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PHRAEETE, BIREAE. FRBESAE. HaEEiEl. AR
B, B BRAAEmBELARGER. FER SETRESE
(PCOS) , AHEBBERENRAN, RTR&EHBRGANeAERES
BRBALE. TRER. FHMA MEARERFAR. BEXR.
B4, SRS

34, wRHAEEL 1-5 9-11 X 18 E—FAMEMGLEHEHNEGAT
Bl k2 b HHB. HH=8. LZESM. LDL. VIDL. X#BEH®
KEogHH P eg B M.

35. BIAGREFERIE. hiEBABELE. o, TRERA. K
. HEBAEE. PHpALE. REERE. KA TRS TR
ZABBABRROERGNY, OHEFAZAENEBAZLR 1-5.
9- 11 X 18E—FHEMX (1) WAUXEZBANELLE.

3. MAEEBWEH LTHEERR IIEABER HHERWE
k. RARERBR. ALSAE X SRRV GRE, OH. 3K
%#&&\%ﬁﬁ,%@ﬁﬁﬁﬁﬂﬁ%&ﬁ,aﬁﬁﬁﬁ,@%%
PEHEER, BOREeE. FRESSE. HhEEFRL. AN
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B, %, S5AXMBRELELANER. AR, $ETFERSE
(PCOS) , RHUuBREBEERSBHHN, RATRASRG A ERPEST
BRRFEE. TREN EMHBHE NRARTHRIER. BREX,
kA, KX E.

37. BAEK 27T 5%, RFPHEFHRATREARBGA X 56
i X 9ER, iEFRX (1) PPARa¥M M. PPARY A XeME R
LW,

38. ATHAa2HEHHE. Hiw=98. &IE&. LDL. VLDL. =
HEREBRALFGSEH, AEFRAMNEEL1-5. 9- 11X 184 —A
kX (1) B AELLFTHEZLEH.

39, ATFRABREF M. hEEAELS. Gl FTRER. K
B, fgsraE. YRR E. BSERE XA TREERE
ZEBELEBNEBOERG Y, OFEFPRAZR 1-5. 9- 11 &
18 HE—REMX (1) 445 HMG CoA X REBWHI M. H LB E
( fibrate) . & . T kB k. BRETRAITHEKES/FMLE, €
MNT—ReHRE—ZTHAAELALEADRASRTERLETNE
%.

40. RABX 3908HH, L TPHERARL IIHERR. HHEAE
5% BEARMBER. ALS44 X ERPHLE. RE. K
HEBL, HFal. ToRPEECRTEA —EFEB CER
SEHEE R, B, FRAELZAE, HhREMFEL AN
B, B, LAKBRELAEEOER. TR $ETFEEG
(PCOS) , RHUARBERERHAN, BTREGBRGALAERIPER
BAREALE. THRER. EIHEKHH. UERARTHRARE. BREX.
AL, K.

41, HE&EX (1) 4La%. Lir4d. 2. ZXFAHBL. L4k
Rk, SR, THALE RTHAEMNLHEFTE:



N 8
R
J—(CHy)mO—Ar O
RS W\Rs
rR°0  YRY

AP XREOKXS; RLURL R, RPLEAAERRTFLEHG R 5 R TH
REAFR, #KEA&. 9F. 245, /& A4 V&E, X&AT
RAERGARRIBRRGLER: REA. mRE, RAE. xREE,
Fh. FEE FRE FREE. ZxE. EFE. EFERE %
FrE, kFRAE. %A BAE RKAELEE FRAEE F
RALEA A TUAR-REEEAIS-—RERAGRERZEL. F
ARE. BREEE. FREKE REARA BEARE RAKRE.
FEARL FREEARE AARE RAE RAXEESRAE.
FEABERE. FREABAEE. RBRIAAITEY., XAHLKAKL
ArEM; WAEO SENRS R'AFALBFEKRTLEHG RS R* T4
RXARE, FREE. £4 P8E REHFTEEAGARAIR
RegEH: ki FREA RAE. FREE FE FRE FA
E. FRAA. RxE. 2FE AFEE. EFRE EIREE
s, SEL 2EARA AREX BHEALE TURZ-REKEXR-
AR ARL. FEAE FREKE AAERE RAERK
A OFEABE FREABE RAEARE FAEEKRE FREA
ARE. ARARE RAE BEbTEd. AREBHTEH n £ 1-4
BEE; Ar RAABRRIBRRG B FERLERE R RKRART.
A REL HE. KERA RARKIBRKGTRE RAL
SBF. RA. REER. fF. Kakk &R RARKIRAHY
Fhi PRAAXRLATREAGARKIBRAGER: A, K
A, FA FRE REARE FRARE REAEEE FA
£z RASABE FEAREZE A EXE EFE. K
¥ A; ROKESE; Y RAR; X-(CH), 0-FF&EAHTHEY
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SERFERBRTEHE, kyikad: ALFRAFTE FHEFRKRL
BARE. FEA FA. FHRE ExE 2FE KEFIHREY
ABRIBARAGLA. FEHABAEEHFTEALE LGB AREL 6 X
THESX (1) KR,

42. B FEK1-5 9-11 X I84H—FH#EMGKX (1) &P Aw
BMAER 19X 20 iR HasHE MG CoA EREEWFFH. H4
%8 (fibrate) . B&%. T AxHE. BRETRAATHERGERAET S
hfg, hiEABIE. Hal FTRAER R HHBRFHE. B
sk, BEERE A THRSIREZAARERA MG A
A EA.

43. BAERL2GER, A VTHEERR IIEBAR. AHEFE
FE. BEARMBER. FRASOE X HERFGHRE, EF. S
HEBL, Hal. BeRPLECRERR —2TARR CGHF
SHEEE, BlREAE. FRESSE, okl FREA. 2N
BE. Bh BALSRELELAGER. AR, SETFEEGE
(PCOS) , AR BERENHAN, BTREEFGARGEFEST
BARALE. TRER. LBBAE WBRABRETRARR. BREX.
FRREAL, K RFE .

44, B AEE 1-5. 9- 11 X 18 HA—FAHE GG R BH £
£ 19 K 20 iR WgHHALS S MG CoA EREBWH . HERE
(fibrate) . ¥8%. X £5E. BETXETHREARKLE T HE.
Hh=K. LIEEHH. LDL. VIDLA#SRE&RAKF PR,

45. deBFEE1-5 9-11 XK 1I84—FAMREHK (1) LéHE
BAEE 19 % 20 28 HPasmbs4 M Th HMG CoA EREHN
A, Ha%% (fibrate) . BE., TiAHE. BETRATHERS
REBABGREFAHRE. REAEE$. Hall FRES M.
FEBARE. PHAGRLE. REEFRE XX TREEFRERZE
AAREERPGERGHHFH LA

46. BAEZRASKERA, A THEERT I EBRA. HHRHE
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5%, BEKKMESR. FERSLSE X GEAFRSE. RN, K
BHEL, Hhl. TCRPLESHREERR, —RFARK GER
PHREEE, BIHELE, FRESAE. SeREFRML. AN
B, B5 LBAKMBRELALAER. TAR SREFEESIE
(PCOS) , RUARBEEEWHN, BATRHEBRGAIRPEST
BEAEFEE. THRER. EHBHA. MEBEAHRTRLRE. BREX,
ek, R,

AT. JeB A EK 1-5. 9- 11 & 18 H—RAMAEGAHESH R A&
¥ 19 % 20 A BB AL B AEHER T HMG CoA 3R B4 %] A,
g% E (fibrate) . WK, FARHE. BETAAFTHRSEMAU
Bk rHHH. =%, LI2EM. LDL. VLDL A3 & KA &
KFGEHPEEA.
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FOLFoWELLEESH THEM.
CMGHEFERLSRENGGHHALY

BA AT,

AEWFEHFOREN P aleBBR LR, XimEh. £
Y. EEFHHX. hFHK FHEH. THAE THAR
M, FAACNOTERESH. ELEARL FANFREX
(1) Hep-F Ao fRROTERK. Lirdsh. A, ZX5}
BEBX., shFHE& 35BS, THAR THEAFNAH. P&
AEMETHRAGW.

R' X
2 R .
R Ay R
1 R8 O
5 (CHy)mO—Ar (N
R’ w RS
R R0 YR™

AEPHAEF AL L LEHLLH. REMY., FTEDH. XA
X, shpHEk. SRAYH. THAL. THRAEMNEH. HiTHE
., A ECMOBHASHN T k.

AL B ERKSIEEE (TC) . FheGHEAMKES (HDL) .
ABRBAEMAE EREY (LDL) , BB KR RBHERLA A S4F
A.

BX (1) GoBwTATREKRE, PETR/IABGERFN
T hE. SoRk. HRBEEL TR SFARTRERPAXKRA.
XA TAFRT AR RlEARL S, b =ET3. BIK
KHRBELGRES. BIKFEEKES (VLDL) F LDL. AKX
AMTR TG —%EAERK GCETIRETR Bz ¥
RO, ShEREEL. ARER. FEA. @X (D &
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WMATRF2F/AGRSERE (ITHBERRE) . HMium (leptin)
b, HEBHIFFE. BARKMER FRAEEE X HERHS
R, . BEFRE. ok, RPREECATER. ZERLED
ATAMRBEEGERAN, ABXEHRXELQGARES, BARL
BHEkE. BAAMBEELE(NER. FEH. SEFEESE
(PCOS) . EMBmAE. THRERAE. WBRAKRTHARRE. REX. 3
WREAL., ERAEE. AEXRALESHTAE—FXEH MG CoA TR
BB AR F AR Y /RS E GRS R e i R BRAT AW,
M. TEGE. BlET. ATERES/HTEARET/XWE L
R &R,
AEEA

HRBHELARLTCTHALTREAREPBART LIGAMNG L
SRESITEER. B, AL EEEICZ2ETETRLER
Btk tnaBFRFRAARSET RS L.

hEABT RS RBEHKA “EF KFGEEILAG
¥l ESELE. Kk, ANCZ2ES, “BR#4” aXPFEHEKRT
B —ATH EE” REBAFEKRS, FRIEEERFREE
“BiEg” (X ‘RG> ) EH, EEKRFKES (CAD) HEkH
AENT. AhlEEABit S5 CAD XHPARAAWGERXE, AL
HIHSELBAETOAARE A, XEHEEHEAALSHER
GHleitEBEIEEG (LDL) . TRISEAEKES (IDL) . AEERRE
& (HDL) &5 BREFERES (VLDL) EABXELEN. ARF
Bl CAD feabi bk AR s i % HDL-F2 B B AL R A KX
%Z. (Stampfer A, (HEKLZEFHIEY (N Engl. J Med. ), 325
(1991), 373-381) Jf B CAD #§ £ KB M4 LDL A VLDL K -F 653 i
¥ m.

£ CAD ¥, BFAEFHKR. BRIKRFBAKTEART ERZ %
E oL Ie E e BT . Miller FA ( CERBEFFID
(Br. Med. J.), 282 (1981), 1741-1744) €483, HDL-BEHNWE 2
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THEIVAZSKDRPRFAELGHE, HGKFS HDL-EEETHRY G
KRB kAL, Picardo FA ( (SHBAALD 6 (1986) 434-
441) B4k LB A9, HDL fesmpe b Lo 8, fef1dtd, HDL
TR M bt T #EE R, eS8 BT (Macikinnon
A, CAWHFEE) 261 (1986), 2548-2552) . H b, #E¥F e HDL
JeE B ERM TEH R Rt A R (CHD) A AAE.

EERALAPRERFTHR EHAZLERAGER FALIINKX
ERARTHIERE. REAAARGEEZER. BEHORASE
EE. BERBELIEENRE, A GALRERBNMENLRA RG]
E#. £BEBM, SEXIWTHERRSBZAAZIMGRE
FERERERR, KA. EFRFHLRCAAIRKETHRT S
. BAHERETIEESHK. BER. PR, oK. AR, FXF
(. A EATHRARALECH S EPALFAHA, ARAFRLRMNAET
a8 A fF T

EXARRY, BRAARRLEERBEZFEBARIAVEYTR
ZHET —Em. ERLEFREY, REXABEREDAERGRIE
REGKAELBAARTRT. ARSGERET, KASEFFTRKES
B EUAELELBAREHN TR GEE: RE, aXTHER
BEHATRERFEHLEABER. EXLART, BEARRSLE,
FEGERE. Sk Hak( CERSFRLESY J. Clin Invest. ),
(1985) 75: 809-817;  ##& Z EF & &Y (N. Engl. J. Med.), (1987),
317: 350-357: (s A A S % F 5 HHERMEEY(J. Clin. Endocrinol.
Metab. ), (1988), 66: 580-583; B EFRZEEY (. Clin. Invest.),
(1975) 68: 957-969) # 1 € ¥R H A& (5144 ¥i& W095/21608)
ARGAEFFERAE. AAEREARE, MHERMERRAXG SR
BERERER. &hk, HRBEEAR 1L HBRRTRABRESA.
B SE WS REE. EhERERNIAOERTERBBEER 56
X —HAEABEARS EREGES RN EL.

