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INILE A LT YEO—)L, 8.9uM [“Cloleoyl-CoA, 1.68%7 t k> %phosp
holipid FlashPlate (PerkiElmer Life Science) [T Z f-, K% 30°CT60
PTof-%. RIGED2EEN00uL) DAY TOELTILaA—)L: 0.1 N xBk
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BEREH9.0=1: 1ZRMLEREEFELSE-, EH, byTAV Vb
R4 TL— b2 oFL—232Hh 22— (PerkinElmer Life Science)
[C&Yhor rZAIELT-,

BIRYMEFERMDED D 2 b %38 (DMSOFMEFTE) & L=, SRYME.
RUORA00Y—LEFERMODEDH VDY FETZ00T6E L=, HEME
DDGATIHFERZRDFAERICEYEH L.

FEEZE () = (R E RIMETG— 7 5 > 2 T6) + (DMSORIMEFTG— T 5 > 2 T6)
x 100

BEMEERIGERDREEAT, 10, 100, 1000 nMDOFRDDGATIREE &
HLtf=. BoN-BAERZAVTHEBREREZITL., DGATIFEEZ50%EET 5
DIZWHE ISR E R (1C5) ZSAS 8.2 software package (SAS Institute
Japan, Ltd., Tokyo, Japan)IZ& YUEH LT-,

[0073] ZD#ER. X (1) DIEEHMDOL DM(E, LRHABKRICEWNT, IGEEL
TOONMEL T DDGATIFEEERZR LTz, R1IZ, WK 2HDR (1) DIEEY
DARBRIZB T SERZTT,

[0074] [&&1]

EHEFES | 1Cso/nM EHEHMES | 1Cs0/ nM

6 20 187 8.1
18 21 245 14
20 2.1 299 6.7
56 14 300 5.6
63 0.4 454 1.0
79 2.3 469 1.7
82 9.9 480 5.2
83 52 490 38
106 53 531 0.1
135 5.8 571 1.6
148 42 604 32
169 2.7

[0075] #BRfl2 fEMFIRGICKHMmMEHR LY Ut K (T6) LFMFER
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[0076]

[0077]

[0078]

[0079]

[0080]

8-15:E M D IECSTBL/6JT Y X ZARFIER L, W EZREORE LT,
FARME(L0. 5% A FIL LI O—RRICEBSEHES L1z, 2005HRICEER (
A2 rZ)EY RF20% TILE (ZLE=DX) | 10mL/kg) Z##OK/E LT
. BUE5ER. RU2FMEZICEMRK VIRLZTL, OREE-, MFEHR
TGDBRIEF, YT UL FETX M7 a— (FAHE) AL, BHESIC
FOMBRTCLEFRMEZEH LTz, 0.5%AFILEILO—XIEEHOMEFRTCLE
SEZHMBEL, BEMEETRE LI-EOTCLEMHEEEZRDT-,

TR, REERFILEMD S, EiEhl 7 9 DILEWFIREE0.3 mg/
kglZHLTT9%, EHEHFI 1 6 9 DILEMIELIEEE0. 3 mg/kglTH LTI, Eif
5l 4 5 4 DILEMEERES0.3 mg/kgl2FHLNT106%, EHEH 4 6 9 DILEMIE
#5203 mg/kglZHLTI0%%, EiEHI4 9 0 DILEMIFIEE=0. 3 mg/kgl
FELT2UDTC LR IMFIEETR L=,

HEEFI 3 DIOR I RIZH T HinAEEER

9B S DI MECSTBL/6JY D X IZEIBIAE (U H—F 5« T +D12492, 60 ke
al% fat) 2521, TOADENEZBEE L THARB & YRRICAWLWSIBEK
DEEZETo1-, SEFBLYHEEMEZ 1B 1 EHLIVE2EEARS LT
o WARMEILO0. 5% A FILEILO—RBICHAS RS Lz, 2BHE L <134
BRRERESETV., HEMERSICLKIARELEHEHE L=, REBRHMN
DBEREHDODAEBMEZ100%E L THEMEOREEMINTEEZEL L
T=5

TR, REERHILEYMD S5, EiEhl4 5 4DLEMIE. BERK
18 1M, #5850 2808, RE5E=1 mg/kglZH LV TI%, EMEHI 4 9 0Dt
g, T5E% 18 16, H5HE 288, 521 mg/kgllH L TI8ND
REBMIHEMREZR L=,

