)
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Fhasl2 4 0

1—{3—[6—(4—TInFnTdz=)—4—4 VTS IN]Ta) 1) —
4—(1—-EXRY =2V ey Py N IAd aFgE

R&E: 48mg (INE9 6 %)

HPLCHOW :#ME9 9. 2% (RFFFRFM: 2. 578%)

MS (APCI+) : 386 (M+H)

M2 4 1 |

3—[6—(4—TInNFrTdz=V)—4—AIFXH IS INV]—-N—AFAL—N—(1
—AFN—=3-vrulvo)Furt o TI RN Y TG aEEE
INE:40mg (INFE9 0%)

HPLCHHT :ME99. 4% (RFFFFRT: 2. 494%)

MS (APCI+) :332 (M+H)

EhaBl 2 4 2
N—ARVPNV—N—(1 R IN—3—-FrIP=)—83—[5—(4—TAFn
Tz=W)—4—AFFH I T’ 7I R N 74 nliaE
IXE: 54mg (X9 0 %)

HPLCHH :ME9 7. 0% (fREFM: 3. 378%)

MS (APCI+) :484 (M+H)

Ehifl2 4 3
3—[6—-(4—TnFndz=A)—4—A VZFY VS IUN]—N, N—ER(2—F
YO AFM) TR T T IR 2 Y 704 ok

INE: 48mg (INFES 0%)

HPLCHH : ME99. 0% (fREFMRM : 2. 6 06%)

MS (APCI+) :417 (M+H)

Ehuf 2 4 4

1—{3—-[5—(4—INFuTdz=p)—4—A4 IFFYV S IN]Tar) L1} —
4—(2—b RpFvzFL) TV ) 74 uEigE
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& : 36mg (ET 9%)

HPLCHHT : #iE99. 6% (fRFEFIFH : 2. 390%)

MS (APCI+) :348 (M+H)

FEhifl 2 4 5

1—(1, 38— RV VFHFY—N—B—ANAFN)—4—{3—[5—(4—TNF
722V —A—AVFXHSIA]Tax) A RSPy N I AA g
o)

I : 58mg (NFE9 5%)

HPLCH#HT : #E98. 4% ((REFRH: 2. 864%)

MS (APCI+) :438 (M+H)

KBl 2 4 6
1—{3—-[5—(4—TNFuTd==)\V)—4—A IV FFPS I N]Fa) L)L) —
4—(2—¥UIV=MERFVY N TG uligk

& : 43mg (XHES8 6 %)

HPLCHH : #MiE99. 1% ((REHFH: 8. 054%)

MS (APCI+) :382 (M+H)

Ehefl 2 4 7
1—{3—[6—(4—IrFurd=z=)—A—AIFXHSIA]T a1} —
4—(E)—3—Tz=/N—2—7aR= V] RSV N 704 afiiplE
& : 48mg (ITFE9 1 %)

HPLCHH : #ME96. 9% (R : 3. 064%)

MS (APCI+) :420 (M+H)

Ehapl 2 4 8
(28)—1—{8—[5—-—4—TNFuTz=))—4—AIFFVS I N] Ty
AN —2—(1—FRYT=AAFVERY Py ) IA4uEEE
WE:44mg ([NFEI 1%)
HPLCHHT: ME99. 5% (REFRE: 2. 701%)
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MS (APCI+) :372 (M+H)

EMifl 2 4 9
1—{3—[5—(4—TNFud=z=)—4—AVFXH S IN]TFars) L) —
4—(1—¥e PRy b 7 d ol

NE: 44mg (NFEI 1%)

HPLCHOH : #ME9 9. 4% (RFERH: 2. 530%)

MS (APCI+) :372 (M+H)

EiiB 2 5 0
1—{8=[5—(4—TFuTdz=V)—4—AFFYHS I Ta) L) —
4—=[3—(NUTNFRRAFN)T == V]ERT Y N 74 u ikl
NE: 34mg (INFE6 1%)

HPLCHOH : ME9 9. 6% ({RFFEM: 4. 22 94)

MS (APCI+) :448 (M+H)

Elfl2 5 1
1—(4—TEFNT=2=M)—4—{83—[6—(4—TNFrT==V)—4—A Y
AP IN]TaR ) AN ERZ T Y T AT aFEgE

& : 35mg (N6 5%)

HPLCHHT : ME100% (R : 3. 6194

MS (APCI+) :422. (M+H)

FEhifl2 5 2
1—(2—uvurz=)—4—{3—[6—4—InFrTdz=N)—4—A4 VT
P U] T ) A RSV Y TG BB

& : 37Tmg (RET1%)

HPLCHH :#MiE9 9. 1% ((RFEFR : 4. 17 6%5)

MS (APCI+) :414 (M+H)

FEHafil 2 5 3
1—{8—=[5—(4—TnFurdz==)—4—AJFHFHI I ]Ta) ) —
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4—(3—A XV T 2= ERFYy Y 7 aEEE
INE : 52mg (INFE9 8%)
HPLCHHT : ME9 9. 6% (REIFH : 3. 6254
MS (APCI+) :410 (M+H)
FEhufl 2 5 4
1-(8—7unZ=z=)—4—{3—-[6—-(4—TrFuT==A)—4—( VX
Y INTRRN ) AN ERT TPy NY TAF aEiEE
& :27mg (NFES 1%)
HPLCAHH - MEE9 8. 8% (fREHFFM : 4. 14 9%)
MS (APCI+) :414 (M+H)
£l 2 5 5
1—{3—[5—(4—TnFurd==/)—4—A4JFFHF I N]Tar) L} —
4—(2—=AFNT2=)V) BRIV N Tvd aFiel
INE: 11mg (XFE22%)
HPLCAW : M9 7. 7% (fRIFHFHE : 4. 004%)
MS (APCI+) :394 (M+H)
Ll 2 5 6
1—(2—=bFPTx=n) —4—(3—-[6—(UA4—TnArTz=)—4—AV
ARG INTT R ) AN RGPy Y TG n gk
IN&:40mg (KT 5%)
HPLCHOW : ME9 9. 2% (R : 3. 336%)
MS (APCI+) :424 (M+H)
Hhul 2 5 7
1—(2—7nFdnTdz=)) —4—{3—[6—4—~TAFdnTdz=)—4—AY
AP IN]IFaR AN RSy W) 7 uFiEiE |
E:34mg (N6 7%) |
HPLCHOW : #iEE9 9. 4% (REeH : 3. 956%5)
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MS (APCI+) :398 (M+H)

a2 5 8

1—(4—ur7z=) —4—{3—[5—(4—TNrFaTz=N)—4~—A V%
XHSIN]TRR) AN ERT VY Y T aEERE

INE : 28mg (N5 3%)

HPLCZHT : ME9 9. 5% (fREFRH: 4. 08 44%)

MS (APCI-+) :414 (M+H)

EhEfl 2 5 9
1—{8—[6—(4—TnFuTz=N)—A4—A4 IFFH S VAT ) A1)} —
4—(4—R R FV T 2= V)RS Ty N 7 F aEiEkE

NE:24mg (NFE45%)

HPLCAH : ME99. 2% (R : 3. 085%)

MS (APCI+) :410 (M+H)

Ei# 2 6 0

1—(4—oIndudz=V) —4—{(3—[6—U4L—TNFuTdz=))—4—AY
XY INITaR) A NIRRTy MY I aEigE

& : 30mg (NFES5 8%)

HPLCHH :#E99. 0% ({REMRE: 3. 643%5)

MS (APCI+) :398 (M+H)

NMR(CDC1,) & : 2.66(2H, t, J = 7Hz), 3.0-3.1(6H, m), 3.57(2H, m, J = 5Hz), 3.
79(2H, m, J = 5Hz), 6.85-7.0(4H, m), 7.15-7.25(2H, m), 7.7-7.8(2H, m), 8.25
(14, s),

EHifl 2 6 1
1—{3—-[5—(4—TNFAnTz=)—A4A—AIFXP S IAN]Ta) A} —
4—(3—RAFNT =) ERFTPy M) 7vFuligi

& : 32mg ([NFEG6 3%)

HPLCHH :#iES8 9. 6% ({REEFRH : 3. 5454))
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MS (APCI+) :394 (M+H)

Elf] 2 6 2

2—xFN—1—{3—=[5—(4—TnFnTz=N)—4—A4 VX I N]T
RIANIERY D

INE: 27mg (INE8 0 %)
HPLC%#r: #iBE9 8. 9% ({RIGFHFMH : 3. 916%)

MS (APCI+) :331 (M+H)

LBl 2 6 3
1—{3—[56—4—TNFudz=l)—4—A4IFFTSIN]Ta) AV} —
3—ERYDUINVARTT IR

ME: 30mg (NES6%)

HPLCHOH : #iE9 9. 1% (REFRE: 2. 86 0%)

MS (APCI+) :346 (M+H)

FEhufl 2 6 4
1—{3—-[6-—(4A—TAFaTz=A)—4—AIFFH S IN]T ) A} —
4—T 2= —4—ERY T ) —)b

& : 32mg (K8 2%)

HPLCAHH : #iE9 9. 3% (REFFH : 3. 54 1%4)

MS (APCI—) :393 (M—H)