T aetcRiSER (CVD) PRLETARLAARGELRE. &
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B CVD A A& alg ¥ XA E 56 LDU K% E &9 )= VLDL
(BIKEREREG) B4, BT A2, HHBAT/ MEHEHME
BEAEAEREHY CVD LK, itk REFEALRY, BhbXH
R A SIE B . A RZ LDL A VLDL vA &3 i HDL A2 B B A 80 T 1
By s fa R

it B Bk 3% 524k (PPAR) B TH S KR F AR AN. PPAR
8y FAILA (PPARY ) EMAAA LAY BRI ( (AFE
%% (Endocrinology), (1994) 135: 798-800) f b EAXBJARE ( (M
) (Cell), (1995) 83: 803-812) , fa PPAR #jaF L% (PPARa)
3068 B A ( CASRFEHEAXMRHERD (Trend. Endocrin.
Metab.), (1993) 4: 291-296) , HE - H bR F#MR 3 & M &
AV ( CARLEMEY (Current Biol.), (1995) 5: 618-621) . &
2 % 3, PPARa#C 2 # T A T3 55l i (WO 97/36579) . A AN,
%5 FBAA PPARaM &M & BA PPARY B EHN, il
A vt A, BHREATEAESE X (V0 97/25042) . CEAAT
B & A H A (PPARY ¥3h#) 5 HMG CoA TR Eedv &l H X F 69 ¥ Fl
WA, XAWRAERTREEFHERBHEAFKE (EP 0753298) .

& 42 PPAR Y LN 5 e - 4L ¥ R EZ4 ACMMED (Cell), (1996)
87: 377-389) . #%1t PPAR #i @tk R kiR AKX MBBER T ILEAK
T ok ( KMy (Cell), (1994) 79: 1147-1156) . PPARY
E—eam g ik, A PPARY ¥ M IEE A T R MM
Bk ko, FIREHES L. FVERREKFEGHS
FhFE, ( (5 F&BY Molecular Cell), (1998) 465-470;
C& % %)Y (Carcinogenesis), (1998) 1949-53; (LEHBEERFR
E3) (Proc. Natl. Acad. Sci.), (1997) 94: 237-241) , Fedy#l
FAREMEGEALL ( (BEMAY (Cancer Research), (1998) 58:
9344-3352) . ATHA FaH— xR ERE, L AL PPARYHFTF
gL LHFGLTT.

st L PRaEr %ﬂ%ﬁﬁ%ﬁ'f’ﬁj’@ﬁ&éﬁ & FA
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YA RARE TSR TE SRR AR RETHAM 2GR
B, FATIIRBADESHE. I PBER. CRETARRPACEE
taEHEE. Kallen FA(CELE B XA FREMD (Proc. Natl. Acad.
Sci.), (1996) 93: 5793-5796) i, MK EHEHM b T3 PPAR 3
FHAEATREBKE M EREE. KA, REAALT, BAK
LEESBBREGLOB LAY WM EREAER. ENELREm
o3 2h be 35 565 B2 i AR A 3R ot Y 30 ba e AR R L (WO 98/02159) .

AARE, p-FA-o- AR, AHEd. ALEBBRAT
GGl Rils. AARRKTHEG 2L XL HT:

i) US 5306726 #= WO 91/19702 AF T AL i R A F R
fedEAR YA egAX (I1a) F= (IIb) LA 3-FR-2-REARKREHT
% ¥

1 1
x”%gYZ .YCOY
I— coy’ - |

\i/ A < X/Y(CHZ)FH\W X1R

1 7t ,Y
X'R o
(i 2) z (11 b)

AL S EH X (I1c) F (IId) FiF:

COOCH

BnO
g™
(I ¢
@]
CHs
OX/\ /Q/\T/COOH
on—{
\N O OEt (1L d)

ii) BEE+H 35 WO 95/03038 F2 WO 96/04260 AFTA (Ile)
a9

COOH
a__ b
R N\/\O OCH3R (I &)
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A Rk 2-% Bk X & 2-wbeT K, B R°Ak CF,. CH,0CH; & CHj.
ERA 22 (S)-3-[4-[2-[N-QC-% B4 X)) - N-FRAAEL]TAE]
*E]1-2-2,2,2-=RCEX) AR (IIf) :

N
@o% N0 OCH,CF, (II £)

iii) BEEHH w3 WO 94/13650. WO 94/01420 F= WO 95/17394
AFTEX (IIg) s

A—X—(CHy)—0—A2—A—Y R’ (g

A AREFFLR CRARKGER, B A K&K (CH) ,—C-(0RY)
oy, EPRARERL, oA 1-5 6% XREARKGXARRSY
N: B Y4&EC=0XCS, RKEOR, EFRTUAEA. BRE. FK
A, R¥E: BniRE 2-60%kHg. XebsdHeEFAeX (ITh)
BT =

CO,CH,CH;

N G
l S>—n 5
~ ™~ ~oT N

P4
AT AEEATRKIEABPEERE. FRESAP/IAGA
ERBEAFHE M RA. DRBHEL. BRAKERR. HFSEX,
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PEBHTHE. BEERME. SR IIEBRAPAERR L EN
ML ERETHRHAERE. ATAHFEAPREEARBARELE TN
Heggkp, ATFTAFHNRS. R ARG HFHE T fo/ AT
ERRAMBRRFEE. Gak, HRBFELPFERDREARGTL
2%, KMFAEBETHRAZRLFIAZRG LAY, RNFXET
AEA#EX (1) g4dP.

i, AXAGEIEEHARBEHEP-FE - RRRAKER
B, EAAd. R, EEFHABR. LAFHE Fa2H. T
ERE. THEREMNLY. FPEACNGERALGY, REMNHRES
.

AZP6 5 —BHARMTEAR PPARafe /R PPARY 6983 &
M. Fo/3 T 3 PPARafe/ PPARY W9#ZHERZIFL LA HMG CoA
KBS ERGFHGR-FT Ao ARRYREARR. HiTEH. £
B, ZERFABX. AFHAK. SE2H. HE. REALS.
FoSACNGShassh, NGRS,

AEBGS —BHARSEAAHBER. AASRAEAXSBE
ABKGHGP-FE o ARANRERR. LiTEH. X%, %
FRMBR. ihFHEK 3R RE XENLH. PLAC
e Esddh, RN ReH.

AEREF—BHAREHEERX (1) HHP-F Ao ARK
HERAEE. iAW, End. ZERAEX. ZEFAK 24
B, THAEFTHREMNCLHG T .

AERHF—BWARESAAX (D) b4, Xtdh. 21X
FHBR. TEFHKE. $LRY. THAE THAENLHRE
N RAHEESHA EAN. FEARLCAEHIEGHGRLE
FRAANROEHMBED.

$i%%%~ﬁ%%ﬁ%ﬁ¢ﬂ¢\@Mﬁﬁ%ﬁ%.#ﬁﬁ*
MAEEHER (1) HHp-Fh o ARROREARR., AiTEH. X
M. EERFABX. AR 2ERH. APTHEREMNLS
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THIEM.

4R
AEHa-RBRGAR. Lirtdh. FRERBALARX (DA

T EM:

R X |
2 R
R KN R7 .
—(CHyFOo—A— R 0
R* W\RS
R4 Rgo YRTO

£ XAKEOKS; R. R R, RASEEZRTENG RS R TH
A& AA, #REL. 8. £& RE AL F&E HZAT
RAHMABRRIRKGER: i, R RAE FRAE.
24 ZEE. FRE. IREL. AxA E2FE HAFREA X
spi AZpas. si. BAE RAEEE FEREL FRA
EE REA THUA-RESREAX-REEGREE. FRE. BA
A xRaL S5i. 2RA REARALA FAREA FRARE
BARE. BAA. REAFASE. FERABRERE. FRAEK
AEE ZBRIALSEY. XBFRIARHES TREO SN RY
FLAAERBRTFLEH RS RTHARAXRF, HREE. BE. Th
A Hka TRAAGARKIRAGER: RE FRE RAL
FEELE. A FRA FAE. FREE. ExE AFEF
sRA REmi REImfi. mE mAR RERL KL
BRARE. T AR —BEASEAS —RAREGRERE. FRE. F
pEk. EARE. BREABA. FEEE FREAZRE RARK
L. O ZEARAE. FRAARA. AKRE. AL BETED.
KBRS ED; n A 1- 46498 Ar RAEFPARRTARNG = FER
%%E;Wﬁiiﬁ%\%£~%i§‘éi,ﬁﬁﬁi‘ﬂﬁﬁﬁ
imﬁﬁ%%g,iﬁ%ﬁﬁif¢%;WRﬁa&%\%£,%i
i‘@%\ﬁﬁﬁi\&ﬁ\iiﬁﬁiﬁﬁﬁ%ﬁi,i%W5R7
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—RBHRAM R TAZERZE TELAAOARRIRAGLH:
R wmi. A FnA RAERE FRERE RAEX
2 OyEiAzi REAREBA. FEAAZE mEA. 2XE ¥
SE RAInA ROTAZAXAATEAAGARRIRRGE
H: BE. wRi. A FRE. ExA. EFE EIRE Y
RAESE NR?, Ao REARAL. RABRKIBKGRE. FE. £k
A, EpA. fxi 2FEA REFRE R RETERERS
A BT RN RN 5 4K 6 TR, FERTRRRIHARAN,
FTEH—ARSARBE. RAROERT; X-CH),0-FF#k
BARTRALRRTFRARRTHE.

RL RL R. RIASHAZERETFLENG R°5 ROARAGELEHA
THABEA, AEEFHEA. £ . 28 2E ORE AEX T
. RARLEARKNYCCoRE, LARZAHERILEC,CH Pt
Tk A EHAE FEA ETEA FTE KRTE EX
. RALE. TRAE FCCORE #exAL FTHA FRE
R AE, FEFRRETARER; 3 (C,C) AL #lraRE,
HTRE. RARE. FOALAE, MEXRAATRHRR; FE
Pl EAREE MREZTETARERK; FREALFERETE,
CH.CHCHCH, ETEE, Ak FmATARRK, RAGFREAH
4o CH,CH,CH,. 534X -CJH,CH,. CH,OC4H,CH,. CHyOC4H,CH,CH, 55 et R
Bl deker &, Xk kb A, wk k. Ee X ek R ooped B
Eowk wmekit, EAwmAk, XARWETF, AERFETAHR
B ZepAdderT @k, g A, Hekk. Rk, REEF,
Pk g ATARER; SREAMPFRE XZRE RETA
£ FAFRELAS, HEZFTRELTRABBRK; &FREHxHT
A wrPE, EayPh EARLEF, B i 2o 3 Be A T VA B R
%%Eigﬂ#C@ﬁwmc&ﬂmmm\%wnmm%,mi%ﬁi
FETURRA; RALBEA L PAERAXTAERE, kK
i&ﬁ%ﬁﬂﬁhﬁ;%i%ﬁ%ﬂh*hﬁikﬁﬁiiiﬁ%-
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EEAZAS: FRAABAMFRAAZE FXCAABE RE
FRAZAL MEZRALERLTAHRRNK; —5A KL 4= NHCH,.
NHC,H.. NHC,H,. NHCH,, %, Fr& —RARKAETAHRK, —REKE
#l4e N(CH,),. NCH,(CH,)%¥, A& —RAEETAHBK; RALK
A PARATE, CAAVE. FAACZE. LEEATEAF, A
REARE TIGHEK; FARAREH 4 CH;0CH, CHOMH,CH,. &
AFAES, MEFTEAREATAHERRK, FRAEREHA b
CH.CH,0CH,. CH,CH,0CH,CH, ¥, A& FRAXRETAMBN; RF
FAFLIREL RTEAFEAFLIRERS I LAAES B TAR
B, TRAFMLERL. RAA, AMEFEETUAHBRK FEK
A 44 HNCJH,. NCH,(C/H;). NHCHCH;. HR&-CHM ¥, MEFER
BT R BAR; TR RE TREEKG L (C-Co) KA
TURRKGEZEL C-COi; TRBBRKL (C,—Co) HALH o F R
A, zaE ®mRAE. TERE. FRAEE TRAHBRKBHEWK(C-C)
BA: TRHBEKN C-C)RaiL: sEsRIBE A®KEXXT
Bk, AR sEATlHRAK; SE K EH = NHCOCH;. NHCOC,H;.
NHCOC,H,. NHCOCGH,, Af#&BtE£ETRHRK; FRALZERLY
4»  NHCOOCH,CJi; .  NHCOOCH,CH,CHH; .  N(CH,) COOCH,CgHs
N (C,H,) COOCH,C,H,. NHCOOCH,CH,CH,. NHCOOCH,CGH,OCH, %, AT 5
EABARATRRRRK: FEEEERKAH o NHCOOCH; .
NCH,COOC H;. NC,H,CO0CGH;. NHCOOCGH,CHy. NHCOOCGH,OCH, ¥, A
SABZERETUHREK; RELZEEZLH o NICOOC,H;. NHCOOCH,
%2 FRBRAEBARRETRARRNK, RERXLTEDH Bl
CONH,. CONHMe. CONMe,. CONHEt. COEt,. CONHPh ¥, Ai&ZBiTH
T A B BLR A B4 OCOMe. OCOEt. OCOPh ¥, FATEBALT
Ak BUAR; R 2B E N AT 4 P #) 4= SO,NH,. SO,NHMe. SO,NMe,. SO,NHCF
%, ERBAT AW T AR

% R. R. R%. R. R°# ROFiRAMAB#HBRAN, RRATE
Bk, #A. #A XEZRATREAAGARRKIBRARGEN: &
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£, it RAE. wFRAL. FA FREA FRAERE 2
A, ¥A rERi s REE BRARE RE BRLAA
A FREEEA SARAE FRA. FREAE REAABRE REA
A BEAELE RAL AKARL BRIAATED. AHBERE
ArEd., BRAEAGELFE.

