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[0041] A

LR TR CE S LA S M e U 7T IR RIS i E U<
WL, N, N=UAFNVTENTIR ALV F UL N-AF NV —2—alR

b,

LV F T LXNEL, 3—VAF N —2—A3IF IV ALV F U DEDOIREA IR
FIRTE N, N—UAF VT ERNTIR /HL)F U MES R P FHTIFELL AW

[0042]

LREBMR IR, FRFHK T CEMETDIIENFELY, T2, LiEmo 08
ZHETHOYE . FOWIRLEAELEL TIX, 20~100°C, 1~ 243 RTES
Do

B, YELETHITHWEE S LA L > TEAMHIIE ERE TN TX
[0043]

EREE VB TRIX, WS KREX XTI B2 T omm TLah oK

PRSI T B | DI b P B RITAE A T2 B iR R L AR U3 7 L B
ERN AL BREELEH T2b M TEMT 2 LR ThD, ZOEMIL. AMDT
EEHWDIENTTRETHD, R, Mo T LA DKL ITT I/ H£D60~10
OEN Yt BDICF RMERIER TR BELE T EMEAWT, VAF L
TERNTIN BV F UL CVDRAEHE T T, 80~100°C, 1~24KF[#], %
REFR T T B TILEOAKBEX I T EOEix

ITOZEPEREREDE
ARZ RIS DRI EL, FFIT, BOSIREE EPOGKRER Je7 BP9
LDEEEEEZH LAY OIRNEIX LR e
Do

HEOEAREFTETH ETHETD
125, REWICBI DR O TLEFHERITRITD, Dbt PR IRICE

AT EeIEREAKBRIEITI RIS UES B RRIELEH T 2/L A DE ALL
B, FRCBRESIAL D TR,
[0044]

ERLHE TEMTRIT, EREFVEM TRIZRWT, DK EL R R RITER
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[0045]

[0046]

TOEREEELKBE LT ELRISUAD B REELEH T LA TREEEX
T EBMEMSN TORVE S TG OKBE XTI 7 A i — (D)
TROSINDEYH TEMT I LR THD, ZOEMIT. AFDFEEZRNHZLH
FIRETH D, KT, M TLAE Y DERET DK E I T/ ED1~10FEN %
WED EFR—EA D) CRLENIACAEDER VT, VAFA TR IN /#HbY 5
UL EVARBYRPE T, 80~100°C, 1~24K5fl], R EHR T CER/MiZT
5T e, kR —RA (D TR LB M DEAREHIE T2 Kb ELY, &
Db, L —R 0 TRbENIALAHOTMEL, L —&RX 0 TRbEh
TeALB M DOEAREHIH T L5 DRI EHE TH D,

BB, AREPICB I DEmL TLamFHERICRTD, Lii—K 0 tRbsh
AL OEANT BT, FHZRESNAHO TR, Fit, H2EM TR TR
CRPURDKBE T T ERFETIHAIL. F— M LR AL EbE
BB TMEEMERESED,

o ARV NS B TALEWFHERORIE T LT, D7dEh, RS
NIKBRE ST T B2 G 4550 TG DK EE ST T B D— Ik
BB ATHRBILEATRL, SHREBEPEASN /S TILAEBIETETD
KEBEIITI L, EE—BR Q) TRbINTALEM LN DAY e T
HEUEM TREE, EASNTREBIEL S OKBEL FHASE DN LIRS,
HAESNEABRESL Ei—BX (D) cRINLEY BT aHE2EMm TRE
EARUHETH>THE, LitRBEEEATRE UM LREL ZHRESIET
i3, B T MOKEEITT I EOREDMEL Ll — R (1) cRShz
LA CERiTAZLNFTRETH S,

LRREEE A TR R OB TR S RE LTI, (REEEEATRIZE
WTHEASNARERIT, B TRICBWTKBRE XTI T B2 EMT 58
FOBE G KB EE I T I A DRBES D2 LN P RER A THIVTFHZ RES
R, (REEEZEATH20 DA DT, REEHOX B LD KB LT
L EORIEHCHTRA LA DO KR EE T T B+ B RIS ST E
FTHZENTE, FIZIXN T 2=V AFNVE (NFNVE) | T 2= VAFVE, hL
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B AUV NIAF LU DAF )L (—TFN) VIV SR T LA T
HY, FEITIE, NF VR NIATF LIV ERERETHIEAMA VLIS,

IKIBFESNTT L B~ DB EOE A | BT AP LD KRR LTI/ 5
DAERRIT., KEBEIIT I/ EEES T LB OFRFITIS U T2 A OME Y 72 X
WSS TATHZ LN TED,, F Mt CRRIZB T HRTFREEDAKBRE T T7I/
EWBOBBENL, FHCRESHT, FIZIEBST VAN LD IK D IRE DD
FEZE>TITHZLRTED,