Eliaf] 2 6 5

4 —(4—7RET=2=2V)—1—{3—[6—(4—TNFRTz=N)—4—A I F
XY INITaR ) AN =4 - R T —)v

W& : 37Tmg (INFET79%)

HPLCHHT : MiE9 9. 2% (REFMSR : 3. 86 74)

MS (APCI—) :471 (M—H) , 473

FEliif5] 2 6 6
1—{8—[5—(4—Trtui==)\)—4—L VTS IN]ITa) AT
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N PAVS

INE: 25mg (K7 9%)

HPLCHH : ME9 9. 0% (fREHEFE : 3. 709%)

MS (APCI+) :317 (M+H)

FEh] 2 6 7
1—A{3—[5—4—TInNFduT==\)—4—AFFHI I TR AN} T
Vv

& : 2 7mg (K81 %)

HPLCHHT : MiE99. 2% ({RFEFM : 3. 881%)

MS (APCI+) :331 (M+H)

Efl 2 6 8
1—{3—[5—(4—TnFuTdz=)V)—4—AVFH S INTTa) LN} F
il = N

NE: 30mg (IXES8 4%)

HPLCH : #ME9 8. 9% (RFFFM : 4. 16 64)

MS (APCI+) :357 (M+H)

Bl 2 6 9
1—{8—[5—(4—T7nFaTdz=)—4—AVFFY S IN]TFar) L) —
A—Tx=)—4—EXRY VU ANVR= Y v

& : 35mg (INER8 6 %)

HPLCHH : #ME9 8. 9% (RFEM : 3. 9294

MS (APCI+) :404 (M+H)

Ehasl 2 7 0
A4—TEFN—1—(3—[5—(4—TNFuTz=N)—4—A VFFHS IN]T
)R ) AN =4 —T 2= ERY DV

& : 1 7mg (NFE4L1%)

HPLCAHHT : MiE99. 0% ((RFFEHE : 3. 898%4)
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MS (APCI+) :421 (M+H)

a2 7 1

2—Z MRV HNR=N—1—{3—-[6—(4—TINFaTz=V)—4—AIJFF
P UN] TR ) AR P

N&: 23mg (K6 4%)

HPLCHW - #iE98. 3% (fREFFM : 3. 6 9 34)

MS (APCI+) :361 (M+H)

il 2 7 2
N—=[2—(PRAFATI))=FA]—-3—[5—(4—TNFaTdz=V)—4—A
AFPS AT E o7 I N TG aEgRE

INE:20mg (INE4T7%)

HPLCHOH : #iE99. 9% (REHRR: 2. 516%)

MS (ESI+) :306 (M+H)

Kl 2 7 3
N—=[3—(PxFATI)TrtN]—-3—[6—(4—TFnT==N)—4—A
IAFYIN]TaFr7IR M) 74 afigE

& : 34mg (NFET7 5%)

HPLCHHT - #iEE99. 8% (fRIFISH : 2. 56 7H)

MS (ES1+) :348 (M+H)

FEhipl 2 7 4
3—=[6—(4—TINFRTz=V)—4—AVFFYIYN]-N—-[2—(1—ER
PRV L o5 2 B = =~ Ry Sl R N R O gl = 175

INE: 34mg (NET7 3%)

HPLCOH : #iE9 9. 8% (REFFH: 2. 62 1%5)

MS (EST+) :346 (M+H)

Efit12 7 5
83—[6—4—TnFnr=z=N)—4—AVFFH IV -N—[2—(4—F)
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RY =W ZFAIFREFVT IR N T nEEgE

W& : 33mg (L7 1%)

HPLCHH :MiE99. 7% (R : 2. 4997)

MS (ESI+) :348 (M+H)

EhE#i2 76
3—[5—(4—ThFurdz=n)—4—AVFFYP Y U] -N-[3—(4-AF
N1 —ERFVA)Fr AT EF T IR 2 b A aEERE

& : 27mg (INE4 5%)

HPLCAHH : MiEE9 9. 7% ((RFH: 2. 282%)

MS (ESI+) :375 (M+H)

NMR(CDCL,) 6 : 1.6-1.75(2H, m), 2.45(2H, t, J = THz), 2.79(3H, s), 2.8-2.9(4H,
m), 3.0-3.1(4H, m), 7.35-7.45(2H, w), 7.75-7.85(2H, m), 8.02 (1, br s), 8.
52(1H, s).

2 77 .
3~[5—(4—TAAduT==p)—4—A IFFH S I A]-N—[3—(AFVT
=y ) FueaAlFsavrtr 7 IR N 7 nEiRE

INE: 39mg (NET7 8%)

HPLCAOW : #iEE9 9. 8% (RIS : 2. 842%7)

MS (EST+) :382 (M+H)

EHafl 2 7 8

N—(1 =Ry —A—ERG V=) -8 —[6—(4—TNART==0)—4 —
AVFFFSIA]TREFCT IR Y 7t B

& : 39mg (ET 4%)

HPLCHH : fiE99. 9% (RIFEH: 2. 8634)

MS (ESI+) :408 (M+H)

EHF 2 7 9
3—[5—(4—FAA T =) —4—AVAFY Y INV]-N—(2, 2, 6, 6
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— T FIRAFN—4—-ERI Vo)) a4 T IR N A aERE
& : 23mg (NFE48%)

HPLCHHT : #ME100% (FRRFEE: 2. 66 1%)

MS (ESI+) :374 (M+H)

NMR(CDC1,) 6 : 1.25-1.4(12H, m), 1.7-1.9(2H, m), 2.43(2H, t, J = 7Hz), 2.86(2
H, t, J = THz), 3.55-3.65(2H, m), 4.0-4.1(1H, m), 7.35-7.45(2H, m), 7.7-7.8
(1H, m), 7;75—7.85(2H, m), 7.95-8.05(1H, m), 8.51(1H, s), 8.5-8.6 (1H, m),
FEihaf] 2 8 0
N—(2=7=D/x2FM)—-3-[6—(4—TAFur==N)—4—4 4%
YN]Favdr7IR N IAVFuEREE

IXE: 35mg (NET76%)

HPLCHH : #ME99. 7% (RFsEFM : 3. 002%)

MS (ESI+) :354 (M+H)

FEhf 2 8 1
3—[6—(4—TnFurdz=N)—4—AIFFF Y] -N—(2—-¥ Y V=1
AFN) T A7 R M) 7 eFEERE

& : 2 7Tmg (XE6 2%)

HPLCHH : #E99. 9% ((RIFIFM : 2. 49 7%)

MS (ESI+) :326 (M+H)

Ehah] 2 8 2
3—[6—(4—TINFRT7=2=N)—A4—A4 I FHFFVIN]-N—-[2—(4—FY
VoW FA]TueF T IR N TG uEiERE

IRE: 32mg (K7 2%)

HPLCHH : MiES 9. 9% (RFHIFHE : 2. 454%)

MS (ESI+) :340 (M+H)

FEifsl2 8 3
3—[5~(4—Trdurd=z=N)—4—A4 I FFP S IN]-N—[3—(1—A =
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EXU)Fuaer]FuetrFI R MY 7 aiiEE

& : 31mg (NEG6 8%)

HPLCHH : MEE99. 9% (RFEFRM: 2. 496%4)

MS (ESI+) :343 (M+H)

ElEpl 2 8 4

N—=[2—=(PA4 YT mbAT7I))=FL]—-83—[5—(4—TrFurz=L)—4
—AVFAXYSIN]TrEE T IR N 7 nEEaE

& : 33mg (INFE6 9%)

HPLCOMH : MiEE9 9. 8% (PREFFE : 2. 7 33%)

MS (ESI+) :362 (M+H)

Fhuhl 2 8 5

N—=[8—(PAFATI))—2, 2-VPAFATEN]-83—[5—(4—TnF
R7 =) —4—AVAFHIN] Tt 7I R N A F ok
IN&:32. 1mg (NFE70%)

HPLCHOM : #MiEE99. 9% (RFHEM : 2. 57 04)

MS (ESI1+) :348 (M+H)

EhEfi 2 8 6
3-[6—(4—InFurz=pn)—4—AIFTFY YN -N—-[3—(2—AF
=1 =Ry P=) FuA] Ity 7 IR Y T4 o EmE

INE: 35mg (NET7 1%)

HPLCHH : #MEL00% (REHFH : 2. 6 964)

MS (ESI+) :374 (M+H)

L) 2 8 7

3—-[6—(4—orntuer7z=V)—4—AIVFFY I N]-N—[3—(4—F)
Rz ZFuen]7uedr7I R M 7AF aiigikE

INE:: 35mg (INET7 4%)

HPLCHHT : MiEE100% (fREFHEH : 2. 51 2%)
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MS (ESI+) :362 (M+H)

Eltipl 2 8 8
3—[5—4—TnrFurdz=N)—4—AVFFP Y INV]-N—-[2—(1—Fn
PREY I8 7 b =0 = sy S N N B O = 1 1175

INE : 31mg (NE6 9%)

HPLCHH : #E9 9. 9% (IRIFRM : 2. 54 2%5)

MS (ESI+) :3382 (M+H)

Elfl 2 8 9

N—[2—(=FN—3—RAFAT=Y ))xFA]-3—~[5—(4—TNFur=z=
W) =4 —AVFXYIN]TueF 7 IR b TS o FgRE

I : 39mg (NFET7 7%)