RI-RC EBRARAKEARTR TR, & B, 2L X
FEABRAXBARGAARL A PRAZAEAFAPTE TE. i
BE. EmA. RETHA; mRAFARKAR, FEHREE FR
Eddth C-C)RAE FRE. SERMAL

HELEM R AEEAEEATENG RS RRAATHA A, BA.
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24



..........

- 48 N BF, 4K 0.50- 18 J B,

EXEBH—LAFTEY, LPHARFTEALRL, R RELR
F. BA. BEA. BE. KaRA. RARKIARKGFRE R
RESETF. 24, BREEA. 5%, KEREA. ARBRRIERGF
mA. XEA: FAYRALZETHEAX (1) S TELTERA
FE 11 P -8 —Fr R $#F H 4 A

A2 R R' X
N g0 @ /2 re R
; 2 = 10 N R}
R RS . 1‘—(%)..—0-—~—J\)J\m
Ve R r? w\g’
i al . ave) - /" .0
R 2 ROH [
! x N——{CH;) —o——»—%« ﬁ‘ HO—A
I P [{1¢1Y] R’ \$ﬂ ave R
;' o] e} \Q g
(ROMHC T (“:‘)R ‘Jkﬂ \ %“ lﬁ.\})- ) [ﬁd
1 %éé 7 ¥ ¥ -"‘—«:H:) !
9

o 1
HCH ),.—o—.u_H_l)\m R x|
L YR o ® R: ‘:_(CH . ” T (ttie)
= :’ﬂ
. RYOM %-ﬁ‘ 18 RY ':Ls .
AT BE
1 , 12 rd
N R Rt %/ & i) -
A%  avn @
//$ @ \ ¥ y&
5 9,
R W W < u" R ana
a NHR® Jﬁa R R! .
2 R‘ R? t:H R'R. o)
) o —-1CH W—O—A—CHO 3 'Q":Q‘”"”O‘”%w
RS (il . R ava,
RO * rRi-{2
1% (mn .
(R"ORp—CR*-(CHy)y "O_N‘?V\ORW . R ave

ml )
L), —O-M-?_JLW
aug R

BREFEI

B (9): FRELEEFE I HEHFN. XF P R
RE—A. Y RARRFHEAFLEEHFEALRALHX (D) 5
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IR EHEX (IVe) 944 AERKX (1) i 4-% 49 B R 7T L 5 4
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26



oooooooooo

Z 4 Wittig Homer B B. REHRHEELRFHEY LHF. X4,
X, (I1Id) 4643 T4 3% WO 94/01420 ¥ I & 7 &k R F4F.

%% (12): E##@X (IITh) o E5EFHARTEALRL
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ILRAEHX (IVe) 2P EARX (1) HEHHAE (A4 FERK
AeWBARE) TEEIDEA w84 IDALTHT. TAE
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T, XS THHAAAEMNG ROH AET, AREBBRAE D
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R' X rR' X
R? . R2
. OR
/J§ 2, (IVo)
R® w’ o X R? WH
R* R*

EEmMASSTRZLRAESX (IVn) &P 54 F R, RE R RL
Wh X TXFALHX (Vo) oA g L X (11In) REHHRE
TRAEMNET, IZTEEMNPL—_FE, TE. —ELFXE. THF,
DMF. DMSO. DME ¥ X S RAY +3#47. BABETEB IR AR
AP 4e N,o Ar. 3K He R EHOHERARTHIT. RERETAA O
T -150C, 4% 0T -120C., L ERRATLA 0.5- 12 I F, &
% H 0.5- 6 IH.

X (IVn) A B AL HECEAFEAPHARHALE RO TR
Attorney Docket No. U 011904-5 §.

BB ESEGX (D #0%E 1-4 SENRAEMNTFRETH
BTEHERE, MARAFLLEAHA. TEA. 240, RTEHF.
S84, LA, SENES, HUESHNAF TR, THF. TE,
KTE, —fLxek. A8, L% THEAEMNGRESYS. &£
THEAANEH B A, HEBR. —L8Kk. 28 KRA=TH,
BAETHGITEDE. X%, BXRKEENTRETHALESLH
Bhgd, MRBAFRER. SRR AR AR FR OHATE
BB, THR, LE. S48, LER. KBR REEXTHE. KX
&, BB, BAKE. ETR. ESR. BERF, MREMNAH
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WLBLE. LB, L8, B8, THF. —f L5 TRF. THEAEAH
HREH.
hHAER—HRYyOEALRLSD G L ARFRETELETHRY
GETRALEEANRAGXYEAEHRHT, ALFBLAEZRY
Aok B X YR EHEIBANALETRARAE KRR, RLHBLA
ERFERIEFBARSDHS AHF. A7 -2hENFT AR
ERBESFS, BRE5EENFREH RIS, ERRE., AL
B, OALBREREFEBRALLETR £OHWEEWBE SN
EHEHAGESREFS. Jaques FAL “xfuik. KAty
(Wiley Interscience, 1981) ¥iL%& T % AF ik. FRAKMH, Hid
Mk, A% friastmosaines, THEF RORE
OH M X (1) otk 1:1 @tk Red:; TRAFTAA
BEARBRBAARE TAISF LR EHERENRFARS
% 5 Bl s eg sk N e K T HF K (1) A ey 245t
B
hAEER—-F50aX (1) oW HEHTALIERRAF
HATHEX (1) oW ER2H0%. A, RAFRRGFTREMNREN
BAMBHELL:; AFRRABEERALER A4 SR T, RAKE
EwbHNEERANGRASAFFX. $3HEPETELHLSD
B E . REZFRFESHAAFZ. TALHAERL WMR XF
k. IR Ak, EZFHBITAE. B X-HEMHRECERARAL
HBENGSEED.
BEX(DAEHTRTFEFF/IAGRGERE(IIRERR).
BmLELE. BABEERF. BARKKES. RAESZSE X 95
B RE. . REERE oK PAECCLTAR &
% BAAL A T B AR AL R B A, vl kT &R E AT,
B BERALE. BREAMBERARGRE, FAH FETR
52545 (PCOS) . RBBA. FRERE. AREFRE. ALK
STk —# R $# HMG CoA & JB BB M A/ R F IR/
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RbhFREARY AN LS ERITLS. BE. LT AHEE BT,
AETRBELSERAREF f/ R A RS/ R%E. ALALE
%5 HMG CoA & REEWH M. RaFRAMY /MR FKEGR Y NT
RBEBXREAE-ZHAARALHAWMFAEA. HMG CoA & REFH
HATRABATRFAFAGH oMY HMG CoA EREWH, #llEMK
#&,T . provastatin, FEA&T. R4RMET . atorvastatin, cerivastatin
BENGEny. 2EOH R AHTALTENF. KN4, #F
N, BESNH. XLNKACNGITED.
AEAPERBTHHELY, R P2ALEEX (1) e, 3
EEx M. Fid. 2o, 2EAHE SREH. THAL
THRAENCHFEHH P FAGRE HFEMNF.
AEWEHEIBTAEEAAE, Aei M. KE HH. #
B, EEAN. EINE, ATTSARGM. #%RAF, TRAE
ELHEARREBAIREN. XATHERERARREHEFRY
ELEBENEY. AXVELHBELH 1-20%. K& 1-10%FF
HBERLSY, BAMEAMLS TARTH ALK HEMNIEN.
AbErTRAGoRIETHELBERFLREX (1) HeHa
LHEAENGELIHLYE, oRSH LAY, AHZFTRFAT
BEANFTRETANEAA Y. Ré, SEHARSRETN,
ER OREHELEHEHHBEREAPERILCALFHALARY, =
LHEBHETHELE. ARSI oREBREAHERELHY,
METUAHY 0.01- 4 100 ng/kg B EAKE/X, £EHY 0.01- 4
30 mg/kg EEKE/ K, TALHALAHINELHE, KA, X
FRARE, BENFTASHARBAAAREL, RWEATFTL AR D
HWNE, ZERMEBAANTARALERENT.
LEMTERABAAEEARAAMNXFENARLBKRERIA
WEkR. ERLAOBESHELS B THLEARARE LREEGH
EHSHE. B, FFoRLes, THLSHEES BAIREH
BEAFBEHNRS, ABRKE. A H. HH. BEM., RN EF
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ME. wRLELGE, IHOREHALSDTSALCASTHRRA%
. #WEA. REBHNF. STHEITRELS, THASHE LA KA
EEAAMABRSABAER AKX ERAZFR. Fie, THRALEZ
Bl BAW. AKRE-BEVTHER AEREAARLGHAERT
&M R AR R KRR, WA EARTHEKA. B
BH. ET. ZMRLHE, TA, REMALE.

TaMA Lk Eambiairim, R4AXELE BRATH
B, A% AL E G RE.
&1
- LEE-3-[4-[(2, 2-= AR CREXAIFA]2-AHRLE

o~ CO2E

EtO
\'/\ 0 EtO

EtO

E0-5C. BHT, H (- hAmet) ZRELHLE (6.20¢8,
23.1 mmol) & THF (20 ml) & Mm% £.4t4 (756 mg, 32 mmol,
95% ) & £k THF (60 ml) Bk ¥, HA5-25CHRFE 054, £
95C, ¥ 4-[(2,2-=CZER)LEAIXTER (5.0 g, 21.0 mmol) &)
THE (10 ml) E&mIEA LRSS T, FERHE 30 54. REXE
£ (TLC B#) , 3% THF B, fMAAAHAK (100 nl) #HH,
FRLBROLEER (3x25 nl) . AFAMFERE, AIZKRE A
LARBATR, K%, EFTAAELSH (6.5g 8%), AE/Z
S H R RA D,

"HNMR (CDCly): §7.75 (d, J = 8.77 Hz, 2H), 6.96 (s, 1H), 6.92(d, ] = 8.77 Hz

2H), 4.84 (t, I = 5.12 Hz, 1H), 4.29 (q, J = 7.10 Hz, 2H), 4.10 - 3.90 (m, 4H), 3.90 - 3.55 (m
4H), 1.37(t, 1 = 7.10 Hz, 6H), 1.25 (1, ] = 7.03 Hz, 6H).
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% 2
-LEE-3-[4-[(2, 2-—CEA) CEEAIFZE AR T &

CO,CH;

EtO /©/Y

EtO

# 45-50C, #HE& | HiF 2-CRA-3-[4-[(2,2-=CRH) T
SEIERA]-2-AHKRTE (500 mg, 1.42 mnol) F=4k#lh (340 ng,
14.2 mmol) A F& (15 nl) PHRAURIAEFHAE (£ H
HEAHE) . AREFEN, HiaRbHE CTHEH 2 1H. &
R ARSI AK (156nl) F, A 10% Z&KF pHALE7.5-8.0,
RLB2E (3x50 ml) EREE®R. SFARFERE, AELRE,
BEXABA TR, Hk%. KR4 PpAfTaRéEERL ALRL
A EH 5- 156%HLRLE : LEAAHERD, KRTAFELS
% (436 mg, 87% ) .