EREH—oRE R EL, REEEF DSOS BATINEN L, TREE
BT IENTED, 2O BGEa AR Z XD Z LN TED, Fie, L7
—OBRGETRICENE. BH T EEMORTEDKBEDEC, Eit—i= (D)
TROINIACEWEHERITEATHIENAIREERRD,

BB AR ERE—OREFIEERVWDE, FHUEM TRICBWT Lt —&
X (D) TCROEINIALAHLUSNDILAE DI LV EMSh TV W RS TR A S
ROKBEIITI/EDOFTEEEL ., HB2EM TRIZBWT EiE—&= (D TXb
SNTALEIZIVEMTED, > T, LA (D TRINTALAHDOKERE X 1T
TUEERT DS TALAE M ~DEARL, F2oAeffi LRIV T Ei—RA [
) CRENTALE DO RE BT HZLTHIE A HETH D,

ARREPDR S TLAHFERIZBOT, ERE—BR (D) cRbEInALEHDE
ARERD BT, 'H NMRE VBT D200 R HFELL AV BIS, K
JEDTEREL COBITAIIE, FHIEICLORD 72 Eid— R (D) cRban s
YV DOBARII—BELTNEE T, AFEPTITI TR (2) OGEEZHVW,

(1) ER—# (D) TROSNIALEWEE AT HHIDO &7 T EWFHEEER DT
FOPHEND, ERR—X (1) TRbINIALEY LS DB DR S TLEY
FHERIZBITLEARE KDL, D%, Lid—&A (D) TRbaht&HEE
AL TR EARO L —RA (D) cRbENALAE LS DL D
BREZEOTah b, ERR—B&A (D) TROSNIALEH DT ARIZEERF AL TH
DEEEOTar DD, @S T T ERIZIIT IV INEOBEARLH
L., ZhE ma FHEEwFHERICRITS L — (D) TR/t D&
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[0050]

[0051]

[0052]

ARET D,

()M TROK 1. AW DG L LAY EROAKBRE I T7 I/ M
HiEIC IV ERIBEHESN TOALEEL T, Lii—&N 1) TEbEhiz it AYLL
NofbEOERREOTar L, L —KR 0 TROENIAAEHO T ARITHE
BERAL TSR REDT a DEERD ., @y THbawFHERIzRBIT5 Lit—
i (D TRDENTALEM DOEARE AT D,

ZZT, FERFFSCIR1IZIE, 3— (N v UN) Fub v Ay 7 — e JE gk
U T2 REH SR LTGRO BE T RIEA S eSO, 7%
EREFEROREFHEIT OV TL, UV VITE v e—R B ST LEaY. 3
— (=R P UN) Fae VAV T — M iE RS, 90°CT10REHE RS E2
HLOTHY, EEFFERITB VTR, 3— (Wb P UN) a7 F—
NI VA EDREA DAL= =L THEASN TS, 2L T, 'H NMRE V25
Bk I IIE, B SRRt VNV T U H KT BV S
FTAIED TSV BEBFREHIN TS,

— R, T2 VEEF AT T — R, T VEEFSRNAY YT —h
ETIR, T VAT 52T T — MO RISHED 7 B B m 2R b i
TW5, R SR LI TR OBEE HIETIE, 3— (Wb v UL) Fre
AT F = T 2N AV T T F— b RIS EETNDT | ZHEOKBRE
ST == NVEER T AT T — BB UG LB A DND, ZDTED D
. EF'H NMRE V=R RSB T SHF AR 57 ae LR = b
VTR T BT T AR TN o7 B 2 b, Ko T, BEbEHEE
RIZIZF e VN b U T BIEEASEA S T RNEE 2 BRD,

SOIZHERFFF ORI REM D I7 1 TIE B L TRV B — R 53— [T HS
TSN TEL T, Z0ZLb N n—RFEKIZ ot VN b L F0RNiE
EAEEAINRN ST EDOBRTHDHEE 2 LD,
<3>AFEWHOE—X

ARIIL, ERm TLAFHEERN ORI — R ERME T2, ARBIZBITS
B — AL AT ERR SUIERR OISR DRI T THY . FI 2 IX20ERREDRL T DA
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[0053]

[0054]

RERLEHMERLENE L LEIC, BRERLEAERLOLOTEEHRL. O
~5. 0, IFELLIEL. 0~2. 0, JVIFELLIEL. O~1. 3&BBREFT D, A%
BIZIRBW T, E— X DR TR ORI, B2 X EEALVE 7B EE (SEM) Tk
SN EBNORODHIENFAHETH D,