HPLC/HH : fiEE9 9. 5% (RFHFMH : 3. 054%4)

MS (ESI+) :396 (M+H)

Ehaf 2 9 0
N—(1L—-—R_RVNN—3—-—FrIV=A)—3—[5—(4—TINAnTz=)—4—
AIFFRYIAN] e d 7 IR N 7 nEigE

INE : 38mg (NFET7 4%)

HPLCAN : #ME9 9. 7% (REFFM : 2. 92 2%)

MS (ESI+) :394 (M+H)

Ehfl2 9 1

N—{3—-[vtR(2—b FaFv=F)7I/]7ebl}—-3—-[5—(4—T1F
Q7 x=V)—4—A VTR U] TFuF TR N A aEigE
V& : 34mg (INFE6 8%)

HPLCHHT : #E9 9. 9% (RIFHE : 2. 41 7%5)

MS (ESI+) :380 (M+H)

EhEfl 2 9 2
3—[6—4—-onFuT7 =) —4—AFFFYIN]-N—(4—E Y V=)L
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AFNV)Tutr7I R N 7 ufilgE

& :46mg (NFEI5%)

HPLCHH :MEL00% (RREFHE: 2. 466%)

MS (ESI+) :326 (M+H)

a2 9 3
3—[6—4—TInfurdz=A)—4—AFFVYIN]-N—(3-¥IP=)1
AFN)TaAr7I R M) 7AAafiRE

NE:31mg (IXE71%)

HPLCHHT - #ME9 9. 9% (RFFEFH : 2. 4564%)

MS (ESI+) :326 (M+H)

FEhEpl 2 9 4
3—[5—4—InFudz=p)—4—A I FFHYVIAN]-N—-[2—(3—F
V=)WV FAITREF T IR N I e EEEE

IV : 35mg (K7 8%)

HPLCZH : #MBE10 0% ({RFFFH : 2. 48 94)

MS (ESI+) :340 (M+H)

LBl 2 9 5
N—[2=FAFATIN)FA]—-83—{5—[4—( NI TAVZurRFN)T =
N]—4—A4IAFYP /U Fuet 7R ) 74 uBiRig

INE : 5mg (NFE2 0 %)

HPLCHW :#ELO00% (FREFFR : 2. 93 14)

MS (ESI+) :356 (M+H)

Ehifl2 9 6
N—=[3—(AFAT7=U)7rtEN]—3—{5—[4—( I TINFRRAFNL)T =
SN —A—AVFFYF I TrEF T IR M) A R

INE : 3mg (MNFE10%)

HPLCHW :#iE9 2. 9% (RERR: 3. 212%)
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MS (EST+) :432 (M+H)
Ehtafi2 9 7
N—(1—-RVN—4—-ERI V=) =3 —{5—-[4—( I TNFrAFN) T
2=V =4 —A AR I N TFeF TR MY A aEiRE
INE: 1 1mg (NE39%)
HPLCHH : FMEL100% (CREFRER: 3. 21 3%4)
MS (ESI+) :458 (M+H)
FEhifl2 9 8
N—(2, 2, 6, 6 =T FFAFNL—4—ERYV=V)—3—{5—[4—( YT
WAORFNV) T 22| —A4—A I FFH I Tuedr7I R N 7udnm
HEE
INE: 8mg (NFE28%)
HPLCHHT : MiE100% (RIEFEEM : 3. 06 9%)
MS (EST+) : 424 (M+H)
299
N—(2—7=0xFN)—3—1{5—[4—(FITAFaAFN) T 2= V] —4 —
/f‘_/j‘ﬂ%‘bLy“D/l/}ftz vAYT7T IR MU 7 e
& : Tmg (INFE1 3%)
HPLCHHT : ME9 2. 2% ((R¥EFEFM : 3. 38 74))
MS (EST+) :404 (M+H)
EWEFHI300
N—(2—BEUV=RAFN)—3—{5—[4—(FIINFRAFN)T=z=)V]—4
—A VA I T e AT IR N IAZ RS
& : 11mg (IXFE4 8%)
HPLCAHHT : ME99. 9% (REIFM : 2. 94 94%4)
MS (ESI1+) :376 (M+H)
FEHEfFl 3 0 1
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N—[2-(4—VIP=V)=FN]-3—{5—-[4— (P TNFRAFL) T =
zw—4—{yi%%fvn&7mﬁjy7iﬁ U 7 v o EiligtE

ME: 10mg (¥FE41%)

HPLCHHT : #E100% (RFIFH: 2. 89 94%)

MS (ESI+) :390 (M+H)

Hhaf 3 0 2
N—[83—(1—AIF/Y )Tt N]—3—{5—[4—( Y IAFaRAFN)T
=] A=A VFFFINTu AT IR N A F uEiRE

& : 13mg (XFES50%)

HPLCHHT : #MEE1 0 0% ({RFFHER : 2. 9 2 849)

MS (ESI+) : 393 (M+H)

i3 0 3
N—[3—(PRAFNLTI))—2, 2=VAFALTubt ] -83—{5—[4—( YT
WEBAFN) T 2= V] =4 —A I FXP YN} TFadr7I R R 7adnm
gy

B :12mg (ILFE45%)

HPLCHHT : #ME100% (REFH: 3. 0204

MS (EST+) :398 (M+H)

Ffuf5) 3 0 4
N—[3—(2=RAFNL—1—-bRYP=2 ) Fner]—3—{5—[4—( N) 7T
RAFV) T 2= V] — A=A I TR I T CF e 7IR M) It uliig
o)

& : 5mg (X2 0%)

HPLCHHT - fiEE100% (REFFH : 3. 088%)

MS (ESI+) :424 (M+H)

EHifs 3 0 5

N—[2—=(ZFN—3—=RAFNT=) ))=FN]—3—{5—-[4—( U TFnr R
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FN) T 2=V —4d—A I FFP I Teed 7R N I uEiERE
INE : 4mg (NE14%)

HPLCHH : #ME9 8. 9% (fRIEFMFM: 3. 41 1%5)

MS (ESI+) :446 (M+H)

Eifif 3 0 6
N—(l—&‘/~‘/“/l/——3—l:°mU*‘/“:-/I/)~—3—{A5—[4—(I\U7/I/2Ln;<?/1/)7
2=l —A—AVFFY S IAN T e F T IR M) At oS

& : 1 0mg (NFE3 4%)

HPLCAH : MiE100% (RISEFH : 3. 27 5%)

MS (ESI+) :444 (M+H)

FEhafi3 0 7

N—{3—[ExX(2—t FuFx xFL)T7I/]7ubr}—-83—{5—-[4—(FU 7
WERRAFN) T2 )V]—A—A IFFF IV TudrT7I R M) ogugdn
HEmRE

& : 7mg (NFE25%)

HPLCHH : #iEL 0 0% ((REMMFH : 2. 854%)

MS (EST+) :430 (M+H)

FEfuf 3 0 8
N—{2—[(6—=btr—2—V¥IP=W)TI/]=FN}—-83—{5—-[4—( U7
WNABRAFN) T 2= V] —A—A I FFY I T dr7I N N 7udn
[LE 04

INE: 15mg (IXFE5 2%)

HPLCOK : #MiE9 8. 1% ((RIFHER: 3. 732%)

MS (ESI+) :450 (M+H)

Fhfl 3 0 9

N—(4—PY PV AFNA) =3 —{5—[4—(F)TIAARRAFNL) T=z=/V]—4
— A YFFYS YN T REAFLT IR MY 7t o
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W& : 8mg (IRFE3 1%)

HPLCHOH - MiE100% ({RFEFIFFE: 2. 90 747

MS (ESI+) :376 (M+H)

FEhtf 3 1 0

N—(83—FV V= AFN)—3—{5—[4— (P )V INFRAF)N) T ==)L]— 4
—AVFFYFSI A TaCF T IR N TG e B

IRE: 13mg (XES51%)

HPLCHOH : MEL100% ({RERER : 2. 90 14)

MS (ESI+) :376 (M+H)

EHapl3 11
N—[2—(3—¥UV=)zFN]—3—{5—[4—( NV TNFRRFNL)Txz=
W]—4—AIFXF SV FeeFr7I R N 7t ufigi

IN&E: 13mg (UFE53%)

HPLCHOY : #E100% (fREHFRH : 2. 91 6%5)

MS (ESI+) :390 (M+H)

EiEfp3 1 2
3—[6—Ad—-Tnturz=)—A4—AVFXYYIN]-N-Tz=p 70l
AT IR

& : 25mg (XNET 9I%)

HPLCHHT : #MEL100% (REHFH: 3. 728%)

MS (ESTI+) :311 (M+H)

FEhifl3 1 3

N—(2, 3=V Re—5—Ar7T=)—38—[6—~4—T7rFar==)\)—4
—A I FHF I F T IR

INE : 27meg (ET78%)

HPLCHW : WiE99. 1% ((REFFFHE : 4. 100%)

MS (ESI+) :351 (M+H)
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ENafl 3 1 4
N—(8, 5—VRA+F¥T7z=M)—3—[5—4—TrFduTdz=)—4—1Y
FHERPSIN]FueF T IR

NE: 31mg (XFES 4%)

HPLCHOW : MiEE9 9. 5% (RIFFFR : 3. 784%)
MS (ESI+) :371 (M+H)