"H NMR (CDCl3): & 7.14 (d, J = 8.50 Hz, 2H), 6.84 (d, J = 8.50 Hz, 2H), 4.82 (t, J =
5.15 Hz, 1H), 4.05 - 3.92 (m, 1H), 3.97 (d,J =35.15 Hz, 2H), 3.85-3.50 (m, 5H), 3.70 (s,
3H), 3.45 - 3.25 (m, 1H), 2.95 (d, J = 6.64 Hz, 2H), 1.25 (1, J = 7.03 Hz, 6H), 1.16 (, T=7.0
Hz, 3H).

i

% 3
- A E-3-[4-[(2, 2-—CRAA) LREAIEE]-2-AHRLE

EtO

ERALEHE 1 EneF5E, A 4-[Q2-—CAR)ZRA]IXTE

40



(2.05 g, 8.63 mmol) . (ZZAMBE)XEXLBTLE (3.0 g,
9.49 mmol) # NaH (310 mg, 12.94 mmol, 95% ) HIfHF 7 K4rHiL5
¥ (2.25 g, 65% ), A E/ZF¥EGRSY.

"H NMR (CDCl3): 8 7.50 - 7.20 (m, 5H), 7.15 - 6.95 (m, 2H), 6.95 - 6.70 (m, 311),
4.90 - 4.70 (m, 1H), 4.30 - 4.08 (m, 2H), 4.03 (¢, J = 6.80 Hz, 2H), 3.90 - 3.50 (m. 4H), 1,30 -
1.10 (m, 9H).

HE 4
- EE-3-[4-[(2, 2 CLAR)LAA XL ]| RRTE

/Q/YCOZCH:!
H
Eto\r\o OCgHs

EtC

ZRE5H4 2 2meF%k, REE 3 P/ 2-X8E-3-[4
[(2,2-—ZE&A)ZAA]RA]2-HH K TE (2.05 g, 5.1 mmol)
FE MK (1.23g, 51mmol) HF T AKEREGH (1.36g 66%),

'"H NMR (CDCly): 8 7.35 - 7.15 (m, SH), 7.0 - 6.8 (m, 4H), 4.76 (1, J = 5.20 Hz, 1H),

3.98 (d, J=5.2 Hz, 2H), 3.8 - 3.5 (m, 5H), 3.71 (s, 3H), 3.18 (d, ] = 6.96 Hz, 2H), 1.24 (1, ] =
7.01 Hz, 6H).

LIp 1
-8 & -3-[4-[2-[4-FAK-3,4-— & -1,3- K B%-3-RA ] LRAL]
¥R]-2-ABRLE

O

O
)N s mz Et
=
o) QEt
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EREHEE 1 XmeF ik, A 4-[2-[4-84K-3,4-=4-1,3-F%5f
ok 3 A LAAIEFPR (4.5 g, 15.15 mmol) . (ZZABBEE)
LERX LK (4.9 g, 18.18 mmol) #= NaH ( 545 mg, 22.73 mmol)

HATAWGHELSH (4.7 g 76%), Aa&EK, HEH 81-83
C.

'H NMR (CDCl): &7.95 (d, J = 6.64 Hz, 1H), 7.74 (d, J = 8.72 Hz, 2H). 7.44 (t, ] =
6.86 Hz, 1H), 7.20 - 7.00 (m, 2H), 7.02 - 6.80 (m, 3H). 5.37 (s, 2H), 4.40 - 4.05 (m, 4H), 4.05
- 3.80 (m, 4H), 1.50 - 1.20 (m, 6H).

L 2
(£)-2-Z &% -3-[4-[2-[4-FRK-3,4-=2-1, 3-¥%Hekk-3-K]L
SRIFEXIABRLE

O
/\/O
O) Okt

£ 10% 48 (450 mg) HAET, RARKZAEN 1 i 2-CTA
E-3-[4-[2-[4-AK-3,4-—&-1,3- % B%-3- K] AL FEL]-
-FHB B (4.5 g, 10.5 mmol) # 1,4-=H &K THK (50 nl)
X 50-60 psi B 12 MW, FEREBRSHBEAE T RRL
B, AL, 4 —frxokbuasitrERALE KRERREEAXET,
BT AELSW (3.5¢ 78% ), HEHT8-80T.

'H NMR (CDCL): §7.90 (d, J =7.56 Hz, 1H), 7.44 (t, 1 =7.05 Hz, 1H), 7.26 - 7.07
(m, 3H), 6.97 (d, ] = 8.30 Hz, 1H), 6.80 (d, ] = 8.62 Hz, 2H), 5.37 s, 2H), 4.21 - 4.11 (m,
4H), 3.98 - 3.92 (m, 3H), 3.63 - 3.55 (m, 1H), 3.37 - 3.29 (m, 1H),2.93 (d. J=6.55 Hz, 2H),
123 (1, J = 7.10 Hz, 3H), 1.16 (t, ] = 7.05 Hz, 3H).
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L 3
(£)-2-Z 8k -3-[4-[2-[4-fK-3,4-—A-1,3- ki E%-3-A]L
fFAIFE]AK

O
N7 EtO

CO,H

ABET, B854 (4.5 g 42.5 mmol) K (25 ml) &R m
B Eks 2 HE-2-CERA-3-[4-[2-[4-8AR-3,4 =41, 3-F%5%&
h-3-AZEAIERA]ARBLE (3.5 g 8.5 mmol) 78 (25 ml)
R, A& 25-30CHHE 5 . FPHREEL X RALRLER
AKE. MoONEBWKESKIE pH A 2.0, ¥EEBERKLRE,
F¥, EBT RS SW (3.04 g, 93% ), BEH 103- 105C.

'"H NMR (CDCL): & 8.05 (d, J = 6.70 Hz, 1H). 7.54 (t, ] = 7.30 Hz, 1H), 7.25 (d, J =
8.20 Hz, 2H), 7.20 (t, ] = 7.30 Hz, {H), 7.06 (d, J = 8.20 Hz, 1H), 6.90 (d, ] = 8.41 Hz, 2H),
5.46 (s, 2 H), 4.27 (1, J = 4.70 Hz, 2H), 4.11-3.90 (m, 1H), 4.05 (t, 1=4.70 Hz, 2H), 3.80 -
3.60 (m, 1H), 3.60 - 3.40 (m, 1H),3.14 (dd, = 14.10 Fa 4.27 Hz, 1H), 3.04 (dd, T = 14.20
Fa 7.50 Hz, 1H), 1.26 (1, ] = 7.07 Hz, 3H).

L34 4
(£)-2-Z8.%-3-[4-[2-[4-FEK-3,4- =21, 3-%(#4E%-3-K]1C

FEIEA]ARA
O
Cr O
o) = CO,Na

£ 30C. BET, ¥ 784 (54 ng, 1.0 mmol) #FE (1 ml)
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Bk B L 3 R (2)-2-LEA-3-[4-[2-[4-AR-3, 424
1, 3-¥4EE-3-RIZELIERA]AR (100 mg, 0.26 mmol) & F
5 (3ml) A& ¥. $EEERAHER 1PN, mAZE (5nl),
BotEkLREE, TR KRTAEELSY (85 ng, 80%),
¥ & b 186 - 188T.

'H NMR (CDCl): & 7.83 (d, J = 7.56 Hz, 1H), 7.56 (1, J = 7.68 Hz, 1H), 7.21 - 7.07
(m, 4H), 6.84 (d, J = 8.39 Hz, 2H), 5.43 (s, 2 H), 4.13 (t, ] = 5.19 Hz, 2H), 3.87 (1, I = 5.02
Hz, 2H), 3.62 - 3.48 (m, 2H), 3.12 (t, ] = 4.36 Hz, 1H), 2.86 (dd, J = 14.12 #= 332 Hz, 1H),
2.61 (dd, ] = 14.12 #a 9.04 Hz, 1H), 0.98 (t, ] = 7.01 Hz, 3H).

LB 5
() -2-Z F Rk -3-[4-[2-[4- K -3, 4- =41, 3- %k HER-3- K] LR
AIFEIARTE

£ 25C. BET, H#®2-2a&E-3-4-REAFL) R L& (400
mg, 1.68 mmol) HE&mE| 3- - XL E)-4-84K-3,4-=5-1,3-%
F#%&% (325 mg, 1.68 mmol) Fo =¥ XM (660 mg, 2.52 mmol ) &
Wx (10 nl) RERSH T, FHEHFE 10 4. £ 25-30C, FEL
—WE -2 & (0.5 nl, 2.52 mmol) MmEER RS T, HHEH
40 1B, fekmEEAERAH Y, ALMRTE (310 nl) FK.
S FAWIE, Bikzkk ALKAKSTR FR&%. $AKHL
G Eel, ALBRLESEHS 6- 5% LBRLE  LRENTH
BB, EBT A#EALLH (527 ng, 76%) , B EH 76- 78TC.

[ap 12.2 (C=0.5, MeOH).
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'H NMR (CDCl3): 6 7.94 (d,J=7.8 Hz. 1H), 7.44 (t. J=772Hz 1H}, 7.17 - 6.93
(m, 6H), 6.79 (d.J = 8§30 Hz. 2H). 3.38 (s, 2H). 422 -4.11 (m, 3H). 3.95 (1.} =4.61 Hz,
2H}, 3.65 - 3.55 (m, 1H), 3.37 -3.29 (m, 1H), 2.95 (d, ] =6.64 Hz, 2H), 1.22 (¢, J=7.06 Hz,
3H), L.15 (1, J=7.05 Hz, 3H).
5% 6
(-)-2-Z Ak -3-[4-[2-[4-AAK-3, 4~ =& -1, 3-F &% -3- A ] LR
AI¥XA]| "B TLE

0

O

CO,Et

ERE LK 5 EMFE, B 3-Q-BATLE)4-8K-3, 4=
&,-1,3-¥% %% (364 mg, 1.89 mmol) . (-)-2-TALE-3- (-1
$2)F % L% (450 mg, 1.89mmol) . Z¥EM (745mg, 2.84mmol)
o F E-_FH—F &HE (575ng 2.84mmol) HF T A4mA4E-4 (500
mg, 64% ), REA T76-78TC.

[alp 2° = -11.96 (C=0.51, MeOH)

'{{ NMR (CDCh): 67.95(d, J=7.75 Hz, 1H), 7.43 (¢, ] = 7.45 Hz, 1H), 7.22 - 7.03
(m, 3H), 6.97 (d, J = 7.75 Hz, 1H), 6.79 (d, J = 8.63 Hz, 2 H), 5.37 (s, 2H), 4.22 - 4.05 (m,
4H), 4.05 - 3.86 (m, 3H), 3.70 - 3.50 (m, 1H), 3.41 - 3.20 (m, IH), 2.93 (d, J=6.59 Hz, 2H).
1.22 (1, J = 7.05 Hz, 3H), 1.15 (t, ] = 7.05 Hz, 3H).

I3t 7
[9R, N(1S)12-Z & 4 -3-[4-[2-[4-BAR-3,4-—4A-1, 3-% H Bk -3-
E1ZAEEIFA]N-Q-E-1-R LX) AR (Ta)
' O
N/\\/O\
O)

EtQ H

H

N
QoA
H Ph

O
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[2S, N(1S)12-Z A% -3-[4-[2-[4-RAK-3,4- =21, 3- % I oE%E-3-
EI1ZEAIEAI-N-(2-2E-1-¥3RTKE) Ak (Tb)

O
/\/O
= N
O 5 OH
O H Ph

£ 0C, ¥=CH (0.45 ul, 3.24 mmol ) Fu®| LB 3 BIF 2-
LE A -3-[4-[2-[4-BR-3, 4= A-1,3-¥kFEE -] AKX
£1% % (500 mg, 1.30 mmol) # EK =K Fh (6 ml) &P, &
E A KEE (180mg 1.5mmol) , HFER—BATHH 30 54.
¥AAZLE (0.37 ul, 2.6 mnol) # (S) (D —2-%EHREH =R
Wi (2 ml) EARMHNERAAERSHT. BHF 1 IHE, AR T
2 (10 nl) , EEROBREAARPEKLE, ALKAEHTIE,
FEE. BAAWHTEKEERL, ALRLESTA 10-50% &
7.8 08 LB AT E AR, §AKRAST ExekF A4k [2R, NAS)]2-
2 A -3-[4-[2-[4-RAK-3,4-=8-1,3-F 8% -3-L]LREIX
AI-N-(2-FRA-1-FAZA)RBE (7a), MERAT [25, N(1S)]2-
LA K3 [4-[2-[4-8AR-3,4-—&-1,3-F 585 -3-L]ZAK]X
AI-N-Q-#X-1-X£TE)RBE (Tb) .