FEEHBORR, KX (1) OILEYMEIBEMIEET TILICE O TIREEE
REBTHIENHERSIN, BE. |1 BERRF. BHEFEOFHRU.XIE
BRICERATES,

X (1) DEEMREIEFDIED 1 EXEENUEEENRSELTERT
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[0081]

[0082]

[0083]

HEEMBMIE. HAHFICEWTE
MERCERAEREZRANT, &
EMNTES,

‘e &AL MK, H T, BEHE. BElL BRRFCLSEORE,
X%, BAEIN., EIKA. HARNFEDIHH ., L7, [RF. REE, KA
Al EREXR. BRAKMR, BEREERF. BRG], RAFFIZELES
ERO/EOVTIOBETH>TEH KLY,

BOREOEOOEFERME LTE, fH. &Fl, ERaFELsALLH
Ho COEIGEFEBRMICENTIH, 1 EBXEZEALLEOEMRS A,
BLELTEDAFELGEBREEG NG, BEMIE, BEICHE-T, F
SEMEEARMF, B A EERFCRER., RELE., BEEBHFIZEREL T
TH LW, FRAXTAFILEICEYBRXIESRESE L IXEBSEYVED
TAILLTHEELTE &KLY,

BAREOEOORFERYIE, EFIWIHFESNLILER. BEKA. &
BEl, 0y TRIXET)XVIILKEEEH, —BEUICTAVLhSREFRE
FIRAE, FIZEREEKRIETS /—)L (EtOH) &L, LZBRAERDIEF
EEGARFLSMIENAER, RER . BAFIO L D GMEEF. HKKFL, B
RFl, FER. BEFZEFLTLTE XU,

ERO/RED-HOEFFIE. BEEOKERITIEKEDB KR, BHFIX
FEBFIZERTTH, KEDBFIE L TE, FIREEFARZKRITEEER
BERNEEND, FFKEDBEEELTE, FIZIEIE/—ILDES3%ETILO
—ILENH S, COLDHHEBRMIE, S o5ITHERIEE. BHEXR., BEHF. 2L
L&l 78Fl, REMLRF., RISBRBEHFEZEATELL, ChLFFRE
NITVTREBI 4L —ZRTER, REFIDRAEXTEHFICE>TER
LEhd, £, o FEROEFERMEZEEL. EFAFICERKRIE
BEROIFNABEICERIIBABALERT S LB TED,

SEFIE LTI, BRI, BEHRI. 2 —LE €U—F. /Sy THI, 1§
#al, O—2a Hl, RRAL IREMEFZELET D, —RICAVLNDIHE

RAULohnTWSEH. BIL, EEIA
HERESNTWSHAEICE>THET S

I 3k
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[0084]

[0085]

[0086]

[0087]

HFl, O—2 a3 UEHF, KEXEEKEDERR., BEHBF. ARNFEZEEHT S

IR AFI O 2 H FOBMEREEE, REXTFEFRROLONANLN
 ERBHDOARICH > TEET D ENTED, HIAELMDMBERHEI,
BT, pHEAZEH, BiEHRI. REEMHAL BRA. ZEFCEBERSENEER
MERTVTH &R, BEE, BEGRAREVED-ODT /N1 R &ER
FTHIENTED, BIZIE, SHERERATNA REQORMD T /N X0ME
ERZEZFEALT, LEMEERTREINASNZEEMOMKELT, £ L
CEEEMICHBR LEIEREEAEGHLE TERRXEBRERE LTHRET S
CENTED, EEMARRAZZFL, BEREXEIZHEDHEERADELOTH >
TH&L., EEMAREMEKREFEN TLILEFIRTEENTES. HDHL
(&, BLEEREAE., XL 4007 LF0F7ILAY, EROTLADTIL
HURFBIERFFOIFBELGRAETERLEZMEL 7V —ILXATL—%D
METH->TEHLL,

BEZOBSOGES, 1HORSEF, KELHT-YH0.001~100 mg/ke. &F
F L <I£0.1~30 mg/kg, EIZHFFEL < 1K0. 1~10 mg/kghNBEHTHY ., h
ZIETH S WNE2E~AE(ZH T THRET 5, BIRNBE SN EEZESE, 1H
DG EF, KEZH-U$0.0001~10 mg/kghEH T, 1B1E~ELHEIZH
TTH{_ETH, -, BREFRE LTE, KEH-YH0.001~100 mg/kgZ1
BIEI~EHEIZA T THRET 5, BEEETER. E6. HAEEEEL THE
RDBEICECTEERESND,