Fhf] 3 1 5

N—(4— RPN T7z=)V)—3—[6—(4d—TrFuaTdz=)V)—4—A I FFHV

JINTer T IR

V& :17meg (NE43%)

HPLCHH : #ME99. 6% (REH: 4. 307%H)
MS (EST+) :401 (M+H)

Ll 3 1 6

N—(1, 17 = ¥7=z=A—383—A V) —3—-[6—4—TNFARrT==)l)—4—
AVFFYHS I T F 7 IR

INE : 34mg (K8 7%)

HPLCHM - MiEE9 7. 7% (fRFHFHE : 4. 300%)

MS (EST+) :387 (M+H)

EhaF 3 1 7
3=[6—4—TnNFuTdZz=V)—A4—AFFY Y IAL]—N—(2—F7JY
1D Mo = < aVy S N

IXE : 34mg (XTI 0%)

HPLCOH : MiBEO 7. 2% (fRIEFFERT : 3. 34 6%

MS (ESI+) :318 (M+H)

FEhafl3 1 8
3—[5—(4—711/2]-1:7:::211/)—4—/(Vﬂ‘ﬁE‘H‘fUJV]—N—(4~t°U9:
WMZ7arEF 7 IR M) A nERSE
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& : 27meg (XFE6 3%)

HPLCH#HT : #ME9 8. 8% (fRFIEH : 2. 6464%)

MS (ESI+) :312 (M+H)

FhE 3 1 9

N—(5, 6 =—VAFN—1, 2, 4= )TV ~B8—AM)—8—[5—(4—7
NAaZz=)—A4A—AFFPHIN] T E 7 IR

INE : 20mg (NFES5 9 %)

HPLCHW : ME9 8. 4% (fRFEFER : 3. 08 14)

MS (ESI+) :342 (M+H)

FEhaf 3 2 0
3—-[56—4—TrFuadz=V)—A4—AIFFFSIN]I-N—(6—F%F) U=
1907 =1 =5~ eV N N N R % = (3 |

INE: 40mg (IXFE8 0%)

HPLCHH : #MiE9 9. 7% (RFRR : 2. 756%)

MS (EST1+) :362 (M+H)

FEHisl 3 2 1
N—(2—ROIFTIIN)—8—[6—(4—TNAnTz=)V)—4—4 VFFH
JVIN]FevrF 7 IR

INE: 22mg (INFE6 1%)

HPLCHY : ME9 8. 7% (fRFHGH : 3. 908%)

MS (ESI+) :368 (M+H)

Fhupl 3 2 2
N—(2—oInrFAnTd==/4)—3—[6—(4—TArFnTc=V)—4—A D 4%F
SIN]FuvrAtr 7 IR

INE: 26mg (K7 8%)

HPLCHHT : MiEE9 9. 5% (fREFIFH : 3. 73 5%)

MS (ESI+) :329 (M+H)
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Fhufi3 2 3

N—(2, 3—YteFr—1, 4— Y PFFLr—6—AN)—3—[5—(4—
INFuT =) —4A—A I FHFHY I ] Fat T IR

V& : 30mg (IN=T8 0%)

HPLCHHT : MEL00% (fREFRFH : 3. 6 084%)

MS (ESI+) :369 (M+H)

Eifl 3 2 4

3—[6—(U—TInFuedz=A)—4—AIFFH VI ] ~N—[4—(F YT
FRAFN) Tz Fa T 7R

& : 33mg (VL8 4%)

HPLCHH :MEL100% ("R : 4. 170%)

MS (ESI+) :395 (M+H)

FEHitl 3 2 5
3—[6—4—TIrFnTz=V)—4—A VAXFSIN] —N—(2—T=/%
VIZz=V)Turt 7R

IXE: 38mg (XK 3%)

HPLCHH : ME99. 1% ((REFREH : 4. 2584%)

MS (ESI+) :403 (M+H)

FEhifil 3 2 6
3—[5—4—TInFrT7z=V)—4—A4 I FFPSIN] = N—(1—T==)V
—5—vZYIMFSurFrTIN

IN&E:19mg (XE51%)

HPLCHHT : MiE99. 5% ((REFFW : 3. 490%)

MS (ESI+) :377 (M+H)

EiaHi 3 2 7
3—[5—(4—TAFnT7z=N)—4—~A VFFHS I N] —N—(5 —RF)L—
3—AVFTHRT I ) TurF TR
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& : 10mg (IXFE3 3%)

HPLCHHT : #MES 9. 5% ((REFEH : 3. 42 7%)

MS (ESI+) :316 (M+H)

) 3 2 8

3—[6—(U4—TInFn7z=p)—4—AYVFHFFYIN] —N—(3—F/ VU=
Mm7Taet 7R Y 7S e EERE

& : 44mg (IXFKS5%)

HPLCHH : FE100% (REFHFE : 2. 9594)

MS (ESI+4+) :362 (M+H)

EMif] 3 2 9
N—=7o=—3—(5—-[4— (NI TNIFORAFN) Tz )V]—A4A—(f I FHHY
1% B = B ol By N N

& : 6mg (NFE35%)

HPLCHOH : #MEI 8. 5% (RFFFFM : 4. 174%)

MS (ESTI+) :361 (M+H)

Fhfl3 30

N—(2, 3—VebFu—-5—Ar5F=1)—3—{(5—[4—(F)7ZrdnaXFN)
Tx=N]—A—AYFFRYP I T e F T IN

& : 7Tmg (I3 4 %)

HPLCHOM : #iE9 8. 3% (REIFM : 4. 51 14)

MS (ESI+) :401 (M+H)

FEhapl3 3 1

N—(3, 4—V7un7z=)~3—{5~[4—( U TNFRRAFN) T ==)V]
—4—AVFAXFY I} S eF T IR

& :12mg (IS5 5 %)

HPLCHHT : MiE9 9. 5% (REFFEM : 4. 67 24)

MS (ESI+) :429 (M+H)
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) 3 3 2

N—(8, 65— VAIFVT7z=M)~3—{5—[4— (P TAFarAFN)T7=z=
M—=—a—A7FFFS I FarF 7R

INE : 12mg (INE55%)

HPLCHH : ME9 9. 5% (RFHIH : 4. 195%)

MS (ESTI+) :421 (M+H)

Eh% 3 3 3
N—(4—R_RVINTz=p)—3—{5—[4—(FITNFRAFN) T =] — 4
—AVFXRF I} FurF T IR

& : 12mg (IXFES55%)

HPLCHHT : ME96. 7% ((REFRM: 4. 69 84))

MS (ESI+) :451 (M+H)

Efufl 3 3 4

N~(1, 1" =¥7==/A—3—AW)—3—{56—-[4—( U TAFrAFNL)T
2= V] = A —A I FHFHS I eF T IR

& : 1 0mg (IFE4 6%)

HPLCHH : #MiEO 8. 2% ((RFHSH : 4. 66 043)

MS (ESI+) :437 (M+H)

Bl 3 3 5

N—(2=F7Y I M) =8—{6-[4—-(FITNARAFNV) Tx=]—4 -1V
¥ I F o TIFR

& : 3mg (NZFEL 4%)

HPLCHY : #EO 7. 5% (fRFHFFHE : 3. 8164))

MS (ESI+) : 368 (M+H)

hf 3 3 6
N—(4-EVP=n)—3—{56—[4— (NI TNARRAFN) T z=A]—4—A )
FERY YNNIt T IR M) T uEEs
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INE : 1 2mg (XE5 2%)

HPLC/OM : MiES8 0. 0% ((REFFH: 3. 1144

MS (ESI+) :362 (M+H)

£l 3 3 7

N—(5, 6 —VAFN—1, 2, 4= VTV —3—AN)—3—{5—[4—(}
VINFaRAFN) T 2] —4—A I FFH Y I aF TR

& : 5mg (MNFE2 4%)

HPLCAH : MES 7. 4% (fR¥EFH : 3. 6344)

MS (ESI+) :392 (M+H)

S 3 3 8 |

N—=(6—F V=) —3—{56—[4— (NI TNFRAFNV) Tz N]—4—4
FHYPINYTeeF T IR N TG el

IWE : 12mg (XFK6 0%)

HPLCHY - MEE9 8. 9% (RIFFRFM : 3. 18 9%4)

MS (ESIT+) :412 (M+H)

FEhaf 3 3 9

N—(2—R_VYVFT7VIN)—83~{5—=[4— (P I TNAFARRAFN)Tz=)V]—4
—A XY I} T F T IR

INE: 6mg (INFE2 8%)

HPLCHOW : #ME99. 1% (REMM: 4. 316%)

MS (EST+) :418 (M+H)

EWif3 40

N—(2—=TnNFuTd==4)—3—{6—[4— (P TNFRAFN) T =2=)V]— 4
—AAFE I T e F T IR

INE : 8mg (NFE4 4%)

"HPLCHH :#iE9 9. 4% ((REEFM : 4. 200%)

MS (ESI+) :379 (M+H)
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FEhafl 3 4 1

N—(2, 83—VEFRr—1, 44— VFFLr—6—(N)—3—~{5—[4—
(FRYTZANFRRFN) T 2= V] =4 —L I FFY I FreF T IR
IN&: 10mg (NE47%)

HPLCHMW :MEL100% ((REIFM: 4. 056%)