EREARMICLSE — R, FEAEICEMRL TS ER R Q) TRbEh
LG CEMSNISREFEREDOR S T LA WHERE | £oITBIELTVD
FEIE PRI IBE S AY ) — VE DT a b A SRS S e VR IR 2 1T 2T
RGPS E S8 T, RS2 HEL TEON D, ZZTHOWLN A HHSRELIT,
SZPEFHENRED RS T EWHERPBEMET 2O THIIV D 25b D Th-o
ThRWA, FHTBK DS DB EL, F7z, BIAKHEDLD TH-Th, BAKMED
BELBE L THEN TR FRETH D, AFPIILLHE =X, LRRDI5RTF
BT, BRI (D) TROSNALEW LA DL EH TSI TS &5
FACEMFHERLT NI LT N R L AFNAL T EDT Nak v
VEABIILICIARS | BIAIE IR L QOB TG TR K IR AY
—VEOTab g GRS A TR R 2 TN 2 T R E L <R
EHATHETH D,

AFEHIZBIT B — XD, #H 1~500 um, FELLIE5~300 1 m, iz
FELLIZ5~100 u mTHD, ZOLIPRBEDOHIA ThIUL, BT LEICRE L
CEDOFHPERDHIENTE, OWTIE, BFERIEEROSBEE ) 2 mVbDET
BHIENTED, e, AFEIZRBITHE—XIIZILHEOLOTHY, SEHMALERIL10
~10000A | #FFELLIZ50~5000A TH 5, ZD X572 LR O ThHIU
R R S ISR S ILNIC T ITIRE L e B R Dy B /1% R
HIENRTE, FFELVY,

FRERHEDFTEICIVBLN DY —ADREEIL, LRSS0 FIEICBWT, @
TEMEAI KBS S 3 7 a bk B IE A 5 T WA P D 188458 £ 4-800~3000rpm
S ELLIZ1000~1500rpmDEIHIZEREL . ARG SR mE s VA K I
Fuh A AR S RO BO R | SHEFHEREOR S TILA DTSk
DIRE | FHREAEED R E G AR IR T 7 a oAt SIS A 5 oW I~ DR
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IR, BRI 2R K OB PR OIBREE R 5L LR 52N TED,

[0055] AZEHOE—X1L, HPLCAHIZRLNSHD TR, BEARA I a7 574
— DM EEZ BT 200 RSB FREA L L T AVWDIENTED, £
RO LR FHERLED R 7 TLEWFHFEREL AN — X3, £ DRI
XU FES B UG DU > TV | AL M EL T3, 3%
—RENFD T IO T BB A LU CIRIEL 70 P M R S B
AT LTI, HEEEMERALTELT, P RMEEOSBEHICE#ENICHE 5 T5E
—APBIEY Lo TNDIzd , —EITEF A EITEL RS E0D, TDT0 . 6
SRR BED T DTG B R O S BEE S IER VD, Fio, ARIICEAE —
XTI PR EN USRI, SRS BRI T 2
BEOERASIHISI COBTDIT, AFEHOE — X% e B R B FEEAIE L
TRV RV BED T M2 EIRRICENL TV D, EHIT, B — Rk
(2, Z7aahY AF N TR rau ) mF N TUIRE DY T Ty TV T HEIE
T, BA LA HERICEAShE R — (D) cRbahitAmh ok
DT Nafky a2 T AT N ady BB HI LT, LFESEREDIKT
BXDICHABIELFRETH D,

F72, ERROBEVE —XDOERE G, B —XOWRERIRHTEZ > TNB720,
BRI ARG RS R Z S DM E 222K | BLE TR KIBICEHFE LT
B, MEIGU T, E— R ICE — X2 M2 8 CRENCAETHZL T, BT
fbAawFHERICEASNE ER—BRA (D) TRbIN LG T ORIIEDYF
LORESICECES T THEAIE SRR E 2 SOIZ SO T LL R Th D,

EHIT, ARHDES TLEWHEERICEITS LR —BR Q) cRbESh=bE
YVIDEARERET DL, ThIZIH T VT NN=MR S AF AL TG REDT
NaXT YT EE =BT 52812 8Y, ERiE — X ORI 58 %7
B DZENFREL 725720, O HRITHPLCH O Y62 Bk iR 25 B Fe AN R
BIBLOTIIRL BRI 0~ b T 7 4 — SOl R ErE & T2 iRich i
MHEL 2D,

[0056] <4>AFEPIDE S TALAEWHEEERE ST 0 RV BEN SRR
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[0057]

[0058]

[0059]

AFEROLTIHERED =m0 TR ERIT, DR B SEIEA L
LT LD BfEZ 5 LI IELNHE —XDIERIT WD DAHRLT | DA
HMOMFEL O TRROFTHEITIVERE N D ICF B 55 BE ] FE A o Bk