Ta W 3% & dE:

{o]p 2 = 43.8 (C=0.5, MeOH). mp: 64-68°C

'H NMR (CDCl;): 57.94(d,J=7.80 Hz, 1H), 7.44 (1, ] =738 Hz, lH). 7.40 - 7.26
(m, 3H), 7.26 - 7.10 (m, 4H), 7.10 - 6.95 (m, 2H), 6.82 (d, ] = 8.40 Hz, 2H), 5.37 (s, 2H).
5.07-4.90 (m, 1H), 4.20 (t, ] = 4.63 Hz, 2H), 4.06-3.90 (m, 3H), 3.69 - 3.65 (m, 2H), 3.48

(q, J = 7.00 Hz, 2H), 3.11 (dd, J = 14.10 #u 3.74 Hz, 1H), 2.92 (dd, J = 14.10 #» 6.23 Hz,
1H), 1.14(t, J = 7.00 Hz, 3H). '
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Tb # A& H 3

[e]p ¥ = 5.20 (C=0.5, MeOH). mp: 88-92°C

'H NMR (CDCly): 67.97 (d, ] = 7.75 Hz, 1H), 7.46 (t, J = 7.75 Hz, 1H), 1.26 (d, ] --
8.40 Hz, 2H), 7.30 - 6.95 (m, 7H), 6.73 (d, J = 8.40 Hz, 2H), 5.40 (s, 2H), 5.08 - 4.95 (m,
1H), 4.16 (t, J = 4.70 Hz, 2H), 4.05-3.92 (m, 3H), 3.90-3.82 (m. 2H), 3.54 (q, ] = 6.75 Hz,
2H); 3.10 (dd, J=14.10 F= 3.74 Hz, 1H), 2.90 (dd, J = 14.10 F= 6.73 Hz, IH), 1.19(¢, J =
7.01 Hz, 3H).

L#H 8
(D-2-Z 8L -3-[4-[2-[4-EK-3, 4-— &1, 3% E%-3- K] LA
EIFEE]AR

N/\\/O th

O CO,H

Z ik A

£ 100C, ¥ LM 7a FIE2R, NU1S)]2-TRE-3-[4-[2-[4-
83, 4-—5-1,3- K HEE3-A]CRAIFA]N-2-£E-I-F
22 R)mEE (1.60 g 3.17 mmol) £ 1 M & (40 nl) F#= %
BIREE/AK (1:1, 144 nl) GRS FHERMRE 16 P H. HER
ERASMANE 5T, ALK CRAERE. ALKRLE (3x50
ml) ERHALKE. SHANERE, AEKRE, RALKARAT
B, k4, ®BT AFEALSY (950 ng, 78% ).
Z#%B

@it E Ekd 3 EMeik, MEiks 5 F )-2-ZRE-3-
[4-[2-[4-FAK -3, 4~ —5.-1, 3- % H B E-3- R CAX X R]ARL
& (150 mg, 0.36 mmol) . FZK B4 (192 mg, 1.8 mmol ) #¥&HF T
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AAr iS4 (116 mg, 83% ), &% 88-90T.

[a]p ** = 18.0 (C=0.5, MeOH).

'H NMR (CDCly): 87.90 (d,J=7.66 Hz, 1H), 7.46 (1, ] =7.60 Hz, 1H). 717 {d J =
8.40 Hz, 2H), 7.12 (1, 3 = 7.60 Hz, 1H), 6.98 (d, ] = 7.60 Hz, 1H), 6.82 (d, J = 8.40 Hz, 2H),
5.38 (s, 2H), 4.19 (t, ] = 4.70 Hz, 2H), 4.04 (dd, J =7.35 Fw 435 Hz, 1H), 3.97(t ] = 4.70
Hz, 2H), 3.72 - 3.53 (m, 1H), 3.53 - 3.38 (m, 1H), 3.12(dd, J = 14.11 Fa 4.35 Hz, 1H), 2.95
(dd, J = 14.11 Fe 7.35 Hz, 1H), 1.17 (1, J = 7.05 Hz, 3H).

LB 9
(-)-2-T 8 % -3-[4-[2-[4-8R-3, 4—=21, 3-¥ k% -3-K]TA
XIXK]A®

O

/\/O
)N QE{OB
O

CO,H

F ik A

@it LkM 8 F A EMeFE, WEEH To AFL2S,
N(1S)J2-Z f 2k -3-[4-[2-[4-FAK-3, 4-— &1, 3-¥ F8R-3-K]1 L
FAIERAIN--A-1-¥4£ %) R8sk (1.03 g, 2.5 nmol ) #
£ 7 A4 (780 mg, 81% ).
Z#%B

Bl EAas 3 kmeFiE, AEEA 6 FFC)-2-TRE-3-
[4-[2-[4-EAK-3,4-=5.-1,3- % HF &5 --R] AL TXR]ARL
e (149 mg, 0.36 mmol) . F=# M4 (384 mg, 1.8 mmol) #HAT
AArHALA (130 mg, 94% ), HEH 91-93C.

[a]o?® = -19.8 (C=0.5, MeOH).

'H NMR (CDCls): &7.96 (d, J =7.80 Hz, 1H), 7.46 (t, ] = 7.80 Hz, 1H), 7.16 (d, ] =
8.45 Hz, 2H), 7.12 (1, J = 7.40 Hz, L H), 6.98 (d, J = 7.40 Hz, 1H), 6.82 (d, I = 8.45 Hz, 2H),
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5.38 (s, 2H), 4.19 (t, } = 4.75 Hz, 2H), 4.05 (dd, ] = 7.35 F» 4.40 Hz, 1H), 3.96 (1, ] =4.75
Hz, 2H), 3.70 - 3.50 (m, 1H), 3.50 - 3.33 (m, 1H), 3.09 (dd, J = 14.11 F= 4.40 Hz, 1H), 2.95
(dd, J=14.11 F= 7.35 Hz, 1H), 1.18 (t,J = 7.01 Hz, 3H).

A4 10
(£)-2-% & & -3-[4-[2-[4-EK-3,4-=4£-1,3-%5F8%-3-£] &
SERIFRA]-2-BHRLE

O
/\/O
=
O) CO,Et

£A544 1 £RFE, A 4-[2-[4-8K-3,4- =51, 3-F5F
Eok -3 R]ZEE]ETE (594 mg, 2.0 mmol) . (=T HAMBAE)
X84 28 2%(695mg, 2. 2mmol X C A AL FEH ED (J. Org. Chen. ),
1983, 48, 3407) #= NaH ( 75 mg, 3.0 mmol, 95% ) #&F 7T FHAL
&% (520mg, 56% ), A E/Z FHMikeyReH, BEH 104- 106T.

'H NMR (CDCl;): & 8.05-7.90 (m, 1H), 7.67 (d, J = 8.60 Hz, 1H), 7.60 - 7.20 (m,
SH), 7.20 - 6.95 (m, 4H), 6.95 - 6.80 (m, 2H), 6.72 (s, 1H), 5.39 F= 5.35(s, 2H), 4.40 - 4.08
(m, 4H), 4.08 - 3.90 (m, 2H). 1.20 F21.07 (t, ] = 7.05 Hz, 3H).

LA 11
(£)-2-7 8k -3-[4-[2-[2, 2-= F A -4-8K-3, 4 —£-1,3-% 5%
%-3-RICAX X R ]|ARLE

)

CLE O
o/JT CO,Et
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EBET, #8845 (0.47 g, 3.39 mmol) % 2,2-=F K4~
A3, 4-—5~1,3-% %% (0.3 g, 1.69 mmol) &5 DMF (3 ml)
REP, HFRE 302484 K 2-CERE 3[4 RLER) XL AR
Z& (0.70 g 2.03 mmol) (AFAEPHFH 09/012,585 4 XHE ¥
AleEd) 8 DMF (1 ml) FamBEEEREGH P, & 60-70C
B4, BERAERSWAARE, FACKLE (3%10 nl)
ER., SAAMERR, AiEkiE, ALKARATR, k5.
BRLAWRAEREESL, BLBRLESTA 5-15%HLRTE:
LEERATHE RN, G T AKMASY (0.34 g, 456% ), ARk,

' NMR (CDCl3): 67.91(d,J=7.50 Hz, 1H), 7.43 (t, ] = 7.50 Hz, 1H), 7.15 (4, ] =
8.35 Hz, 2H), 7.06 (t, J = 7.50 Hz, 1H), 6.89 (d, J = 7.50 Hz, 1H), 6.82 (d, ] = 8.35 Hz, 2H),
4.28 - 4.05 (m, 4H), 4.05 - 3.80 (m, 3H), 3.70 - 3.50 (m, 1H), 3.50 - 3.22 (m, 1H), 2.93 (d, J
= 6.65 Hz, 2H), 1.74 (s, 6H), 1.22 (t, J = 7.05 Hz, 3H), 1.15 (t, J = 6.95 Hz, 3H).

LA 12
(+)-2-ZHHh-3-[4-[2-[2, 2-= F £ -4-8MR-3,4-—£-1, 3-F &
%-3-A1ZEAAIEE] A

0

L

CO,H

ER5Las 3 LM FE, AELEA 11 HF(2)-2-TRA-3-
[4-[2-[2, 2-— ¥ & —4-F AR -3,4-— 4.-1,3-F B4 -3-£ ] LAK]
¥R)ABTE (150 mg, 0.34 mmol) FomX M4 (180 mg, 1.7 mmol )
HET A4Hs% (105 ng, 75% ), HE% 80- 82T,

'H NMR (CDCly): & 7.91 (d,J = 7.50 Hz. 1H), 7.43 (. ] = 7.50 Hz, 1H), 7.16 (d, I =
§.40 Hz, 2ED), 7.06 (1, ] = 7.50 Hz, 1H), 6.88 (d, J =7.50 Hz, 1H), 6.84 (d, ] = 8.40 Hz, 2H),
4.20 (4, J = 5.30 Hz, 2H), 4.04 (dd, ] =7.25 Fo 425 Hz, 1H),3.91 (1, ] = 5.30 Hz, 2H), 3.70-
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3.35 (m, 2H), 3.08 (dd, J= 14.11 o 4.25 Hz, 1H), 2.93 (dd, J = 14.1] #o 7.25 Hz, 1H),
1.75 (s, 6H), 1.17 (t, ] = 6.95 Hz, 3H).

g4 13
(£)-2-TZE A -3-[4-[[4-FRK-3,4-—4-1,3-%HE%2-A]FR
AIXEIFHTE

O

OEt

CO,CHs

£ 25-30C. BHET, ¥x#pstE (548 mg, 4.0 mmol) Mm%
W:®% Z.% (PPE) (3.46 g, 8.0 mmol) #9 & 45 (10 ml) E&F, R
ERMEE 2 B (2)-2-TRE-3-[4-[(@,2-=CER) TAEAIX
RA]HEBFPE (1.28 g, 4.4 mnol) M &4 (10 ml) F&R. KERE
BAWEAN TOCHALES, FERE 12 I N. FERERSHAH
E¥E, REAGAEARE. AAPBRREARERFABARD TH
(pH=7) , #BZBLE (3x20 nl) FR, 4FANERE, AZ
Kbk, ABAKARATER HEk%. FREFRHHTEKEER
o, MLBLEASSH 5-20%NMLRLE : LREAKHEEN, KR
TAEHELSMH (1.156 g, 72% ), A& ERK.

'H NMR (CDCl3): 87.97 (d, J = 7.75 Hz, 1H), 7.50 (1, ] = 8.50 Hz, 1H), 7.19 (d, J =
8.62 Hz, 2H), 7.15 (1, J = 7.50 Hz, 1H), 7.02 (d, J = 8.50 Hz, 1H), 6.87 (d, J = 8.62 Hz, 2H),
5.69 (t, ] = 4.95 Hz, 1H), 439 (dd, J =9.64, 4 19Hz, 1H), 4.30 - 3.90 (m, 2H), 3.72 (s, 3H),
3.71 - 3.50 (m, 1H), 3.45 - 3.21 (m, 1H), 2.97 (d, ] = 6.96 Hz, 2H), 1.17 (1, ] = 7.05 Hz. 3H).

LA 14
(2)-2-Z 8 A -3-[4-[[4-8AK-3,4-=4&-1,3-% L% -2- L] T &
AIXRA]ARTE
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O

.

OEt

CO,H

FAETHES 3 EMGFE, B 13HF (£)-2-TRE-3-
[4-[[4-F.A%-3,4-—4.-1,3-%FE%-2- A RA XA AR TE
(432 mg, 1.08 mmol) . F& &4 (318 mg, 3.0 mmol ) HHF T X
}HAS% (300 mg, 75% ), #&.5% 126- 128C.

'H NMR (CDCly): §7.96(d, ] = 7.80 Hz, 1H), 7.50 (1, J = 7.80 Hz, 1H), 7.19 (d, J =
8.50 Hz, 2H), 7.12 (t, ] = 7.80 Hz, 1H), 7.01 (d, J = 7.80 Hz, 1H), 6.84 (d, ] = 8.50 Hz, 2H},
5.65 (t, J = 5.35 Hz, 1H), 4.35 (dd, J = 9.90 fr 4.25 Hz, 1H), 4.16 (dd, J = 9.60 = 6.60 Hz,

1H), 4.07 (t, ] = 5.80 Hz, 1H), 3.70 - 3.52 (m, 1H), 3.52 - 3.40 (m, 1H), 3.20 - 2.90 {m, 2H),
1.20 (t, J = 7.05 Hz, 3H).