MS (ESI+) :419 (M+H)

B3 4 2

N—[3, 6—FR(FIInAderAF)7z=A]—3—{5—[4—(F)TrFn
AFN) Tz ] —4A—A I FAF U A} Far’try7I R

& : 13mg (XFES5 2 %)

HPLCHH : ME9 9. 1% (fRFEFEERH : 4. 8594)

MS (ESI+) :497 (M+H)

FEliifp 3 4 3

N—[4—(FITNAFBRRA TRV T==A] =3 —{5—[4— (b TNFRAF
M) T 2= ] —4 =AY FFFS I} Tt 7R

& : 9meg (NFE41%)

HPLCHHT :#ES 9. 2% (RFIFH : 4. 56 64)

MS (ESIT+) :445 (M+H)

FEhtafl 3 4 4
N—(2=7=/FVT7=2=A)—3—{5—[4— (NI TINFRAFN) T ==)V]—
4~ FFF I T e F 7T IR

& :11lmg (K4 8%)

HPLCHY : #ME99. 3% (RIFFRFM : 4. 6 804))

MS (ESI+) :453 (M+H)

FEhEBi 3 4 5
N~(1—-7z=p—5—-¥Y7IN)—3—{5—-[4— (RN TNVFRAFN) T =
ZN]—A—AIFFY I Tt T IR
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W& : 11mg (NE52%)

HPLCHOH : #iE100% ((REMR : 3.

MS (ESI+) :427 (M+H)
S 3 4 6

95 24%4)

PCT/JP01/10001

N—=(5—AFN—83—AYFTXFPYVIN)—~3—{5—[4—( U TFnuaXFN)
T2 V] —4—A VXY I Tt 7 IR

NE: Tmg (XFE40%)

HPLCHOH : #EE9 9. 5% (RERFR : 3.

MS (ESI+) :366 (M+H)
Ehafl 3 4 7

9214)

N—(83—¥IV=A)—3—{5—[4—(PNITAFORAFN)Tx=N]—4—F )
FXRFSINYTuF T IR N T4 o EERE

INZ : 10mg (NFE41%)

HPLCHOHT : #MiEE8 6. 0% (fREFEFRH : 3. 04 64)

MS (ESI+) :362 (M+H)
i 3 4 8

N—(2—¥EZ7=)—3—{6—-[4—(FIT7NFaRrAFN)Tz=V]—4—A )

FxRYY I FerF TR
& : Tmg (INE3 6%)

HPLCHHT : #iEE99. 0% ({RIEFIF : 3. 650%)

MS (ESI+) :363 (M+H)
Sl 3 4 9

N—(3—=F/V=A)—3—A(6—[4—(FYVTNFRAFN) T == ]—4—A )

X I TeeF TR
INE: 14mg (N6 8%)

HPLCHOH : MiEE9 9. 2% (RIS : 3. 395%)

MS (EST+4) :412 (M+H)
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EHif 350

N—(2, 1, 83—V I FTVTY—nN—4—A ) —3—{5—-[4— (b TA
BAFN) Tzl — A —A YV FFH S INTa T T I

INE: 11mg (IXES5 2%)

HPLC/HH : ME1LO00% (fREFFM : 4. 334%7)

MS (ESI1+) :419 (M+H)

Elufl 3 5 1

CN—[4— (P=FARRER)) T==V]—3— (5 =T z=b—4d—A VAXFY]

M TFREFLT IR

B : 36mg (NFES8 4%)

HPLCAH MIE9 9. 6% (RFEFRFM: 4. 208%)

MS (ESI+) :429 (M+H)

FEhip 3 5 2
N—[4—(VTFNRRK))Z7z=A]—8—[6—(4—rmnT==)L)—4—A
VAR UN] T e T IR

INE: 38mg (N#E8 3%)

HPLCAK : MiEE100% (REFFH: 4. 431%5)

MS (ESI+) :463 (M+H)

Efuak] 3 5 3
N—[4—(DzFNHFRAR)) T e=p]—2—(5—T==/b—A4—A I EHV Y
WMTERTIFR

IN®: 38mg (INFE9 1%)

HPLCAH : fiE9 4. 1% (RFEHM: 4. 136%5)

MS (ESI+) :415 (M+H)

Eif) 3 5 4
N—[4—(PzFAHERAR))Tz=t]—4—(5—Tz=p—4d—A I TFHY ]
W) TEFIFR
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IWE: 834mg (L7 7%)

HPLCHHT : #iEEL 0 0% (REFIEMH : 4. 25 84%)

MS (ESI+) :443 (M+H)

FEliaf5) 3 5 5
N—{4—[(2—FFVF—1, 38, 2—VFXIRAT 4TV —2—A ) AF)]
Tz =8 —(6—T==—A4—AIFHF I TeF TR

V& : 356mg (NES 2%)

HPLCH#H : #iE100% (R : 3. 796%5)

MS (ESIT+) :427 (M+H)

Eltif5 3 5 6 '
3—[56—(4—Zupr=z=oV)—4—AVFFY S IN]-N—{4—[(2—-FF¥
F—1, 8, 2=VFFYRAT4F V=2V AFNV] T ==} Su et 0T
IR

INE: 1 7mg (INFE36%)

 HPLCHH : ME100% ({RFRH: 4. 035%)

MS (ESI+) :461 (M+H)

B3 5 7
N—{4—[(2—=FFVF—1, 3, 2—VAFVERRT 4T —2—A ) AFN]
Trx=pt—=2—(5—T2=—4—A VFFFS I TEITIR

& : 23mg (IXFES5 5%)

HPLCHHT : #iE1L 00% (fREFFRT : 3. 718%)

MS (ESI+) :413 (M+H)

il 3 5 8
N—{4—-[(2—FFVF—1, 3, 2=—VAFVIHRAT 4T —2—AN) AF)]
Tz —4—(5—T == —A4—A VAP IN)THZFIN

& : 40mg (XEI 2%)

HPLCOWT : WiEE9 9. 1% (REREH: 3. 86249
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MS (ESI+) :441 (M+H)

K%l 3 5 9
N—[4A—=(PRAFNEKRKR) AFN) T 2=V]—3—(5—Tx==/b—4—A VT
I F TR

& : 26mg (K6 3%)

HPLC&GH : #IEEL 0 0% (FR¥EFIERE : 3. 89 74)

MS (EST+) :415 (M+H)

w13 6 0
N'—[4—(17‘)(9;/V71Y271?/7<3:/V)7:1::}I/]—3—[5-(4—51:2!:17:;:-‘-11/)—
4 —AVFFYSIN]Fuar’Fr7I R

& : 27mg (IFE5 9 %)

HPLCHHT : #E 10 0% (FREFHFHE : 4. 1.3 54)

MS (ESI+) :449 (M+H)

FEha 3 6 1

N—[4—(PRAFNERRAR ) AFN) T 2=V ]—2—(5—Tz=)v—4—A VFTHF
PSIWTERTIFR

INE: 26mg (IFE6 4%)

HPLCHH : ME100% (fRIFHFE : 3. 826%)

MS (EST+) :401 (M+H)

FEhaBl 3 6 2
N—[4—(PRAFNERE) AFV) T z2=p]—4—(5—Txz=/v—4—A V4%
P UN)TEFIR

INE: 26mg (XFE6 1%)

HPLCOW : MEL100% (RFEFHE : 3. 96 04)

MS (ESI+) :429 (M+H)

FEhkl 3 6 3

N—[4—-—FRAFAKRRK ) RFN) T x=]—3—(3, 65—V Tz=—4—A
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IFHEHS I ) TFevF 7R

& : 831mg (IXFE6 4%)

HPLCHHT : MEE9 9. 9% (RIFEFM : 4. 41 7%H)

MS (ESI+) :491 (M+H)

Ehif 3 6 4
N—[4—(PRAFNERAR ) AFN) T z2=v]—3—[6—(4—AF VT z=)V) —
A—AIFXPSIN]I Tt TR

& : 30mg (NFET70%)

HPLCZZ#H : MEEL100% (fREFHFH : 4. 07 4%5)

MS (EST+) :429 (M+H)

Rl 3 6 5

N—[4— (PRAFARAK) AFN) T2 =A]— 83— (83— AF— 5 —F == jl—
A—AIFHHTI V) Fart T IR

& : 35mg (INFES8 2%)

HPLCHHT : #iE100% (fRIFFFRT : 3. 934%)

MS (ESI+) :429 (M+H)

Elaf 3 6 6

N—[4—(VAFARRAKR) AFAV) T 2= ] —3—[5—(4—A +F¥Tz==0)
—4—A XX I N] et TR

& : 32mg (NFET7 3%)

HPLCHHT : #iEE1 00% (RIFHFR : 3. 914%)

MS (ESI++) :445 (M+H)

Ehtifl 3 6 7
N—[4—(VAFNVEAR ) AFNV) T 2= V] —3—{5—[4—(}FJ Tt a xF
W) T == W] —4—AIFP I Taed 7 IR

& : 30mg (INE6 3%)

HPLCHHT : ME99. 9% (REFM : 4. 29 34%4)
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MS (ESI+) :483 (M+H)