[CHHANDIERTED,
BT, TR T D HEEICHRBSE LGSR O R B O A5 L
(CIHETDHILNRTED,

TITWOHEFRNT, ik LIC2HEFEREOR L TLawH SRS EE LSh
TWBIETHY, D HF BT HEFHENR AR ORI O BIRY 2T, KL DR
DAL RER . SHEFEEZEO RS T LA EERR Lo a . B0
LA S ZSHEFHERED G0 TLEWHEEARA~DNIE | TUMNVSUSTRE
RDFIETH RV, SHIZZTTWOHIKREIE, 2 FUB A MR 32 FUE i
EHRBT I, FELITLABE AR THD, FrFELWHEKEL TR F v
BT B, FOERBIIBEY T /) — NV OB PR 570 IcR @A S
TWDZEBGFELNE, BLEELEPES I TR THRIERY Y,

AREHADE G TALAWFHERE VOGS BB FREANL, W A7a<h
77 4—., BRIKEH., FIx IV —xL Ihnravhr 57 +—H(CECH) .
CZE (¥t —Y' - BRIKE) ik, MEKC QA BB v~ EOF ¥ 7Y
— BT LOFHEANEL CHFA$THIERTES,

LT AZZ BRI U2 i p 20 B 9505, KRBT Z 60 E R E1IZRE
ENBLOTIFARY,

FE i
< B>
(1—1) —EABREEZBELEELT—RS, 5—UAF AT o= LN A—RDE K

H S22 —210. 0g(61. 8mmol) IZH/AN, N—YAF L7 EhT7IR30
Oml&H b F v 4525, Ogh iz, MABS 72tk BERL ., B o —REB— W fE
T, BONIRERICEY Y 150m1k 3, 5—VAF VT 2= AV T F—h2
9. 4g (200mmol) ZM % 90°C T26RFH] SUSS ¥ Tz, USSR EAS /—/VIZTTE T
L. REEELU TR L7214 . B2 HREATVE S BIEfiS /2B n—23, 5
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[0060]

[0061]

[0062]

—VAFNT 22 VNS A—NFER— A% 27, 9gfT-, TiiOmHTicdvs, 5—
DAFNT 2= AV T F— DEARNREI. 0% THHZEZMER LT,
(1=2) TAaFL P INEEFTHENAT—RS, 5 -V AF N T 2=V A—k
DE L

HRES R ER — A 2. 00g(3. 59mmol) IZEV P 30mlé3 — YL 7 F—h
Fu VNIRRT 51, 34g (5. 42mmol) ZAZ., 80°C T7 2GS w7~
UV REERE AL ) — VAT T L REEREL TR L7244 . B22HRATTU
TNax VN VEEREA L)L a—2R3, 5—UAF )T 2= ) LA A A— NS
A—B 2. 04gxf87=,
(1—3) A a—RFHEMRICBITEI AT F—rat VN v T D
ARORE

'H NMRA~ZML (400 MHz, Gemini— 2000 (VariantL#) , DMSO-d 1,
80C) o RDTz, VUNEEBEA LI N0 —AFFERDS, 5—VAF NV T =)L
EOT7 =V EOTarr b, 3— N VUL T ae VEO S AR ICEEERE AL
TWBAF LT abr DL, F5r TALAE T ERIZ BTN OB ARE
RHL, Zha RS TLEFHERICBITA3— A/ T — N ae VR by
VIV DBARLLE, KA Y FFEA—BO'H NMRARY MR, 3% HN
MRANTMUG, 7= VO T aR HROT 7536, 0~7. OppmfiiTic
VINEITHERLIEATF L O b BRODT 7T R0, SppmfT Tz TvA
ZENBHD, 'H NMROFERNPD, 3, 5— VAF AT 2= AV T F—he3— A
VT = at VN bR LT DEARBENENSI. 0%, 11. 0% THHZ
LHER ST,
(1—4) Bruo—XFHE R — D5

FHEk—B 250mg& T hIeRkarIy 1 —~TE )= (2,1, v./ V) IBRA W
30mUTIED LT, D WA, 80 CDKIEFTMEL720. 2% TV UVERIET R Ly
KREEHES00mI~T A A N—PF — T ¥ 7 MNalfEE 1 100rpm THREEL R P HH F L

o
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[0063]

[0064]

TR uT7 I 2B EL, ALY —XE2 R G| AR TEIR L, KEAZ ) — /T
et LTz, Ve k. BAEHREITV, B —X—B—1 188mg& iz, ZOEIEEHRY
WUT=bD%, 20 p mDTANEZ—THHITHIET, BiE3~10 u mBEDOE —X
ZEIR L7z, E—XDOFHBUTIE, 6P T 4 2 R—F— % ThE, 1V e —
F—% Rz,

RS E T2 —XB—1 600mgx =% /—) /K /NAF LV Iaal 5 (6ml,/ 1
. 5ml,/0. 4m) IZ738EE, 110 COA AN SR THBESERB L1045 B NIGE
ITWESNIZY T /= VBRI LT, BT R B —A500mga 7 MotRur s
VCHRSELIZEZ A, AR —AFHERN0. 36melsi HL T& iz, ZOZEhb, 99
%LL EDENm—RFHEAEPE —ANIZE LS TWDIED 53hoT, THIER
075 TGS DY — X2t —XB— 2475,