BREZR, Ff, R5E, BEROCRMADEEICE >TRAELH, K
FRADOEEBMIE, 0.01~100EE%, HAHEHERE L TIFH0.01~0EEDH
MEATHD1BIEIZAULDORK (1) DILENMRIEZDEEEFTT S,

X (1) DIEEMXIEZEDIEE. DX (1) DIELEMRIEZEDIENE
MEERTEZEAONDERDEBLADBEREIIEFHAEHATHILENT
x5, LRHHIK. BERRS. HHOEHEISESRL T, HLIXFTEDR
FERZSONTRELTH L0, RFREEFIG, AECHAESATNT
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L, HIROX (1) DILEMRIEZDENENEEZRT EEZALONDEED
BROABERIXEFHEIERX (1) OEEMXIITDIELEEECEEMERY
THH>TH &KLY
5K Tt 451

[0088] KATF. EMEFICEDE, X (1) DILEMRIETZTDIEDOREEE S 5ITH
MICERBAT 6, aH. AEAL, TEEEHICEHDILEMIREESNLL
DTG, T, FHEEYOEREEZHERICTY . £, R (1) Dk
BYMOEEEE, LTITREN S EARNEFEHIDOHEEZDHICREEND L
DTIEELS, X (1) OIEEMEChoDREEDHEAEDLE, HHEH
EZIZHATHIFEITE>TEEBESINI B,

[0089]  &Ff-. EiEhl, HEFRUVRERPICENT, UTOBSZRANS &N
Hbdo

Pr: HEHIES (GH. HERBESDRIC 1/Cl) ORFLHLIEEFLE

ML, ZOHEFILEMMNERRIEL LTHEBSh-CEZRL, [/TF] O
HOHOHEFLEME., TOREFULEMA Y TILAOERIESL LTHE
BEEN-CLERT, -, HEFHBFSIC [+ ] AfFshi-tEME. 2D
ILEMNIAEEFERTHASZEZETRT ., )  Ex: EEHIES (BH. Eikhl
BSIC T*] AfFSnf-tEYE. ZOLEYIAZEFEARTHSZLZETR
¥, ) . No: {EEMES. Structure : {LFHEERX (Me: AFIJL, Et: TFIL
. iPri4vy7OEI, tBu: tert-TFJL, nPen: JILTILRUF)L, Ph: T
IZ)b, Bn: AU DIL) | Syn: BLEAE (HRIEEYH. TOMIEH =N
TLWAERHBSDILEMERZRDESEICLIYVEESN-CEZETRT, )

. PSy : &IEAE (BBREEYMA., TOWMCEH SN TLLIEEHEFSDLE
MERBDBEERICLYEEINI-ZLERT, ) . Data: YEEMNT—4
(HEZIEEMDULTDT—R %Y, EI'EI-MS; ESP : ESI-MS (Pos) ; ESN :
ESI-MS (Neg) . FP : FAB-MS (Pos) ; FN: FAB-MS (Neg) : NMR1 : DMSO-d;H
DH-NMRIZE 1+ 5558 E—2 D S (ppm) ; NMR2 : CDCI; A D'H-NMRIZ & 15

B E—2D 6 (pom)
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[0090]

[0091]

[0092]

[0093]

2 3E1H 1
IF)IL FISURA4-EROFSooO0AFHUAILREFLST—FBg . N
UV A FOXIARYT—R1.69) . 1,17 (ZYDAILRZIIL) D

EAR1 (15 24g) . THFE(150m)) DEEMIZ. KAT TR TFILKRR T 1
v(4.9m) ZET L, ERT2RMEMBE L&, 60°CTIORMIBH L. RIE
BEMERBICRLI%, 28BL. THFTHSE®R, ARERETTELLE.
BoNE=BEBEEZLUAFLASLIOR M S T4 —(ANXH U BEET F L=
85:15) THRE L, BEEHRKPORU DL 4-{[PZX-4-(ZT FFTHILKRZ)
DOANF VI F VIR YT — %8 55e1F 1=,
&l 2

RUDI [V RA- (T FTALRZIL) DO AANFIIL]IAFFUIRY
V77— k(8.5g) £LEtOH(150ml) MEEMIZ. 10% /35 7y LIBFFEME R (850mg
)EMZ, KEFHEKT (BMRE) ICTEETIHMEER L, RINEEYEL
4 +AiEL, EtOHTHRFER. BohERZBETCTREBL T, BREK
DA ([P XA (T ,FDALRZIL) o ANFUIL]ITF VI REERED. 8g
B/,
561 3