Rl 3 6 8
3—[5—-(4—TINFuTz2=V)—4—A4 I FHFH I NV]-N—{4—-[(2—FF
VR=1, 38,2 VF XY RAT 4 F =2 =L I) AFN] T == T T
IR |

N&: 27mg (K4 4%)

HPLCHW : MEE9 7. 0% (RFEFEFR : 3.2 7 443)

MS (ESI+) :445 (M+H)

NMR(CDC1,) & : 1.8-2.0(2H, m), 2.70(2H, t, J = THz), 3.07(2H, t, J = THz), 3.
19(28, d, J = 21Hz), 4.1-4.2(2H, m), 4.3-4.5(2H, m), 7.1-7.25(4H, m), 7.35-
7.45(2H, m), 7.7-7.8(2H, w), 8.11 (IH, br s), 8.23(lH, s),

) 3 6 9
N—[4—(VZFNRAK) AFNV) T z=]—3—[6—(4—=FRTz=)l)—
A~ XS IN]TrbF 7R

& : 44mg (K7 1%)

HPLCHHT : #iEE9 9. 4% (R : 3. 73 04)

MS (ESI+) :488 (M+H)

NMR(CDC1,) & : 1.24(6H, t, J = 7Hz), 2.75(2H, t, J = 7Hz), 3.09(2H, d, J = 22
Hz), 3.15(2H, d, J = THz), 3.9-4.05(4H, m), 7.1-7.2(2H, m), 7.36(2H, d, J =
8.5Hz), 7.97(2H, d, J = 8.5Hz), 8.22 (1H, br s), 8.35-8.4(3H, m),
3 7 0
N—[4—(PZFNFRAR) AFV) T =2=]—3—[5—(3,4— VA +FV 7=
=WV =4 —AYFFHS I AT T e F T IR

& : 57mg (XFE9 0%)

HPLCHW : #iE9 9. 9% ({RFHFH : 3. 50 247)

MS (ESI+) :503 (M+H)

a3 7 1
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3—[5—(8—TmrE—4—-—TNFuTz=V)—4—AIVAFT I NV]-N—-[4
—(PZFNEBAR ) AFAN) T == ] aE 7 IR

IN&:51mg (NFE7 5%)

HPLCHH : #ME99. 9% ((REEM : 3. 97 94)

MS (ESI+) :539 (M+H) ,541

FEhaf] 3.7 2
3—[6—4—Zuu—-3—Irfnrz=\V)—4—A VIV IN]-N—[4
—(PVFNRAR) AFAN) T == ] Tt 7 IR

INE : 48mg (NET7 7%)

HPLCHHT : $iEE100% RISk : 3. 990%)

MS (EST+) :495 (M+H)

Fhaf 3 7 3
3—[5—(3,5—V/unrz=)—A4—AIVFFF I N]-N—[4—(V=F
WIRAR ) AFN) Tz V] Tuad 73 F

IN&: 53mg (INE82%)

HP L CHHT: #iEE9 9. 6 % (fRIGHFM : 4. 1 8 04))

MS (ESI+) :511 (M+H)

K 3 7 4

N—[4—(PZFNVKRAKR) AFN)Tz2=V]—83—-[5—(3,4—VT7Fur=
=) —A—AVFFESIN] Tt TR

IN& : 37mg (NFE6 3%)

HPLCHOH : $iEE1 0 0% (fRERERE : 3.822%)

MS (ESI+) :479 (M+H)

Kl 3 7 5
N—[4—(PAFNRAB) AFNV) T z=p]—3—[6—(4—=trTz=))—
A=A A IN]TeEF T IR

INE : 10mg (INFEL7%)

241



10

15

20

25

WO 02/40458 PCT/JP01/10001

HPLCHYT : #iEE9 8. 7% (RFFFFMH : 3.4 7 645)

MS (ESI+) :460 (M+H)

EHMiBI3 7 6
3—[56—(3,4—VAMF VT 2= W)—4—AVFFFYIN]I-N—[4— (DA
FNRRR ) AFNA) 722l 7 e Fd 7 IR

WE: 43mg (NET7 2%)

HPLCHHT - #iE9 9. 8% ({RIFHFRE : 3.2 3 74)

MS (EST+) :475 (M+H)

NMR(CDC1,) & : 2.67(2H, t, J = THz), 3.11(2H, t, J = 7Hz), 3.14(2H, d, J = 22
Hz), 3.64(3H, s), 3.69(3H, s), 3.94(3H, s), 3.95(3H, s), 6.97(1H, d, J = 9H
z), 7.35-7.55(4H, m), 7.42(2H, d, J = 8.5Hz), 7.56(1H, br s), 8.24(lH, s),
EhwB 3 77
3—-[6—(8—7mrE—A4—TNARTz=V)—4—~AVFHF Y I NV]—-N—[4
—(PAFNEAR) AFN) T == T a et 7IF

& : 34meg (N*ES5 3 %)

HPLCHOH : #E100.% (R : 3.7 324))

MS (ESI+) :511 (M+H) ,513

FEfifpl 3 7 8
3—[6—4—nup—3—IpFud==oV)—4—4 I FFXF I N]-N—[4
—(VRAFNRAR) AFNV) T == V] 0 F 7T IR

& : 37mg (N6 3%)

HPLCHHT : #ME100% (fRFEAFM : 3.7 3 94)

MS (ESI+) :467 (M+H)

L3 79
3—[5—(3,5—V/ururz=on)—4—AYAFFY I IN]-N—[4—(VRXF
WIRAR ) AFN) T == ]ty TR

& : 3 8mg (g6 4%)
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HPLCAHHT : MBE9 9. 8% (fRIEFRFM : 83.909%)

MS (ESI+) :483 (M+H)

Ehtaf 3 8 0

N—[4—(PTFNVERAK)) 7z2=]—3—[6—(4—TNFRT==)L) —4—
AFFY I ] Tt 7 IR

& : 40mg ([NE64%)

HPLCHHT : #iE9 9. 6% (fREFREH : 3.6 804)

MS (ESI+) :447 (M+H)

a3 8 1
83—[5—(8,4—Vrtardz=N)—4—A4 24X S IN]—N—[4— (DR
FIVIRAR ) AFN) T 2= V] 7P F 7 IR

& : 31meg (NE56%)

HPLCHH : #iEE9 9. 8% (fREfEM : 3. 56 54)

MS (ESI+) :451 (M+H)

e 3 8 2
N—[4—(P=FNANFAR)) 7 =z=V]—3—[6—(4—=trTxz=)V)—4—A
APV I T AT IR

I : 4 9mg (INFE8 3%)

HPLCHH : #ME100% (REIEME : 3. 746%)

MS (ESI+) :474 (M+H)

Fipl 3 8 3

N—[4—(PFNHRAK)) T==N]—83—[5—(3,4—VA KT T ==)0)
A=A VFRFY YA TREALT IR |
KE: 51mg (INFE8 3%)

HPLCOHT : #iE9 9. 8% ((R&HFM : 3. 52 8%)

MS (ESI+) :489 (M+H)

EHifl3 8 4
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3—[5—(3—TuE—4—INFurdz=N)—4—A4IFXFH I N]—N—[4
—(VZFNVERR ) T z= V] T F T IR

& :52mg (XET7 9 %)

HPLCHH : #iE99. 7% (fREEM : 4. 01 14)

MS (ESI+) :525 (M+H) ,527

Ehipl 3 8 5
3—[6—M4—uu—-3—IrFurdz=N)—4—AIFFF I N]-N—[4
—(VZFNRRR ) 7= ] Tt T IR

& :51mg (IXFE84%)

HPLCHHT : #ES 9. 9% (FREIEMH : 4. 01 94)

MS (ESI+) :481 (M+H)

NMR(CDC1,) 8 : 1.32(6H, t, J = THz), 2.73(2H, t, J = THz), 3.10(2H, t, J = TH
z), 4.0-4.2(4H, m), 7.5-7.8(8H, m), 8. 27(IH, s),

Eiiwhl 3 8 6
3—[6—(3,5—¥7/uudz=)—4—AFFYH S IYN]-N—[4—(P=F
NRAR )7 2= ] 7ubd 7 R

INE: 53mg (INFES5%)

HPLCAHHT : #ifE9 9. 8% (FREFREH : 4. 215%)

MS (ESI+) :497 (M+H)

L] 3 8 7
N—[4—=(TPRAFNBAR) AFN) Tz=n]—3—[6—(4—TNFRT ==)l)
—4—AIFHRYIN]TuFTIN

& : 25mg (K4 2%)

HPLCHOHT : MiEEO9 7. 9% (RFEHFH : 3. 37 5%)

MS (ESI+) :433 (M+H)

NMR(CDC1,) 6 : 2.69(2H, t, J = THz), 3.08(2H, t, J = 7Hz), 3.10(2H, d, J = 21
Hz), 3.62(3H, s), 3.66(3H, s), 7.1-7.2(4H, m), 7.38(2H, d, J = 8.5Hz), 7.7-
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7.75(2H, m), 8.01 (1M, br s), 8.26(ll, s),

Ejiifl 3 8 8
N—[4—=(TzFNVERAF ) 72=N]—8—[5—(3,4—-VT7NFRT==)V)
—~4—AIFHRY I ] TuEF T IR

& : 36mg (NFE6 2%)

HPLCHH : MEL100% (FRFGR : 8.8494%4)

MS (EST1+4) :465 (M+H)