BONTE— R DOWTEERE T-HMSE (SEM) JSM—5600, JEOLALEY)
ICEBBIBREAT TR, TIERa T UL E R RS THE — XD K ESOKH
DIRBBIZEEB RN MM olz, BE—RAB— 207 MR u7 5 Chil
Hii$8 D SEME % X 2127R7 4,

(1—5) BT L~DFH

/o —RAB— 22 RS0, EBX25cm, WO, 2cmDAT VLA —AF
—NVBID T MCATY — KO T AT 5 — 154572,

BT L—1HFICEHENDE—XDOE &L, 0. 28gTHY, HTL— 1OHHEEEK (N)
[IN=1200ToHo7z, 728, FERTR O —ADSEMBIEE TIT, FBEHFFOMEIZ
B —XDERREIT RN T,

(1—6) 675 ElRe D FTAt

FROBETHONTZAT A1 (ITAIRE:H20C) VT, 10EHEHOT £
& (X3) D54y E1 21T o7z, HPLCIZRLMA PU— 980, H Attt oL
iz, WBRRIZIE~F Y 2— 7R ) — =95 /5% T, Fii#iz0. 2ml
/minklL, UVEHIES (B : 254nm, Bin4 : UV —970, HAS AR Liedt
Betigs (B4 :OR— 990, H A AERD 2 AT’ — 2okl RIEE1T 272,
723, B BHNITAS B OV =0, FEHERNIN T 2 R8O T DML
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[0065]

[0066]

[0067]

111, 3, 5— R —tert— 7 F N B OBEHIRFRIG RO, 7238, o758k
DFIIZ FAVHPLC K& U HIER B D SRAHIZ OV TIE, T Ri D FHEHFI K& Uk
FINZIBNTH EREERICSEHEZ W,
T B —1DNFERERER LIRS, RTOMEITAEREHKD L0RERE o T,
D3 oZ DT OFFIILIER LT F A~ — Dt Th 2,
RE, FEIKL | HSHEHREK o T TR TERIND, LUTOEIEHI K O HBRFICR
WTHRILAE AWV TE R R OO BRI R LT,
[#1]
REHKD
k1'= [ Gy SEARDRRFFIRFR) — (£ ) 1/t
[#2]
SYBERREL o
a = (LB FEN DRI EARO R B) /(LR FEN DR AR D Bibt)
< s>
(2—1) AL D—EITAKBEELIELI- L1 —R3, 5—PAF LT =)L )L S A—h
DE L
WS E 7221 r—210. 0g(61. 8mmol) IZHAKN, N—AF AT ERTIN30
Oml&H L) F U A18. 1gh iz, MABS 21k, BEEL . B a—REB— W fE
STz, BV 150mlERIF A alR5. 20g(18. 7mmol) 2112 80°C T 241K
IGERT, ZD#, 3, 5—VAFNT 2= AV TF—137. 0g(250mmol) %
N Z.80°CT24REHI SIS E R T2, SUSIRRE AS /— VT T L, o= R W%
1% HCL/ A% /—/11000mlH T24 R B#RL THLERHEEZITV ., 6f1 & KR
RUTz, AF ) — VT . BEGREZITV, 66L0—ERIKIRAEE AL 1 m
—AFHEK —C 30. 0g(5. 15mmol) #4577,
(2—2) TNaFLVINEEFTHENAT—RS, 5—VAF N T 2=V A—k
DE L
H RS2 E R — C 10. 0g(17. 2mmol) IZEY P 100mlE3 — AV T ) —
FAEE AN RS Y54, 71g(19. Ommol) 2%, 85°C T24R I G Sw 7~
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[0068]

[0069]

[0070]

o EVVURIEREAZ J— VT T L, REEL CTRINL 72 . HAZHREITU
TNax VN VEEREA L)L a—2R3, 5—UAF )T 2= ) LA A A— NS
fk—D 5. 18g% 57z, FEHifil1&FED FIETIT->72'H NMRO#KE £hb, 3, 5—
VAFNT 2= VAT F—h 3= AV T — N ut VN oo 50 DE A
FITZNENI5. 3%, 4. T% THHZ LD EFRENT= (145),
(2—3) Bru—RAFHE KL — D5

FHER—D 375mghk T hIeRkar Iy 1 —~TE )= (4,1, v./ V) BRI
30mUTIED LT, D WA, 80 CDKIEFTMEL720. 2% TV UVERIET R Ly
KREEHES00mI~T A A N—PF — T ¥ 7 MNalfEE 1 100rpm THREEL R P HH F L