LA 15
(£)-2- A A -3-[4-[[4-8AK-1, 2,3, 4w A -2-E=sk K] FREA]
FAIREPE

O

N OEt

CO,CH;

AL L&A 13 205 % ASKAEXTEE (500 ng, 3.67
mmol ) . #& 2 Fif(x)-2-TRAE-3-[4-1(, - LRA) LREE]
$A]ABPE(1.43g 4.0mmol) #= 5 W& L% (3.18 ¢, 7.35mmol)
BB T A EALAd (900 mg, 62% ), HRA.
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'H NMR (CDCl): 8 7.91 (d, = 7.50 Hz, 1H), 7.36 (t,J = 7.50 Hz, 1H), 7.19 (d, J =
8.40 Hz, 2H), 6.90 (t, J = 7.50 Hz, 1H), 6.85 (d, ] = 8.40 Hz, 2H), 6.72 (d, J = 7.50 Hz, 1H),
6.37 (bs, 1H, D;0 T 488 ), 523 (1, =5.00Hz, 1H), 4.40 - 4.10 (m, 2H), 4.10 - 3.90
(m, TH), 3.74 (s, 3H), 3.70 - 3.52 (m, 1H), 3.48 - 3.22 (m, 1H), 2.99 (d, J = 6.22 Hz, 2H),
1.19 (¢, J = 6.95 Hz, 3H).

x A 16
(+)-2-7, 8 & -3-[4-[[4-FAK-1, 2,3, 4w A —2-E-2 L | FAL]

¥E]AR

0

I,
)\/O OEt

N
H
CO,H

ERAETEM 3 EMAFE, ALEH 15 HF(2)-2-TAE-3-
[4-[[4-8A4-1, 2, 3, 4w & 25k A | FRAIF AT AR T E (560
mg, 1.4 mmol) . F#x®44 (750 mg, 7.0 mmol ) #F T A4xHAE
% (360 mg, 69% ), H.&E#A 173T.

'H NMR (CDCl;+DMSO): 8 7.79 (d, J = 7.50 Hz, 1H), 7.44 (bs, 1H, D,O
T XHM ), 727, 1 =7.50Hz, 1H), 7.17 (d, ] = 8.30 Hz, 2H), 6.81 - 6.69 (m, 4H), 5.87
(bs, 1H, DO T #& ), 512, J=5.10Hz, 1H), 4.20 - 3.95 (m, 2H), 3.92 (dd, J =
7.80, 4.89 Hz, 1H), 3.72 - 3.50 (m, {H), 3.40 - 3.20 (m, 1H), 3.10 - 2.80 (m, 2H), 1.14 (1, J =
6.95 Hz, 3H).

L) 17

(£)-2-Z 8 E-3-[4-[[6-R4-RRK-1,238,4-%W §,—2-&ekdk K] Y
AEIER|ABRTER
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Ci NH
Ao

OEt
H

CO,CH;

£H5LAEN 13 EMESE, A -RAKRERTERE (500 ng,
9.93 mmol) . H& 2 FF()2-TLHREA-3-[4-[(2 2-—CLEA) T
SAIEA]RRTE (1.41 g 3.22 mmol) F SR LE (2.53 g,
5.86 mmol) #/8 T A4rAiLS% (640 mg, 50% ), Ak,

' NMR (CDCly): &7.83 (d,]=2.26Hz. 1H), 723 (t, 1 =8.60 Hz ,1H), 7.13(d, ] =
8.40 Hz, 2H), 6.78 (d, ] = 8.40 Hz, 2H), 6.63 (d, J = 8.60 Hz, 1H), 5.17 (¢, § = 4.70 Hz. 1H),
475 (bs, 1H. D,0 TR 485 ). 4113 =6.60, 1H),3.99 (q,J =4.70 Hz, 2H), 3.70 (s.
3H), 3.70 - 3.50 (m. 1H), 3.40 - 3.20 (m, 1H), 2.95 (d, J = 6.60 Hz, 2H). 1.14 (t, ] = 6.95 Hz.
3H).

&4 18
(£)-2-EAE-3-[4-[[6-R-4-£K-1,2,3,4- % g2k XY
FXAIXE]AR

o
Cl
W@ﬁ“”
0
ﬁ/K/ OEt

CO,H

EM5nAs 3 EMGF ik, REEA LTHF( )-2- LA K -3
(4-[[6-F-4-FAK-1,2,3, 4-v9 B -2—E=dh L] FRE] ¥E1/BRYT
B (200 mg, 0.46 mmol) . B4R (245 mg, 2.31 mmol ) #FT
AieBA% (140 mg, 73% ), BEHA 156 - 158T.
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'"H NMR (CDCl): 3 8.19 (s, LH), 7.25 - 7.05 (m,1H), 7.13 (d, J = 8.30 Hz, 2H), 7.03
(bs, 1H, D20 T X344 ). 6.85-6.70 (m, 1H), 6.78 (d, J = 8.30 Hz, 2H), 5.02 (t, J = 4.90
Hz, 1H), 4.10 - 3.80 (m, 3H), 3.70 - 3.45 (m, 1H), 3.45 - 3.20 (m, 1H), 3.0 - 2.70 (m, 2H),
1.08 (¢, J = 6.95 Hz, 3H).

L34 19
(+)-2-Z 8 A-3-[4-[[3-F A -4-8K-1,2,3,4- W &-2-Srddc & ]
VTEEIFE] AR T E

N —~ CHS
/k/o
N QEt
CO,CH;

£RE L&A 13 £meFk, ANFEARKREXTRE (76508,
5 1 mmol) . ¥% 2 Fif(£)-2-CZRA-3-[4-[(©2,2-=TRE) LA
A2 A]ABFE (2.0 g 5.6 mmol) FSHKELE (4.40 g 10.2
mmol) %43 7 AiMita4 (870 mg, 41% ), BEA 138- 140C.

' NMR (CDCly): & 7.91 (d, § = 7.60 Hz, 1H), 7.27 (t, ] = 7.60 Hz ,1H), 7.13 (4, J =
8.50 Hz, 2H), 6.86 (¢, J = 7.60 Hz, 1H), 6.75 (d, J = 8.50 Hz, 2H), 6.65 (d,J = 7.60 Hz, 1H),
4.94 (dd, J = 8.50 e 3.25 Hz, 1H), 4.82 (bs, 1H, D20 X HE ) 4.11(t,J=8.80Hz,
{H), 4.02 - 3.90 (m, 2H), 3.70 (s, 3H), 3.70 - 3.48 (m, 1H), 3.42 - 3.25 (m, 1H), 3.20 (s, 3H),
2.94 (d, J = 6.13 Hz, 2H), 1.15 (t, J = 7.01 Hz, 3H).

534 20
(2)-2-Z 8 A -3-[4-[[3-FP A4 AK-1,23, 4% £, -2 vt ok 2 ]

PAREIXKE]AK
ﬁ/K/ © OEt

CO,H
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»
-
L X 2 N

X W W S Y

fRE EaH 3 RMegFk, BEESF 197 (2)-2-ZRE-3-
[4-[[3-FP A -4-84K-1,2,3, 4 wa2-+sh X | FRAEX]I XL ]8R
W& (100 mg, 0.23 mmol) . sk &4A (124 mg, 1.16 mmol) #|FF
T A4 io (64 mg, 72% ), HHEK.

'H NMR (CDCL): & 7.90 (d, J = 7.50 Hz, 1H), 7.26 (1, ] = 7.50 Hz ,1H), 7.14 (d, ] =
8.40 Hz, 2H), 6.86 (¢, J = 7.50 Hz, 1H), 6.75 (d, J = 8.40 Hz, 2H), 6.65 (d, J = 7.50 Hz, 1H),

4.95(dd, J=8.65 #= 3.85 Hz, 1H), 4.20 - 3.90 (m, 3H), 3.75 - 3.35 (m, 2H), 3.20 (s, 3H),
3.15-2.80 (m, 2H), 1.18 (¢, J = 7.0 Hz, 3H).

3] 21
(+)-2-Z R E-3-[4-[[3-FE-4-EK-3,4-—8-1,3-F54%%2-
AIFPERIERATARTE

O

dN/CH:,\
O

OEt

CO,CHy

EFRE L& 13 X8 Fk, AN-FEKBHEE (450 ng, 3.0
mmol) . & 2 FifE(2)-2-ZRA-3-[4-[2,2-=THARL) THRAE]
YRR FE (1.16¢ 3.3mmol) 5 M& T8 (2.59¢, 6.0mmol)
#1327 Adr LS (735 mg, 60% ), AWKKIA.

'H NMR (CDCh): §7.93 (d,J=7.50 Hz, 1H), 7.42 (1, J = 7.50 Hz. 1H), 7.12 (d, ] =
8.40 Hz, 2H), 7.09 (1, ] = 7.50 Hz, 1H), 6.94 (d, J = 7.50 Hz, 1H), 6.75 (d, ] = 8.40 Hz, 2H),
5.62 (t, J = 5.50 Hz, 1H), 4.25 (dd, J = 10.25 Fw 6.25 Hz, 1H), 4.12(dd, J = 10.25 = 5.25
Hz, 1H), 3.96 (t, J = 6.50 Hz, 1H), 3.70 (s, 3H), 3.70 - 3.50 (m, 1H), 3.40 - 3.15 (m, 1H),
3.22 (s, 3H), 2.93 (d, J = 6.50 Hz, 2H), 1.14 (t, ] = 7.05 Hz, 3H).
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rREe=

L]
rEAW LEJ

LA 22
(£)-2-Z 8 & -3-[4-[[3-F K -4-FR-3, 4= &1, 3- K F%-2-
RAIFEAIFA]IAR

OEl

CO,H

ERE LEM 3 £ HE, BAEEH 21 KT (2 )-2-CLARX-3-
[4-[[3-F A -4-FAK-3,4-=5-1,3-%# 8% -2- R FARAIXE]R
B WE (472 mg, 1.18 mmol) . FeskMH (362 mg, 3.42 mmol) %)
BT ALY (325 ng, 756% ), AR,

'H NMR (CDCl;): §7.90 (d, ] = 7.50 Hz, 1H), 7.40 (1, J = 7.50 Hz ,1H), 7.10 (d. J =
8.40 Hz, 2H), 7.05 (t, J = 7.50 Hz, 1H), 6.90 (d, J = 7.50 Hz, 1H), 6.75 (d, ] = 8.40 Hz, 2H),
5.30 (t, J = 5.50 Hz. 1H), 4.20 (dd, ] = 9.75, 5.95 Hz, 1H), 4.10 (dd, J = 9.75 o 4.95 Hz,
1H), 4.01 (1, J = 6.40 Hz,1H), 3.72 - 3.52 (m, 1H), 3.42 - 3.20 (m, 1H), 3.20 (s, 3H), 3.05 -
2.80 (m, 2H,), 1.15 (¢, J = 6.95 Hz, 3H).

5364 23
(+)-2- 8 A -3-[4-[[3-LA-4-8ARK-1,2,3,4% £,-2-"5 vk ok K ]
PERIERA AR TE

O

N/C2H5
J_o

N OEl
H

SCO,CH;
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£AE LA 13 MG F %, B N-CEREERTBE (840 ng,
5 1 mmol) . H& 2 FifE(x)-2-CAE-3-[4-[2,2-=CER)LE
ERI¥A 1 B% ¥R (2.0 g 5.6 mmol) % BMRLE (4.40 g, 10.2
mmol) #BT AirMisd (1.18 g, 54% ), ARERKE,

' NMR (CDCLy): 8 7.89 (d, ] =7.50 Hz, 1H), 7.25 (t, } = 7.50 Hz ,1H), 7.1] (d, T =
8.40 Hz, 2H), 6.83 (1, ] = 7.50 Hz, 1H), 6.73 (d, J = 8.40 Hz, 2H), 6.63 (d, ] = 7.50 Hz, 1 H),
4.95(dd, J = 8.72 Fu 3.32 Hz, 1H), 4.40 - 3.80 (m, 4H), 5.68 (s. 3H), 3.62 - 3.40 (m, L),
3.40 - 3.22 (m, 1H), 3.22 - 3.02 (m, 1H,), 2.93 (d, ] = 6.22 Hz, 2H), 1.28 (1, ] = 7.15 Hz, 3R,
1.14 (t, J = 6.95 Hz, 3H).