REfl 3 8 9

3—[6—(4—=btuTdz=V)—4—A I FXH S INV]-N—{4—-[(2—FFV
F—1,8,2=VUAFPIRRT4F =2 =) AFN] T ==} Pt o7 3
)

NE: 19mg (NZFE3 3 %)

HPLCAHHT : #iEEL1 00% (FRFFEFHA : 3. 375%)

MS (EST1+4) :472 (M+H)

FEfl 3 9 0
3—[5—(3,4—VA XV Tz=)—4—AIVFTFHY YA -N—{4—[(2
—FFYR—1 83, 2 TUAFYRRAT 4 F U —2—ANV)AFN] T ==} T e
7R

NE:24mg (IXE40%)

HPLCHAT : M1 0 0% (fREFHFRH : 3. 13 64)

MS (EST+) :487 (M+H)

FEhf 3 9 1

3—[6—(8—TrE—4—InNFRTz=)V)—4—f IFFHSVUNL]—N—{4
—[(2=FFV =1 8, 2=VAFIRRAT 4 TV =2 —AN) AFN]T7 ==}
JuvF 7 IR

& : 24mg (NFE37%)

HPLCHOHT : #ME9 9. 9% ((RFEFEERH : 3.6 3 745)
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MS (ESI+) :523 (M+H) ,525

sl 3 9 2 "
3—-[5—-(4—Juvup—-3—Inrdurz=)—4—A VFFYP SV NV]—N—{4
—[(2—FF%TVF—-1, 3, 2-VFXHARRT4Fv—2—AN) AFN]T ==L}
o F 7T IR

& : 22mg (NER37%)

HPLCHHT : MEL100% (CREFEFM : 3.6 34%)

MS (ESI+) :479 (M+H)

Ehifil 3 9 3
3—[5—(8,56—Vrunrz=V)—4—AVFFF S IN]-N—{4—[(2—
FFYVR—1, 8,2 —VFFVRRT 4 F L —2—AN)AFA] T 2=} T r g
YT7TIFR 5

W& : 28mg (INFE4 4%)

HPLCHHT : MiE100% (RFFFERH : 3. 8 0 94))

MS (ESTI+) :495 (M+H)

Kl 3 9 4
N—A_RVVNV—N—[2—(VZFATI /)= FN]—-8—[6—(4—TArFuT=
=) —4—AVFTXYSIN] e F T IR

& : 33mg (IXES5 7%)

HPLCZHr : fiE9 8. 3% (fREFFEM : 3. 18 44))

MS (ESIH+) :424 (M+H)

il 3 9 5
3—[56—(3,4—VINFuTdc=V)—4—A4 I FFP S IN]—N—{4—[(2
—FFV -1, 3, 2= VAR RRATA TV —2—A W) AFN] T ==} TR Y
TR

& : 20mg (K3 5%)

HPLCHHT : #iEEL10 0% (FRFEFISRH : 3. 46 2%)
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MS (EST+) :463 (M+H)

Fhipl 3 9 6
3—[6—4—-TrFdu7z=)—4—A I FHYY I NV]-N—{4—[(5—AF
N—2—FFYF~1, 8,2 VHAFPHRAT 4TV —2—AN) AFN]T ==V}
Tt 7 IR

W& : 33mg (NFE52%)

HPLCHOH : ME9 7. 6% (IR : 3.419%)

MS (ESI+) :459 (M+H)

NMR(CDC1,) &8 : 0.84(3H, t, J = 7THz), 2.0-2.4(1H, w), 2.68(2H, t, J = THz), 3.
08(2H, t, J = THz), 3.1-3.25(2H, m), 3.75-3.85(1H, m), 4.0-4.2(2H, m), 4.2
5-4,4(1H, m), 7.1-7.2(4H, m), 7.35-7.45(2H, m), 7.7-7.8 (2H, mw), 7.95 (1H,
br s), 8.27(1H, s),

Ehuhl3 97
N—{4—[(5,5=UAFN—2—FFYF—1,8, 2—-UFFIKRRAT 1 Fr—
2—ANW)AFAN] T ==} —3—[5—(4—TnFuTZ==)V)—4—4 Y FFY
YN FrEF T IR

INE: 33mg (XZE50%)

HPLC/HW : #iEE9 5. 8% (fREFRH: 3.5464)

MS (ESI+) :473 (M+H)

NMR(CDC1,) 8 : 1.23(6H, t, J = 7Hz), 2.69(2H, t, J = 7Hz), 3.0-3.2(4H, m), 4.
3-4.8(4H, m), 7.1-7.25(4H, m), 7.3-7.4(2H, w), 7.7-7.8(2H, m), 7.8-7.9(1H,
m), 8.28(1H, s),

L%l 3 9 8
N—{4—[(5,5—V=FN—2—-FFVF~1,3, 2—VFFHHFRAT 4 F~
2—AN)AFN] T ==V —3—[6—(4—TINFuaTdz=))—4—A T
N AVA=1-F N

& : 35mg (XFE50%)
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HPLCZZHr : #MEL00% (R : 3.805%)

MS (EST+) :501 (M+H)

EhaB 3 9 9
N—{4—[(4,6—VRAFL—2—-FFV -1, 3, 2—VFFPERAT74Fr—
2—AW)AFN] T ==} —3—[6—(4—TNFuTdz=p)—4—A D FFY
SIUNTueF TR

IN&E : 34mg (N5 2%)

HPLCHHT : #EEO 7. 6% ((REIGM : 3.505%)

MS (ESI+) :473 (M+H)

Eifl4 0 0

N—{4—[(5—TFN—5—-—xFN—2—FFL K—1,8,2—-AFFHHKRAT7 4
Fr—=2 =AW AFN] T 2= —3—[5—(4—TNFuTz=V)—4—A Y
¥ IN] Tt TR

& : 32mg (XFE44%)

HPLC&HHT : ME9 8. 9% ((REHIFH : 4. 1 304)

MS (ESI+) :529 (M+H)

NMR(CDC1,) & @ 0.7-0.95(6H, m), 1.0-1.4(SH, m), 2.68(2H, t,-J = 7Hz), 3.07(2H,
t, J = THz), 3.18(2H, d, J = 21Hz), 3.75-3.9(2H, m), 4.05-4.2(24, w), 7.1-
7.25(4H, m), 7.35-7.45(2H, m), 7.7-7.8(2H, m), 7.9-8.0 (1H, m), 8.27(1H, s).
SEHfl4 0 1

N—{4—[2, 2 —FER(PZFNFERAB /)T =V]7z=A}—3—[56—(4—7
AT 2 =)V) —A4—AFXP I Ta AT IR

& : 31mg (NR37%)

HPLCHH : ME100% (PRiFEFRH : 3.7 3 04)

MS (ESI+) :609 (M+H)

il 4 0 2

N—(4 —{[ER(=FNTINNERABINIAFNV T z2=)) -3 ~[5—(4—7
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WA T 2 =) — A~ I FFF I TeeF 7R

WE: 13mg (RE21%)

HPLCHOH : #E9 7. 3% (RIS : 3.3624)

MS (ESTH+) : 459 (M+H)
Za 4 0 3

PCT/JP01/10001

N—[4—~(VEFNHRAKR) AFN)—2—RF N Tz=]—3~[5—(4—T)

FRTz=V)—A4—A VAFRFIN]TrEE T IR

& : 37mg (INEK56%)

HPLCHOH : #MiE98. 1% ({RErEH : 3.6 1 54))

MS (ESTI+) :475 (M+H)
Eltifl 4 0 4

N—=[3—(P=FNEARIAFN) T 2= ] —8—[5—(4—ThFda T ==/)
—A—AIFFHIN] T a7 IR

& 34mg (L5 3%)

HPLCHHT : #iE 9 9. 7% (FHEREHE : 3.6 68%)

MS (ESIH+) 1461 (M+H)
EhEHl4 0 5

N—[2 = (VZFNFAR) AFNV)Tz= V] -8 —[5—(4—TNFar7==))
—A—AVFRYIN]TrCF T IR

N&E: 44mg (INFE6 9%)

HPLCHOHT : #iE96. 4% ({RiFEEE : 3. 78 94))

MS (ESI+) :461 (M+H)
EiEHl 4 0 6

N—{4—-[(5—TFN—5—-RAFN—2—FF%LK—~1,38,2—IFFWHKRAT7 4"
T =2 —AN)AFN] T 2=} —3—[6—(A4—TNFaTdz=)V)—4 —A Y

FXHS I ] et TR
V& : 30mg (NE44%)
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HPLCH#HT : M9 8. 4% (RIFFE : 3.6 7 2%)

MS (ESI+) :487 (M+H)

Ehsi4 0 7

N—[4—FTTFNERAKR) AFN)Txz=V]—3—[5—(4—TNFRT =)L)
—4—AJFFPIN]ITFuE T IR

R Adme (K6 1%)

HPLCHMHT : MiE100% (fREFHFH: 4. 29 94)

MS (ESI+) :517 (M+H)

FEhfi 4 0 8

N—=[4—(FTAYVTRENVEAR) AFNV) T z2=A]—3—[6—(4—TFnrz
T2V — A=A FXP Y] TuF T IR

INE: 48mg (N7 0%)

HPLCHHT : #MEEL 0 0% (fREFFM : 3. 90 64))