TR uT7 I 2B EL, ALY —XE2 R G| AR TEIR L, KEAZ ) — /T
B LTz, Belith . EEMREITV, B —2XD—1 310mg& 1872, ZOE/EL#RVIR
L7zbD%, 20 u mDTANE—THHITHIET, A3 ~10 p mBREDOE — X%
[ER L7z, B —XDOFHBUTIL, 6B T 4 28— = The, LUy E—T
—&Z RT3,

BONIZE =R HOWCERRLE TS (SEM) IZ L 0B8R 21T o T/ R, T h
FeRuaT I ACERAEE THE — XD R EFEREREDORBIZELA Ao RN
LYot B —AD— 207 e RaT T CHERTH% O SEME§ % X 21077
(2—4) BT L~DFIH

FhIERuT7 I Tl HRIOE —AD — 28 iR 5 H# . £&25cm, NERO. 2
cmPDAT UV A—RAF = NVEID T BIAT)—EIZ IV FIE LA T L — 22457,
H55— 2D B (N) IIN=450Th o7z,
(2—5) e o FIRE DFTAth

EROBETELNIZITL— 22 NVT, BHOT IR (X3) DF4E%
1Totz, BHER I ~F Y/ 2— 7w/ —)L=90,/10% AT, FisiZ0. 2ml
/minkL, UVIRHHERETERHERE VT —2 0/, RIEEITo7, 7238,

B BENIIA B D=9 b, SIS I T L2 FBY T DML 131, 3
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, 5— RN —tert— 7 FN_BUOEHF R HRD 7=,
T b= 2D FERERER LR, RTOMITAEREHKD L0REERE o T,
D3 oZ DT OFFIILIER LTz FA~— D Th D,
[0071] < bhigefsil >
TAaxI VINVERPETAELT—R 3, 5— U AF N T =)L AN A— DB
FERFFF ORI O HE BB TU T OISNCHEREIT o7,
WS HE - m—2X 2, 40 g (14. 8 mmol) 2, BAKEYD 90 mlzMz., &5
123, 5—VAFNT x= VAV T F—h9. Oml(58. 5 mmol) &3— AV 7 F—h
7 at VR Y T0. 9 ml(3. 68 mmol) Z/1290°C T1OM G STz,
FOSRITT o LR —THY, 10K I ITITREE O B\ ORI LTz, FOSH#E
AZ )=V T L, RESEREL TR L=t . B2 51TV B8R —E 6. 30
g BT BNFHEMR —EDO KL (862%) X THFIZ AR 27V ThoTz, FEk—ED
THF RI¥#% H NMRIZED AT LIZEZ 5, 8, 5— UAF AT == AV TF—
re3 =AYV T —rFa VN ZhE VT OEARBENEN9. 3%, 0. 7
%&72Y, 3—AVTT T — NN R U T ATIFEA T E A TERD T (
X6), E7=, THF fI S THE R A 52 2l B 52 Lidhid THREETHY
PR AL B 52 LIT T& 0T,
[0072] < Lef|2 >
(2—1) TAax VIV EERF SR n—REE A — XD R
EheFl 1 THONZFHER —A 375mgE T hoeRkar Iy 1 —~T & /)—1 (2
/1, v/ V) BB REEASmUTIE N LTz, ZOWRHE 80 CHOKITTMELTZO0. 2%
FOVNAREE T N D LKEEK500ml~T A AR — P —TL ¥ 7 El#E#1100rpm T
BELRDBLH TLiz, ThoeFu7 I 2@ EL, ALY —X%2 W 5| A CE
UL, KEAZ )= N THHF LTz, Vet BEERHREZITV, B —XA—1 335mg%k
B, ZOBEEBROIRLIZL D%, 20 p mD T ANVE—ThHRITHIET, Rifk3~
10 u mREOY —XEREIR L7z, B —XOFRBUZIL, 6B ILT 4 2 S—HF —
¥7he, 1y e —H—Z W,
[0073] (2—2)B—XDV AV T —NMNZLDHUHE
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[0074]

[0075]

[0076]

H SR 2 — XA —1 600mg (1. 08mmol) IZEFEFEAK T Thlxr6mlt4
, 4 =TT 2= VAR VAT —h44mg (0. 18mmol) /12 80°C T36HKFH]
OGE®Tz, FD#%, 3, 5—VAFNT ==)b AV TF—h730mg (4. 96mmol)
%Mz 80°CT33MFM LS H, EblZtert— 7 F VT /Vv— /L 3ml%x Nz ORFE#
L7z, LBAOBERIREZREL TV T F—hDFEFEN IR0l L R LTZ
%, ABICEVE —RE RN LIz, AV T F—hitert— 7 F AT A a— )LinbAER,
LIz RBEBORLIZD, BONIZE— % IR TAZ ) — )V TUE LI, g,
EZeE L T592mgD —RA — 2% 4877,