L b 24
(£)-2-Za%-3-[4-[[3-LK-4-£RK-1,23,4 9 £,-2-"& vk ok X |
PEEAIXR AR

O

szcsz
N)\/O OEt

H
CO,H

£RE &N 3EMGTE, AEEH 23 g (x)-2-waHk-3-
(4-[[3-Z K -4-FAK-1,2,3, 4w & -2k R I FTRAAIRE] AR
W (520 mg, 1.22 mmol) . Fe&KE# (647 mg, 6.1 mmol ) &
TAMHEASY (324 ng, 81%) , A&AK,
' NMR (CDCly): 6 7.85 (d, J = 7.50 Hz, 1H), 7.20 (1, J = 7.50 Hz ,1H), 7.10 d,J=
§.40 Hz, 2H), 680 (1,1 = 7.50 Hz, 1H), 6.70 (d, J = 8.40 Hz, 2H), 6.60 (d, J = 7.50 Hz, 1H),
490 (dd,J =8.50 ﬁa 3.25 Hz, 1H), 4.40 - 3.80 (m, 4H), 3.70 - 3.40 (m, IH), 3.40 -3.20 (m,
1H), 3.20 - 3.00 (m, 1H), 2.90 (d, = 6.20 Hz, 2H), 1.25 (t ] = 7.10 Hz, 3H), 1.14 (1, 1 = 7.00
Hz, 3H). '
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% 34 25
(£)-2-Z. 8 h-3-[4-[[1, 3= F A -4-8K-1,2,3,4- w9 &-2-E"ddk
RIFEAIFXE]|ARTE

o)

_CH
'e)
N)\/ OEt

CH
3 CO,CH4

£RE LA 13 £MGF %, AN N-ZFRARRE X T B 295
mg, 1.79 mmol) . %1% 2 FffF (2)-2-ZHRE-3-[4-[(2, - T HE)
ZEAIZEA|GHS PR (700mg, 1.97mmol) S MM LE (1.54 g,
3.58 mmol) 414F T A4 it4% (400 mg, 54% ) , Ak,

'{{ NMR (CDCly): &7.92 (d, ] =7.50 Hz, 1H), 7.35 (¢, § = 8.30 Hz , 1H), 7.08 (d. J =
8.40 Hz, 2H)., 6.82 (t, J = 7.50 Hz, 1H), 6.67 (d, ] = 8.40 Hz, 2H), 6.61 (d, ] = 8.30 Hz, I H),
4.85 (d, ] = 5.80 Hz, 1H), 4.29 - 3.90 (m, 3H), 3.70 - 3.50 (m, 1H), 3.67 (s, 3H), 3.40 - 3.20
(m, 1H), 3.22 (s, 3H), 3.10 (s, 3H), 2.90 (d, ] = 6.55 Hz, 2H), 1.12 (¢, I =6.97 Hz, 3H,.

% 3] 26
(x)-2-ZEE-3-[4-[[1,3-—FA-4£K-123,49 5, 2-& vk gk

AIFRAIXE]AR

OEt

CO,H

AR5 L& 3EMGF K, AEHEH 25 Frfg (2 )-2-LRE-3-
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[4-[[1,3-—F A -4-F.4%-1,2,3, 4 W& 2-Edh R IFALIER]
FEFE (150 mg, 0.36 mmol) . FHBA (192 mg, 1.81 mmol)
HBRTEAEBASY (103 ng, 72% ), A&k,

'H NMR (CDCL): § 7.90 (d, J=7.50 Hz, 1H), 7.30 (t, ] = 8.30 Hz, 1H), 7.05 (4, J
= 8.40 Hz, 2H), 6.80 (1, J = 7.50 Hz, 1H), 6.60 (d, J = 8.40 Hz, 2H), 6.60 (d, J = 8.30 Hz,

1H), 4.80 (t, ] = 5.80 Hz, 1H), 4.30 - 3.90 (m, 3H), 3.70 - 3.50 (m, 1H), 3.40 - 3.20 (m, 1H),
3.20 (s, 3H), 3.10 (s, 3H,), 2.90 (d, J = 6.50 Hz, 2H), 1.14 (1, J = 7.0 Hz, 3H).

LieP 27
(£)-2-Ff A -3-[4-[[4-84K-1,2,3, 4w & 2-Fdh X TP HAK]
(AR TPE

O

Ly
N /K/O\QJ\CGHS
H
CO,CH;4

£RAELHARA 13 EMGFE, AFREETEEK (200 ng, 1.47
mmol) . H%& 4 Fif(2)-2-%XEE-3-[4-[(2,2-=—CZHA) LAL]
¥R H%FEE(650mg, 1.61omol ) S MR & (1.27 g, 2.94mmol )
BB TEAGHELSY (395 mg, 41% ) , A&,

'H NMR (CDCly): 87.90 (d,J=7.75 Hz. 1H), 7.34 (1, ] = 7.75 Hz ,1H), 7.35 - 7.15
(m, 3H), 7.23 (d, J = 8.40 Hz, 2H), 6.96 (t, ] = 7.80 Hz, 1H), 6.90 - 6.80 (m, 2H), 6.83 (d, J =
8.40 Hz, 2H), 6.69 (d, ] = 7.80 Hz, 1H), 6.55 (bs, 1H, D,0 sT £ &4 ), 5.20(, J=6.50
Hz, 1H), 4.76 (t, ] = 6.40 Hz, 1H), 4.65 (bs, 1H, D,0 T X #45 ), 4.20(dd,J=8.90 #=
7.15 Hz, 1H), 4.01 (dd, ] = 8.90 #= 5.15 Hz, 1H), 3.72 (s, 3H), 3.19 (d, J = 6.40 Hz, 2H).

%34 28 |
(£)-2-% 8 A -3-[4-[[4-84K-1,2,3, 4 W H-2-F4H L] FRL]
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*E)A®

A5 TP 3 EMGF ik, B LR 2T HF(2)-2-FKRHE-3-
[4-[[4-8AR-1,2,3, 4w S22k R FREIF L] AR TE (611
mg, 1.14 mmol) . F 8 & 44 (726 mg, 6.84 mmol) FF T AAAL
&% (488 mg, 86% ), .54 78- 80T,

‘H NMR (CDCl3): 8 7.94 (bs, IH, D20 T &) ), 783(d,J=738 Hz,lH),
7.40 - 7.15 (m, 5H), 6.98 (1, J = 7.38 Hz, 1H), 6.92 (d. ] = 8.50 Hz, 2H), 6.84 (¢, § = 8.40 Hz,
1H), 6.72 (d, J = 8.30 Hz, 2H). 6.63 (d, ] = 8.40 Hz, 11{), 4.98 (t, J=3.10Hz 1H), 4.89 (1, J=

5.30 Hz, 1H), 3.94 (dd, J = 8.90 #F# 7.15 Hz. 1H), 3.70 {dd, J = 8.90 #= 4.05 Hz, | H), 3.26
(d, J = 5.30 Hz, 2H).

534 29

(+)-2-% &4 -3-[4-[[6-f-4-8K-1,2, 3,4 W H-2-Fkak K] T
ARIXE]IARTE

CO,CH;4
H
Cl NH

O

SRAE LA 13 £MGFE, A -RAREAX Tl (368 ng,
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9 15 mmol) . #%& 4 FE(+)-2-%fE-3-[4-[(22-2TAR) L
SAIEAIABTE (954mg, 2.37 mmol) F» 3 R TE (1.864 mg,
4.3 mmol) BT A4 EiLs#H (488 mg, 47% ), AR,

DH NMR (CDCl;): & 7.84 (s, 1H), 7.31 - 7.19 (m, 5H), 7.01 - 6.91 (m, 1H), 6.85 -

6.79 (m. 4H), 6.61 (d, ] = 8.62 Hz, 1H), 5.16 (bs, 1H), 4.75 (1, J = 6.22 Hz, 21), 4.19 - 4.06
(m, 1H), 3.71 (s, 3H), 3.18 (d, § = 6.55 Hz, 2H).

%= 34 30
(+)-2-%fA-3-[4-[[6-R-4+8RK-1,23,4 9 g,-2-45vek K1Y

aEIEL]IAR

Q/\(COZH
H

N CgH
\K\O 0OCgHs
cl NH

O

S RYE el 3EMGT X, AxEM 29 Fifg (£)-2-X85K-3-
[4-[[6-f—-4-FAK-1,2, 3, 4-v3 £ -2-F ko A ] PERIERX]RRYT
B (488 mg, 1.01 mmol) . Fe#&4A (530 mg, 5.08 mmol) #1/F T
Ak EAL S (300 mg, 65% ), HEH 54-56T.

oH NMR (CDCl3): & 7.80 (s, 1H), 7.31 - 7.18 (m, 5H), 6.99 (d, ] =7.47 Hz, 1H),

6.90 (d, 1 = 8.3 Hz, 2H), 6.73 (d, J = 8.54 Hz, 2H), 6.58 (d, ] = 7.88 Hz, 1H), 5.02 (bs, LH),
4.89 (1, } = 4.98 Hz, 1H), 4.01 - 3.91 (m, 1H), 3.78 - 3.66 (m, 1H), 3.25 (d, ] = 5.30 Hz, 2H).

L34 31

(+)-2-2 Fh-3-[4-[2-[6- A A -4-FMK-3, 4~ =21, 3-F jtel%-
-RIZALIFRA]IARLE
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O\‘ /@/\/COZCZ‘-%
N OC.H
O,N ~"0 28

O

ERAE LA 5 EMeFk, A3-QRELR)-6-ME4RN
3, 4-— %1, 3-F %% (200 mg, 0.84mmol). (*)-2-LRE-3-(4-
EAZR)HZLLE (200 mg, 0.84 mmol) . = RXEM& (330 mg,

1.26 mmol) FE R -_FH =7 A& (255 ng, 1.26 mmol) HETA
LAY (160 mg, 41.5% ) , Ha&ik.

OH NMR (CDCls): 8 8.82 (s, 1H), 8.35 - 8.26 (m, 1H), 7.19 - 7.04 (m, 3H), 6.77 (d, J
= 8.54 Hz, 2H), 5.47 (s, 2H), 4.28 - 4.10 (m, 5H), 3.96 (1, J = 4.77 Hz, 2H), 3.68 - 3.50 (m,
{H), 3.40 - 3.22 (m, 1H), 2.92 (d, 1 = 6.55 Hz, 2H), 1.35 - 1.09 (m, 6H).

% 7] 32
(+)-2-Z &% -3-[4-[2-[6-7 £ -4-AK-3,4- =21, 3-¥ k-
-RICEAIFEIAR

O\| /©/\rCOZH
N
O,N ~"0 OC,Hs

O

SR E L&A 3 MG H K, BEEH 3 AT (E )-2-TEFE-3-
[4-[2-[6-AE L -4-F K -3, 4-= £-1,3-% 4 B5-3-A] LAA] 4]
HE K (339 ng, 0.74 mmol) . FeskE4h (392 mg, 3.70 mmol )
B2 T Ak SH (226 mg, 63% ), HEH 110T.
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DH NMR (CDCl3): S 8.87 (s. 1H), 8.40 - 831 (m, tH), 7.31 - 7.10 (m, 5H), 6.81 (d, J

= §.40 Hz, 2H), 5.50 (s, 2H), 4.21 (¢, J = 4.56 Hz. 2H), 4.11 - 3.98 (m, 3H), 3.70 - 3.39 (m,

2H), 3.16 - 2.90 (m, 2H), 1.19 (t, ] = 6.98 Hz, 3H).

LB 33

(+)-2-ZEA-3-[4-[2-[6- LB A -4-8K-3, 4= &1, 3-%5r&%
-RILEAXAIERA]ARLE

OW )@/\(COQC2H5
N\/\O OCZHS

FRETHM 5 ke Fk, A 3-Q-FETLE)-6-TRAI-R
-3, 4-=%-1,3-% %% (200 ng, 0.85 mmol) . (*)-2-LHAE
3-(4-RAERA)EMTE (202 ng, 0.85 mmol) . ZFEM® (334
mg, 1.27 mmol) P ER -_FHR—F+ A& (258 mg, 1.27 mmol ) #&HF
T A4S 4% (168 ng, 43.4% ), A&,

DH NMR (CDCls): & 8.51 (s, 1H), 8.08 (d, J = 6.41 Hz, 1H), 7.13(d, J = 8.63 Hz,
7H), 7.02 (d, J = 8.72 Hz, 1H), 6.77 (d, J = 8.63 Hz, 2H), 5.41 (s, 2H), 4.28 - 4.08 (m, 5H),
3.93 (t, ] = 4.86 Hz, 2H), 3.65 - 3.49 (m, 1H), 3.41 - 3.21 (m, 1H), 2.92 (d, ]=6.64 Hz, 2H),
2.59 (s, 3H), 1.39 - 1.10 (m, 6H).