AP RA- (T FF AR o ONFDILIAF VI REEH (),
"IFII-3-Q@-CAFITE/ TOEL) HILRIDA S F —1EFEIEQ 4g) . 1
—ERFAFRIARUYRYTY—IL —KHM2.7g), FUIFILTZ (2 9ml)
. DMF (60m|) EEMIZ. tert-TFIL Q-7 =/ ITFI)HI/AT— (2. 6m
D#EMz., ERTHUARMBH L. RIGEE®WIZ, KEma, HTELERK
ZAMLIzR, DAV TOELI—TILTHELT, BEBEKODIFIL >
A-4-[4-({2-[(tert-T FFLHIRZIL TS/ ITFILIAILNEAIL) T x
JExRIIVoOANXHUAILRFL S — b EDL Mgz,
& 4

IFIL DRA-[4-({2-[(tert-T rF L HILRZIV) T/ ]ITFIL} AL
NEAI) T/ X210 AFH o ALRFLS—+G.34g) . OAFH
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[0094]

[0095]

[0096]

(80ml) MEEMIZ. M BALKSFR/ DA FH > A0ml) ZMZ T, =R TIHFHE
BLE. REEEYERETCTEBL, BBEESAVIJOELI—TITHK
LT, BEREKOIFIL PRA-{4-[Q2-TX/ITFIL)AILNEAI]IT
T/ FIIoAnFTHFUALERFL S — + BERIEZE4L 55/,
56 5

IFIL 4-{4-[Q-T2/IFILALNEALI T/ X oo0~xY
DHLRFLS— b BEIE(150mg) . ¥ 00KRILLGN), FUIFILTIY
(0. 17ml) DEEMIZ, 1 VT UBET7 2 =)L(0.053ml) ZMZ . =R T 1M
B L, RIEESYICRMREKRT M DLKBREMZ, 2iKiEEE
TV, BHEZBMELT MY DLKBRTHERE LR, BKREBI I
LT RE, RERBELIz. BEEZUATLISLYOT LT ST 14—
s00FRILL AR/ —)L (MeOH) =90:10) IZTHREL T, BEBEEODIFIL

4-[4-(2-[(F=V/ AILRZIVTE/ITFILIAILNEAIL) 72/ XY
10 0AFH 2 AHILRFYT— b F164mgH 1=,
giEHl 6

IFIL PRA-{4-[2-FE/ITFIV)ALNEAIL] 7/ F2) 90N
FHUAILRFLS—+ 1EEEE (200mg) . ~U T FILT 22 (0.08ml) ., i1k
AFL2A0m) DEEMIZ, OCTHILARZILDA T4 —)L(100mg) E X
. OCTIONREBI L=, 47z IERY DY (110mg) ZMZ TEETIH
FiE# L=, RIGEEMITKZEZMZ, V7 00KRILLAZAVTYRIZEEZITL
. BARBEEIMIEIE T N DLKBRTHRE LR, BKREII ROV L
TERE, RERBB L. BBZL VAT ILASLIOT NS T74—(H O
O7RJL L MeOH=100:0~95:5) IZTHEL T, BEEKOIFIL P R-4-{4-
[Q-{[A-TzZIERYDU-1-AIJL) AIRZIIT T/} TFIV) AILNE
AN]T /7 FIIAAFHUHILEFL S5 — F£E288mgFi-,
HEH 7

IFIL 4-{4-[Q-T2/IFILALNEALI T/ X oo0~xY
DHILKRFSS— b EEE (100mg), 4-T = =LY ONFH U HIILKRUEE(
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[0097]

[0098]

66mg), 1-TFI-3-G-CAFIT I/ TOEL)AILRDA I K —1EEE (6
Tmg). 1-E FOF IRV YT V=)L —KiN¥ (Bdmg) . THF(1.5ml) DEE
P& =R TIRERIBIE L1z, RISESWICEMREKERT ) LKEREM
Z. 700RILLERAVNTHRIZEZITV. BREZEAIELT Y DLK
BRTHRELIZER, BKREI IR VLTERER, REEELZ, BE%Z
DUATINAS LA T Z 74— (0 BAKRILL) ITTHELT, EREEH
FEOIFIL 4-{4-[Q-{[G-Tz=Lioa~nFI)L)ALKRZLITEI /T
FILAILINEAIL]I T/ 2120 ONFH U HIILRFL 5— FZE123mgf’
T=5
giEHl 8