BONIZE =R HOWCERRLE TS (SEM) IZ L 0B8R 21T o T/ R, T h
TR 7 THEER . B —XDIRE ko TORWIZED 535307, £DT2 . T
FeRuT7 T THIFRTIOE —R %R O K2 — 3O FEHANT AV, B —XA—2
DT IFeRur T THHEHTROSEMBEB X 218,
(2—3)E—RADHTA~DFIH

FhIERaT I CHRIFHTOE — XA — 25 REDHI LTI, BE25cm, WO
. 2cmDRAT UV A —AF— VRO T T DMIATY—IRIZ LV AL T 5 — 3542,
H15 25— 3OBFREE (N) I IN=1100Th-7=,

(2—4) Je 75 EIRe DFAt

FROBETHLNIEAT L3 AVT, 10D TR (X3) DXFnH%
107z, WHERIZIZ~F%YY /2— v/ )— =95 /5% T, §iiEix0. 2ml
/minkL, UVIRHHERETERHERE VT —2 0/, RIEEITo7, 7238,
Him BENIIA B DY =00, TR 7 SEFBY T DR 131, 3
, 5— RN —tert— 7 FN_BUOEHF R HRD 7=,

AT b= 30N ER RER U T,
< HeHe|3 >
(83— 1) TAaFxI L UNEAFER L o — RFE R — XD FEL

EhEFl2 THONZFHER —C 750mga T hekarsy /1 —~7% /) —L (4
/1, v/ V) BB REEASmUTIE N LTz, ZOWRHE 80 CHOKITTMELTZO0. 2%
FOVNAREE T N D LKEEK500ml~T A AR — P —TL ¥ 7 El#E#1100rpm T
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[0077]

[0078]

[0079]

BHRLRDBOR T U, M FH#b80CERD, TN ur I 2 EL., ALY
—RAEW G AW TEILL, KEAZ ) — VTR LT, Telfth, B2BE TV, v
—AC— 1%z, ZOBRMEEVIELTZb D% | 20 p mDTANF—THHITHZL
T, B3~ 10 p mBEOL —XZ AL LT, E—XOFHEUTIT, 68 PIREL T 12
NP =T T7he 1y MLE =D —Z VT3,

(83—2) B —XDT AV T —NILDLHE

S 2E—XC—1 2. 10g(3. 6 1mmol) [ICE R FME T Thr=21mle
4, & =PRI NDAYL T F—P175mg (0. 66mmol) Z1:Z.80°C T36HR: X
ISR, FDH, 3, 5—VAFNT 2= VAV T F—h730mg (4. 96mmol) &
MNZ.80°C T4 SGE R T2, SUSTRR D =53 % SUSRDBIHEEY . ABIZLY
BN L7z, 2O, BRIDAY LT F—heAZ ) — Vb AR LT RBEEBER T2
R U BIRD =AY ) — VTR LT, Tateth . HZEBLT1. 18gDh—X
C—2%%57=,

BONIZE =R HOWCERRLE TS (SEM) IZ L 0B8R 21T o T/ R, T h
TR 7 THEER . B —XDIRE ko TORWIZED 535307, £DT2 . T
FeRur I THERTOE — X2 IR D3 — 3O FBIEAN AV, B —RC—2
DT IFeRur T THHEHTROSEMBEB X 218,
(3—3)E—RADHTA~DFIH

FThIeRaT I CHRIEFHTOE —RXC— 25 h R HIL =% 12, £&25cm, HEO
. 2cmDRAT UV A —AF— VRO T T DMIATY—IRIZ LV FAL I T A — 45872,
H5 25— ADBGRBEE (N) IIN=580Th -7z,

(8—4) e 743 HIRe DFTAt

EROBETELNIZITLA -4 TWT, BEHOTEIR (K3) D48 %
1070, BRI~/ 2—F a8 ) —1=90,/10% AT, FsiZ0. 1ml
/minkL, UVIRHHERETERHERE VT —2 0/, RIEEITo7, 7238,
Him BENIIA B DY =00, TR 7 SEFBY T DR 131, 3
, 5— N —tert — 7 F AN B ORI DR D T2, 1T 5 —ADNF53EE
REFZURT,
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[0080] [Z1]

<K1> NI LI~4DKXESERE

HSh—1° HSh—2° h5L—3° HSh—4°
racemates k1’ a k1’ o kI’ a k1l a
1 T.61() 1. 30 597() 1. 23 6.02(-) 1. 23 430 121
2 5.42() 1. 58 5. 13 (4) [. 37 6. 02 (1) 1. 09 3.69(t) 1.26
3 4.01(-) L 17 3. 49 (-) 1. 76 3346 1.99 2. 63 () 1.74
4 1.49(4) 1. 20 —_— 9.48(+)  1.19 563(H  1.19
5 16.40(-) 3. 90 7.96(-) 322 13.08(-) 2.80 5.38(-)  2.89
6 21.19(1) 126 13.59(0) 137 16.15(H 143 9.08(H 138
7 9.26 () 1. 13 7.44(-) 1. 26 7.83() 1. 29 5.57() I. 23
8 5. 10 (+) 1. 26 2.35( L21 4.01(4) 1. 27
9 20.00() 2.20 10.84(-) 2,50 24130 3. 16 7.69()  2.57
10 20.75 1. 00 6.63(t) 152 10,010 191 4.12{4) 1. 83

a) BEBEE . ~NFY2-an/—)N (95/5)
b) BEEE . AFH 2-70/8.)—) (90.710)
HIFL:25X0. 20cm (i. d. ). #H&E:0. 2ml./ min