LA 34
(+)-2-Z A A -3-[4-[2-[6- T8 A —4-ER-3,4-=£&-1, 3-F &%

--R]ZEAAIER]AR

O
NG
N
\/\O OCsz
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£RL5 Ekp 3 EMegH ik, AEEH 33 A ()-2-TRE-3-
[4-[2-[6-LBEA-4-8AK-3, 4-—5A~1,3- K B5-3- R CALIFA]
A8 % (152 mg, 0.33 mmol) . F#E#4 (177 mg, 1.67 mmol)
HET A4rHMLSH (120 mg, 84% ), H Ak,
DH NMR (CDCl;): 8 8.53 (s, 1H), 8.11 (d, ] = 6.50 Hz, {H), 7.16 (d, ] = 8.40 Hz,
2H), 7.04 (d, ] = 8.72 Hz, 1H), 6.80 (d, J = 8.40 Hz. 2H), 5.40 (s, 2H). 4.16 (1, 1 = 4.31 Hz,

2H), 3.91 - 4.04 (m, 3H), 3.70 - 3.51 (m, 1H), 3.50 - 3.31 (m, 1H), 3.12 - 2.88 (m, 2H), 2.6
(s, 3H), 1.16 (1, J = 6.84 Hz, 3H).

AE RS HERIKEEN 2BERF. Hh =8, EEEHEH, LD
VLDL, VAZ ¥ Ae HDL. X Zi#i4kshAoth A i K BE K6,

EERAXALSHGE T

A) $k4h

a) % Z hPPARaEH

ERMAHAATARY, J§ WPPARH) BA LSRR BTHX
B F GAL4 #5 DNA &2 F. A superfect ( Qiagen, Germany) )
HEXN, REABERLAEE CAL4 HABEDTRAEDNRATS
A HWRE KBS HEK-293 miesb . #E 42 MHE, PAXEREK
8 4o4, HIEFHiLH. £ Top Count ( Ivan Sadowski, Brendan Bell,
Peter Broag # Melvyn Hollis. Gene. 1992, 118: 137-141; Superfect
4 X F 8, 1997 % 2 A. Qiagen, Germany) LA Packard Luclite
EM4& (Packard, USA) B Z4H PPARa#y L& 454/ MR M H
B ol R KA B E L.

b) # Z hPPARY &M

A EMEEEMAET, 5 hPPARY 1 9B ALSRBSAMTH
Z B F GAL4 & DNA 243 . MK $ %8 (Gibco BRL, USA) #FH %
A, BAKEMSARE GALA BRHAEHI TABEHS XL EHEE
B 49 4R35 £ 0% HEK-203 M sk . 3% 48 W&, HASHA 1 pM
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Bk EMmA, H3E#IR. £ Packard Top Count ( Ivan Sadowski,
Brendan Bell, Peter Broag # Melvyn Hollis. A H. 1992, 118:
137-141: BMBEFRAXRNATEBEHHEEGOE S, EFEK,
GIBCO BRL, USA) LM Packard Luclite ##l & (Packard, USA) &
A PPARY 1 9 M EL/BERNHRBHRATSE TR
bR (RE PPARc KA PPAR Y
LH#H 3 |50 uM 7 1 pM 11

a) % % HMG CoA if g B ¥y &l 7E B

AAEF-ERARBER 2% % kMRS XA THEN BREHRLESE
G&. &£ 100 oM KHPO,. 4 mM DTT. 0.2 mM NADPH. 0.3 mM HMG CoA
#0125 pg FFRE BB ARER AT 0 AT BB B RS YRR
21 ml. @AM HMG CoA REBE L. ¥R EREHE 37TCTHF 30
o4k, JE 340 nm RETRKES T K. KA RBHREEBSBAER
& (Goldstein, J, L # Brown, M. S. LDL s&tfk#» HMG CoA E R
EHRBAT LAEEASAEE OO RALERABAAL R
&.1984, 25:1450-1461) . R XL &HIrs T HMG CoA TR B

B) %A

a) AR TS |

TR FRIBOBEAEEAARIRENGR Fl e AW 2 FR
FE % %ﬁﬂliﬁﬁ:%ﬁiﬁ'&%ﬁtﬁﬁa%Hﬂﬁﬁ.&%iﬁn&ﬁé‘céﬁffa?uﬁz
RS HRY, LA SAREE LS T EHERHlde db/db # ob/ob
( {#F %Y (Diabetes), (1982) 31 (1) :1-6) &A= Zncker fa/fa
X2, RTRAROBLEERANZHRABRBLSHGRN ( GER
%) (Diabetes), (1983) 32:830-838; (Sakyo XBZEARLREF )
(Annu. Rep. Sankyo Res. Lab.) (1994). 46:1-57) . Jackson %
B%,US 74 #5434 — C57 BL/KsJ-db/db > A RNEH. & fo 45
%ﬁ%iﬁﬂ&ﬁ%?ﬁ&(«%ﬁﬂ%%é»q.ﬂm.MWMJ,
(1990) 85:962-967) , fikoR 2 #, FaBETEF. £ db/db £E
. ONAMESBREKEHARARKRGEESRAY, XZ L hEK

66



......

oooooo

FEHAGRALSN, EAIIBBERGEHMBFTAEINNHE K
BEABLEBEMBEGARAMAR. BAREEEL 11 DERRER
AL, BT A R XA R 94 A4 MK B e i = S 69 T

AAZ®$#ERKES 35-60 #. £ Dr. Reddy’s Research
Foundation ( DRF) % B FH e, F#& 4 8- 14 Ak
C57BL/KsJ-db/db K. LT ARBTHERRGF ALY (2B %
# % 4 (NIN), Hyderabad, India)f=# LK. 4 M 2 &K -F £ 350 mg/d1
A bag b BaEfTRiiK. AT A 4 R DA

BREALSHEEE 0.26% B TFELEE T, FAIoREHE
4 0.001 mg - 30 mg/kg #9 M ExM X AL H 6 K. FRAEZTHA ()
¥4 10 ml/kg) . £F 6 X, XS/ ALY 1 MHERRM
¥, AR Z P EHE.

AL EARESKER 2 (100 pl) RE3 4% EDTA
HEEP, BolEf e, AMNZHNLEREHZEKE. 55
i it ¥ B AL H i -3-P0, fiLBe /i /L& (Dr. Reddy’s Lab.
Diagnostic Division Kits, Hyderabad, India) FEkHA T EHH
Bl = &K AER .

$ 3B F AR T R R AL A K f B o B i = B 69 .

ALdmEd, STHREAGHAAL ALY, HEAAEE
HATEIAER.

o4 MNE (mg/kg) WA FH T HHI=ESGT
B (100%) |F (100%)

LA 14 3 55 46

4 16 3 18 13

F 34| 19 3 31 62

ob/ob &2 & 5 B X K Bomholtgard, Demark ®&AF#y, F
E 8 AXx A4 M. Zucker fa/fa REXRZE 10 AXDPHEHNR
IffaCredo, France 3438y, JF& 13 AKX DH&EM. FREHH R
A 25+1CH 12 IMHAR-ZBRAERT. 28 RB{THERRAIF
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B LB T HAY (NIN, Hyderabad, India) # K ( Fujiwara, T.,
Yoshioka, T., Ushiyama, I # Horikoshi, H.# % =3 E XY BFil
CS—045 #5345 4E. 4 KK #= ob/ob 4 & ¥A & Zucker FEM /N & ¥ #4765 5F
%. C#WEFEY (Diabetes), 1982, 37:1549-1558) .

HR XA HRL 0.1- 30 mg/kg/ RN ELH 9 X, HRIAFE
HORSHAEESEAK (0.25% B FELEE, NEH 10 nl/kg) .

EBFMBE0-9K, 2% 1INt kARELHl. ANE
REMENBEL SR ERLHLENSA EDTABRET Y. AVE,
SEREEALMNZH SR, DR HEEFR. SEAERR
5%. A TH&EME (Dr. Reddy’s Lab. Diagnostic Division,
Hyderabad, India) MZ aF @k =&. HH#. EEEE. A A
Bochringer Mannheim, Germany # 2 iXH &# X EHEREI .
A RIA %714 (BARC, India) MZ XM HF. RELXFHFAML
SESTE X TR

A ob/ob IR P, BT 9 s E#ifTeRBHHEAER XK. F A
B4 5000, FoMR3ng/keH HHARITAE. £F 0. 15, 30. 60
Fo 120 AR E AR T o R W HHEALE.

M db/db 4~ &. ob/ob I &. Zucker fa/fa K& T RFH LB %
20, AXBRAMATRAGRFRALABER. KK, ShTE
T do & o JR EhEFLERBLA ESF A B A MK T T e
X ok & s R A LA X 6.

LHFAkF 10 mg/kg B, @i KFfHb @8R FEHEBFRT.
Bk BB 2 M SRBEY, FRE-ZNERFM.

b) fefo BB % kB FRIKIEE &G ES

7 DRF # % & ¥ 43 5 # ¢ Sprague Dawley K& (NIN HE). ¥
XEHWEEL 25+ 1CH 12 P AE-LZBHERT. AXBRAH
&4 180-200 A kA, AL BA 6 XERAZBEARY (£2HF
# %4 (NIN), Hyderabad, India) R4&-85 2% f2H & i 1% e @4l £
BAMELREEASLS. AXATRHEA, SXARBAARR
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(Petit, D., Bonnefis, M. T., Rey, C #= Infante, R. £EF &2/
FERBRAAPHRAEAESIFER AR EOS RGP A, (B
¥ #4LY (Atherosclerosis), 1988, 74:215-225) .
E@EALSHIL 0.1- 30 ng/kg/ KA T RELEH 3 X, RA
A HEK (0.25% K FAHEE, HEH 10 nl/kg) #&77.
ERLLHEFHE ORI K, 28 1 IMHEEAERRERR R
B, BHEALEEARELBKERRFRERNSA EITA 9 F
P, BOE, SEeEHAARNZEREAS. DL FHB=&E. AT
#£iX# 4 (Dr. Reddy’s Lab. Diagnostic Division , India)
RPHH =8, ZLIEEHSHHL. BERFOEEEE. HL =5
W 3 3E+ 3 LDL #= VLDL R2 B 8. 4k 38 F AKX AT R E 6y &4 S8
B w, .
&dHh |ME H b = 8| & 2 B &Lt LDL ! VLDL }

mg/kg (%) L [ (%) (%) (%) (%)
L& 4 |3 61 64 256 76 67
sk 3 0.3 62 64 110 74 50

¢) AR LR ABRATHRAARH G - BPEEEENERE

M DIN £ 8k & & (SAM) FaphRi, 4 DRF 345
bk, BRAXEHHREBE 255 1CH 12 PRAT-ZRHAET.
BB THEERGKE A TSR E ALY (NIN, Hyderabad,
India) A=/K. #FAKEH 20- 25 g ¥ SAM Fedk EH 500- 700 g &
% 2 ( Oliver, P., Plancke, M. 0., Marzin, D., Clavey, V.,
Sauzieres, ] #¢ Fruchart, J. C. AR aliialR kA FiE
. THEAFFHBALEKEGKRFGY A, (GHRBFRLD
(Atherosclerosis), 1988, 70:107-114) .

H XA A ML 0.3- 30 mg/kg/ KM EFNH TP GAaRES
6 K. MBAMEIK (0.25% K FRAHA, MEH 10 nl/kg) L&,
BRI ERACSHR 0.3- 30 mg/ke/ KM ERHRACRLH 6 X. AR
mAsk (0.25% RFPALEE, HEH S nl/kg) LHE.
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EaEGME ORe X, 28 1 MHEEARERERERK. AN
FEMENBELBRERLLHERAENSA EDTA HERFT. BT
E. SERZHEEAAMNZHE B ERE®R (Vieland, 0. B4 H 7
ik, Bergermeyer, H. 0., Ed., 1963. 211-224; Trinder, P. (@S
& 4 W4 % %3%) (Ann. Clin. Biochem.), 1969, 6:24-27) . AW
# 3% # & (Dr. Reddy’s Lab. Diagnostic Division, Hyderabad,
India) M ¥ Hik =8, E/2HE &5 HDL.

A % (mg/kg) HH=8 (%) !
LA T 3 61

Z 18 3 63

L 19 3 51

HHEAX:

1. ffE/H =K/ ERBRTHGE S IAEET L

THAESWK (%) = [1-(TT/0T)/(TC/0C) ] * 100

0OC=%F 0 X BAa
OT=F 0 RAFHMM
TC = 3 i, X * 41 69 (i
TT=-MRXXABFTANME
9. LDL #= VLDL R 4& 3% T X F #9:
LDL f2 B & (mg/dl) - [&J2 B & - HOL 2B % - 4 i =& /5]ng/dl
VLDL F2 B B (mg/d1) = [%J=E & - HDL A= & - LDL f2 B # ] mg/dl
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