MS (ESI+) :489 (M+H)

Ehif 4 0 9
N—{4—-[2—(V=FNAKRAR/)ZFN] T 2=V} —3—[6—(4—T)NFnr>
=W —A—AIVFFYIN] T T IR

INE: 37mg (NFES57%)

HPLCHHT : #ME100% (PR : 3. 7254)

MS (ESI+) :475 (M-+H)

Efafla 10
N—{4—[E)—2—(P=FNFRAK))=2— (T T INLR= V)T =] 7
2 =3—[5—(4—TNhFuTdz=)—A4—A I FFH I TFuF T
Ik

IXE : 9mg (NE12%)

HPLCHHT : MiE80. 0% (fREFFEH : 3.97 2%)

MS (ESI+) :545 (M+H)
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Efigla 11

N—[2 = (P=FNEAR))=FN]—8—[5—(4—TNFaTxz=\)—4—A
VEARHSIA]FrF T IR

& : 1.2mg (NE10%)

HPLCHHT : #iE9 1. 6% (RRIFH : 3.2 1 1%5)

MS (ESI+) :399 (M+H)

FEhafi4 1 2

3—[6—4—TrFurzz=NV)—4—AVFFY VI NV]-N—[3—(P=Fn

BAR )7 A]Fu®tr7I R

INE: 10meg (XE1L8%)

HPLCHW : MiE9 7. 4% (fRFFR: 3. 182%)

MS (ESI+) :413 (M+H)

Ehafl4 1 3
N—[4—(P=FNANERAR ) AFNV) T z2=V]—3—(5—T == )—4—A VF

FHV ) TrFr7TIRN (221 mg)  RILFIAFAVIA (0.1 7m
1) RO7Eb=FU (10m1) ORAMZERTL 6 FEEPE L, K

BEWESBRHPLCTCRERL, N—[4—(=FAVHRAR ) AFN) T z=/L]—3

—(5—Txz=N—A4—AIFFHS I V)T Fr7IR (139mg., 6

7%) &R, R 80—82°C,

NMR(CDC1;) 6 © 1.27(3H, t, J = 7Hz), 2.64(2H, t, J = THz), 3.0-3.2(4H, m), 3.

9-4.1(2H, m), 7.1-7.2(3H, m), 7.3-7.4(2H, m), 7.4-7.6(4H, m), 7.6-7.7(2H,

m), 8.21(1H, s),

MS (ESI+) :415 (M+H)

DIHP L CBIEIZRBIT SBIERME LT, 83— (5—Txz=V—4—AVFFH
UNV) =N—=[4—(RAKR AFNAV) T == V] FabF o7 Refk,

INE: 39mg (INE20%)

FLAL : 162-164C
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NVR (DMSO) & : 2.67(2H, t, J = 7Hz), 2.88(2H, t, J = 21Hz), 2.96(2H, t, J =7
Hz), 7.15(2H, dd, J = 8.5/2Hz), 7.45(2H, d, J = 8.5Hz), 7.5-7.65(3H, m), 7.
76(2H, dd, J = 8.5/2Hz), 8.56(1H, s), 9.90(1H, s).

MS (ESI+) :387 (M+H)

BEIFI L (T ELORE)

1) il 6 8 DiLEW 30 mg
2) R ELE—R 10 mg
3) b 19 mg
4) RFT YV VBT RV T A 1 mg

% 60 mg

1), 2) . 3) BX®4) ZBAELTC, EFF Ul eV HET S,
EIG 2 (BeHl &)

1) Ejifl 6 8 DY 30 g
2) HpE 50¢g
3) PERIVFUTY 15 g
4) ANVKRFVAF L —RARNT T A 44 g
5) AZT IV U= TR T A 1lg

10008 ® 140 g
1), 2) . 3) DEEBLU30eg04) KTHE L, EEmERK%, Bz
79, SOERFKIZ14gD4) BEQRL gD 5) ZEA L, FTHEIC L 0 ITHET
Bo TOLIITLT, LEhi= Y EHMEHI6 8 DILEW3 0 mg 2EHT 5841 0 0
0% 2,
FEZE_E ORI AT REME

AEHOAAY (1) . (Ta) BXY® QD 1%, BhreA VA Y UDUMEERE
AR LOCMEETEREZA L, LbEEETHL-0, BERBOTE - IREH:
EELTHWAZ LR TS,

FE7e, RKEHOL YAV —AHERT, BRESVa—XDEET TORE
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RNZA AV U RIMEEIER R IET 5. I o —REEEA V2 ) U5 iRE
FELUTHWNSZ ENTES, LENoT, %A AT —AFERIL, AR
U v O¥ETH D MESIHEPEIERER 2 & oSt En, ZeRERBEOF
B - A2 Y LTERTH S,

AL, BACHESNZEE2000—-35086 9%ERELTBY Zh
SEONBIIARHHEICLTEEENE DO TH S,
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FESR D P

1. —fEK (I a)

R’ W-Y

[P, RUBEOR2O—FIIKFRFELIIEREL, MFXEBRILTHN TS
5 RWERREZE

WItIEAF i3 2 O RRI Rk R EE ;

YidE: —OR? (R%E, ARFF. BRI THTH DvRIbKEE, Bfsh

TNTH EVVERBEE - BRI TOTS LNT Y AERRT) TRENBE
ERFTZTF LS LT I FIEERTOTH KW ANRF VB ERY, 272

10 L. RUVEAIER?2M3, 5—Vtert—7FL—4—b RFuafy 7=, WHC,_
JTIAFLYTHBLEE, YIROHTRY, ] TREINZILEMS LIIZZOEE
XFEOTa KT v 7 2EH/ LTRDPEREOTE - 169H,

2. —#=e (1)
NG
N
\
1
R W-Y
15 [P, RUBIORZ2O—FHIIAKEZERFELIEREZ, U XERINLTHTS
LOWERIREZ ;

WA R E ik 2 MO BIIRRARES ;
YR —OR? (R%E, KEFTF. BRI THNTS LWRIEKFRE, ERSH

TOTH LWVEEREFFIRERINL TV TL LW VAVEEZRT) TREhSE
20 FEFEZATAULSL LTI FMEEh TV T IWAARF VL EEZRT, ] T
EINAHLAEYWL LIXZDEERIZFOT e RS v 2 8F L TR ATMIFRERSE
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DFBh - IREH,
3. — =k (1)

0 R?

e
"\
R’ W-Y

[, RIBIVR?2O—FIIKRRFEIIEREZ, M XBERINTHNTDH
JOVBRREE
WITFE&F £ 7203 2 MO RIRRILRREE ;
Yidz : —OR?® (R*I%, ARETF, BRI THTH LWRIKEE, Blsh
TNTHIWVERBREEFEBRS AT THL XTIV AVEERT) TR E
FFT AT AL LTI FMEEn T Th XA RF I VEEZRY, 1 T
EINBEDD LRZORELZZOT e RS v I 2EH L TRBA VAT v
53 WA,
4. —f= (1)

i

\

R W-Y

[P, RIBEUR2O—FIFARFETETBERES, fiFIEREI A THNTD
FVERREE ;
WITREAFE 1213 2 HORIRR{ILKEES ;

Yidsx : —OR?® (R*IF, AFBFF. BRI THTH LVRIKERE, BRSh
TWTH EWEREREFAREBERI N T THLIWTVAVERRT) TRESE
FIFT AT LS LIET I FMEEh T Th WAV RF UAEE R, ] T
REINBEEWL L ZFDOEELITZOT KT v 7 %EF LTRIBERFES

HHEDTES - TaRHl,
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5. BERIBIEADHESHIEESE TH H5RME 4 RO T - 16FH.
}6. —ixE (11)

N/O Rh

\
R Wa-Y
[, RUPBLUR?*O—FIIABRTEZ, MGEERSN T TS KWVERRE
z;
Wa iX 2 B ORERRILKEEE ;
Yz : —OR?® (R, ARKT, B TOTH LWRIEKRERE, Bifish
TWTH IVWEEREFLEIBRINTOTHIWT VVEERY) TREDE
FIFZRT AL LET R RFMESh THTh S VRF VR EIRT,
I L, WadSCy_y TAFL oY RR: —OR? (R, AiFLL ABREER
F) TRENAEELEFAFAZZAT SN TOTH XDV RFVVETH S
L&, RINIKEFERT, RZUWFEBRIN TV THIWERRETHS] TRENS1L
A (oL, 65— 2= —A4—A IFXF S INAY ) —ABINE —T ==
—4—A VY FFYY U NEBERLS) ERIEEOH.
7. RUVPEEEFER? ORENIBEHRINTOTH LORREPER SN THTS &
WEBELCH HHRE 6 TROLA Y,

8. RI*BMKFEFRF. RUABABHINTVWTS LWERRETH 555KHE 6 fedioib

GL/

9. REZABWINTOTH LWEFIEETH 27ERE 8 EMOILEW,

10. Wa B REH 1L~ 40 2 MOIRITHERILKEELTH 2 5HRE 6 iROLEW,
11, YRA7IFEERTOTH IWIARFIIVETH HEKRE 6 B OLEW,
12. #FRE6EBOMEMDOT R KT v 7,

138. 3—[5— (8, 4—V/un7Zxz=)l) —4—A4 VAV Y] Far
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