[0081]  AREIX. 200645 H 9 H HEEDFHFE2006 — 130194 5 DRFFFHREIZ ZE S B
FeEREREL TREINTZHDTHY, Ltk ISR AMEICEAIND
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[4] B SR R L — AT T7In—ATHD, HRESICEHO B TILEYTH
K,

[5] AT — iR (D) cRENDLEHR, 3— AV T F—FS e LN ohF v T 3
— AT T =T N NANE LT T 3= AV YT T Ut AV e U AT
N T 2= AT b F VN2 NF LT A=AV T — T = =)V N

p=ql

1|

ThFI VT, 3—TVVRF VT ut VNI AN VT 3—F UV REV T ae Lk
VEbF LI iE3—F AL T F— b ut VN b33 T Th D, FREL~
ADWTNH— TG D E 5y TLA W FhER,

[6] AR — =R (D) CRINDLAEYD ., KBEXIITI/ EEGTDE S TILEHD
KEREE NI T I FA~DEARNL. 0~35% ThD, FERE1~5OWTFH—IH
(ZRCHD 7 T A SR,

[7] BTRt—A (D) CROESNTALE Y TEEMIS N IR BREE UL 7 I LS DK H
XIET I B ES— A, BT, P RMEKIER T2 e AL A 51k E
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[8]

[9]

[10]

[11]

Y CIERISN CTeD, FERELI~6DWFp—HICEEO RS TLAWFHER,
AL — (D TROESNTALA Y TEMS NI AR E I TT I DS Dk
XET L EODIREL— I, BTG RERIER TR AL A T0LE
Wins, UL EURER . RBEFEE . AT VRS X —T AR E N L TEASNT
725, FERETICEEOE 55 TLA SR,

BRI BAERIAER T2 B A A 7561, Fr—R 0D XX dm) <
ROINTETFHAEZEZ AW THD, FHRETHRD &5 LA WEHER,
k2]

—CO—R’ (I1)
—CO—NH-R’ (I11)

(A R IEANTER T2 A TO IO I G E R KR ETHY, FEE
BTH-Th, UIRFEHI~120~T 0 T2 E A TOIWOBRALAFE, 27/,
nrv eRakd | =ba, T RO (RBHI~8DT VX)) T bR o8
DHRIINTZ1 U EOFKICL > TRBSH THTHEN, )

RIRCE T REARIAEM T2 B R EL T TN, 3, 5—VAFNT ==V AY
VT —NTHD, FERENTH D B T ER,

WS NTKBEX TV EE B TR0 T LM DKBEX I T/ &% T
R (D) TROINIALA LS DAY TIEMIT 25 LB TR,

BITRCES IEM LRIV T, T —RR 0 TRbENAEMLSDILE Y TE
S TORWETRL S 77 TAEA B OKERE I 7 % T —ial (1) TRpS
hi- bW TEM+ o8 2EM TR ARG FikiclviEshem o Fba
Wik,

[1k:3]

A—X—-S1i (Y) ,R;_, (1)

(K, AR R U T FE T B s A /R L, XITRBEEHK1~ 1804y
2 H L CTHORWIAF L EEFFITEBREZF L THORWI—L U EERL, YiX
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[13]
[14]

[15]
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WS NTKBEX TV EE B TR0 T LM DKBEX I T/ &% T
R (D TROINTALAE B LS DG Y TERiT 55 Ve TRE,

BITRCES IEM LRIV T, T —RR 0 TRbENAEMLSDILE Y TE
SN TORWETREE D T LA ORI 7 B4 T e —ikal (D) TRbS
NIALAEY TEMTHEUEMH TREE ST, B TILAWTHERORIE H 1k,
[1k4]

A—X—Si (Y) ,Rsy_, (1)

(FA AR E X ITT I BESOET D OSMEREE R L, XITRFEH1~180D5)
ZAL TORWTI AT L EERITEREL AL THORWIY—L a2 RL, YiX
I )= NVELRISLTY R YU SR E T D PUSEREE R RITKEH 1~
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HRELI~11OWTNA—HICTER Dm0 TL A IFHEEI LRI — X,
HREI~11OWT I — IR O R 5 T LS Bk BRI AL
TR T HERER R 5 TR, %E0 LA WSk e R
TEMRIK R T T o b e SR U ST T2 TREE ST, B —
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