IFIL FIVRAU-[Q-FI/IFIL)ALNEALI T/ X)L
ONFHUAILRFTS— b BEEIE(00mg) . Y0 OHR)LLAOOM), FUT
FILT 20 14m) DEEWIZ. 0CTRUY AL A1) K(0.038ml) A
0CT1ERREIEM L. REEEYERMREAKERT M) LKBRICMA

7 0ORILAZRVDTHRIEEETLD. AREERMELT FU D LKE
BTHEL, BKRBI IRV LTHRER, BERBLZ. BEEZDAY
TJOELI—TITHELT, EBEAKODIFIL +FF7UX-4-G-{[2-(RY
VAT EL)IFIIAILNEAN T/ F D)o OAFHUhILHRFD
55— k%118mgB1-.
561 9

N-2-7=2/ITF)I)-4-90OR X7 = K GG (400mg) . 2-7 /LA O-4
~E FOFPREFBOG20mE) . 1-TFIL-3-G-CAFILTZ/ TREL) AL
RO K —1EEE (G0me) ., 1-E KOXL RV Y Y7 YJ—)L —KFH 4
00mg). FUIZFIILFZZ2(0.4ml), DNF(10mI) DEEMEZZE R THREB®EL -
. RIGEAWMIZKEMZ, 27 00KRILAEFRVNWTHYRZEETL., AREZ
EAFNIEIL S b DLKBERTHREL, BKRET IRV LTERER, BE
BiELt-, BEESUASFILASLYIOR M 5T 4— (L 00K, MeOH=
100:0~95:5) ICTHRHE LT, BERBEAFON-2-[@- 0OV JAIJL) T/
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[0099]

[0100]

[0101]

ITFNL-2-T LA 0-4-E FEFIRUXT 2 FE410mgB 1=,
&1 0

N-{2-[4-20aRVIAILV)TE/]ITFIVI-2-T)LA0-4- FOFIA
UXTEF@00mE), TFIL FrIUR-4-ERAOFTIIANFTHUALR
FU5—(Q220mg), T TZILRAX T 4 > (350mg) . THF (4ml) DEAMIC
CERBT2MTZYDHILKRUEBOIFIL LT UEKO.58ml) ZMA, 60
CTREER Lz, RIGEEMICKEMR., BFBIFILEZAVTHYRIEESL
TV, BHEZBMEL T MY DLKBRTHEREL, BKRETI R I L
TERE, RERBB L. BBZL VAT ILASLIOT NS T74—(H O
O7RJL L MeOH=100:0~95:5) IZTHEL T, BEEKOIFIL P R-4-[4-
(2-[1@-20aRVIAIVTE/ITFUIAINEAIL)-3-7)LABD T/
1o OANXH U AHLRFL S — E45Ing/R 1=,
HEH 11

IFIIL PYRA4A-eFOFI0O0AFH2HILRFEST—F(800mg) . +
1) 7= JLikR 74 > (1.34g), THF(15ml), 4-Z /A B 7/ —)L(521mg) D
BEMIC, KATT2M 7IYDAILRUVEDIFIL MLTUREKQ. 3m) %
107 MFTHET L&, 60°CTARRMIEE Lz, RISESYEZRaMREKERS

FUDLKBRIINZ, FEETFILEZRVTHRIEEET 1. TO&, A
WEZBFMIELET M)V LKBRTHEREL, BKREBI IR ULTREER
BETTEBLIz, BEEVUATSLMASLIOR IS T4—(NFHY
BFER T F)L=85:15) THMAEE L=, CDOMERY (685mg) & THF (bml), EtOH(
m) DEEWIZ. IMKEEEFT ) D LKBZRZEZMZ., ERTI4RMEEBE LT,
BEFREZRE L. BEICKENZ., BFBIFILEAVTORIEEEZT
of=tk. KEIZIM IBEEZMZ TpH3E L., BFEETFILZRAWVTHRIREETT
ot, BHBEEKBET I ALY LTERE, BEEELT. EGEAKD
FIURA-G-TNAD T/ X)L ANFTH AR UEE242mgR 1=

[e]

FLEHI1 2
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[0102]

[0103]

[0104]

-TNAO-4-£ FOXFLZREEK Gg) . RIENTIL(4.19ml) . DMF (33ml
). REEN DL (4.98) DEEMEICCTORMAEEBR L. RIGESHERS
%, BFERTFILTHRL., KTHBEL-ER, BKBREBI IR ILTRER
. BETTEMRELz, BBZL UM ILASLIOR N S 74— (00K
JU L BFEE T F)L=100:0~50:50) THE L T, EBEAXRDAD UL 3-TILA
O-4-E FOFIARDJT7— %1 18R,
sl 1 3

4-[(RA-AIWNEANLL2ANF DI FFV]IN-{2-[G-20aORD Y
AIVTE/]IIFILIRIAT Z F(330mg) . THF 20ml) DEESWIZ, KKV
JILADOEEE (0. 29ml) 0%, EETI0BH L%, |BAKLY JILAOEE
B2 (0.07ml) Z: &M L1052 B# L=, RIGEAWIZEAMREEKERS ) v .LK
BREMZ, BRI FILZAVTHRIEEZIT> -, TO®K. BHEZ A
BT RO LKBERTHREL, BKEEBI IR VLTERER, BETT
BEL-, BOoNERBIZSA Y TOBILI—TILEEIOHEMZ =%, BEF
#AML., EtOHTHESE L., EAEKDI-Y OO-N-[2-({4-[(VR-4-LF /¥
JOANXTVIAXVIRVIAIWITE/)IFLIRDXT S RE168mgB 1z
SEHI1 4

AFIL A-G-FXVooOnFI)AYI—R(0.3g), FLT 2 (10ml
YDEEWIZ, Gert-T rXLAHAILARZIILAFLY) P T ZILRRET 2 (
2.5g) #MZ, 105°CT2EREIH L1, RISEEMICEFBRIFILEKEMR
. DBRREETVD, BREERINELT ) DLKBERTHERSE L, BKERE
RTAV I LTERER, RETCEMRL, BEEZVYATILHZLYOT
FTST74—(ANFH 2 EFEETFIL=100:0~90:10) THE L T, EBEAED
AFIL A-[4-Q-tert-T bHI-2-FFVIFITU) LI EAFIUILIRY
V7 — b%1.35g% -,

HiEF15
AFIL A[4-Q-tert-T X L-2-FFVIFUT)oAAFIILIN
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[0105]

[0106]

[0107]

27—k (1.3g). MeOH(20ml), THF (6ml) DEEMIZ, 10% /35 ) LB
SEMR (130mg) ZMZ ., KRFEKT CRE) ICTEETIHMBERH L. RIE
BEMELTA FABL, NeOHTHEHE, BOoN-ERERETTREMBELT
 BEEKRD{4-[4-(A FEDALRZL) Tz U]V AT UL FEEEE T
Neg’i-
HiEHI1 6

{4-[4-(A X HLRZL) Tz L] O~NF D)L EEEE (1. 1g) . 181k
AFL2Om)DEEMIC. °CTLavEE O K. Iml) ZMA, EETS
BEREIIEIE L=, CORIGEEWERERM L&, tert-T42/ —)L(15ml) &
DAVTRAELIFATI ) EMA, BETHREREBER L, REES
MEBERMEL. BT FILCTHERLI-Z. COESYERMREKRT ~
)7 KB, aFIRIET b D LKBRERTIER LS L. BKREBI IR
VLTERE, RETCRBELI-, BBEEZLUASILAZLIOT NI ST
4 —(~NFH Y BFEE T FIL=100:0~80:20) THE LT, EBEKDAFIL 4
—[4-Q2-tert-T b FL-2-FFVIFI) O ONFVIIRYT— L #E1 14
g1,
HEH 17

AFIL 4-[4-Q-tert-T rFL-2-FAFVIFIL) O ONFEIINLIRDY
7— k(1. 1g), THE(11ml), MeOH(11ml) DEE®IZ, =ETIM KERIEF ~ V)
7 LKBROGN) #MA, ERTORE., ZOROCTIRMERBRELE. RIGE
EMERRICELI%, BEERBL. KEMX =&, 10% ¥ TUBKBEED
HoIC/EHFE TMA, HTEEAKREALML T, EBEARDL-[4-(2-tert-T k
F2-AHXVIFI) O OAFVIIL]IREBERE8IMgF =,
HiEfH18

IFI)L 3004t rOFIRYT7— 828, TN ) 7L (165mg
). BiEAFLLOOTRY (1.Tml) | xBEH ') L(2.8g) . DMF(50ml) DR
BYEOCTIRREIER Lz, REEEMERAR, BFRTFILTHERL, K
ERIRMIEIE S b U D LKBETIERERL., BKBRET I AV LTERE
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[0108]

[0109]

[0110]

BRETTRMELT, MKW ERE. COMKYETHF (20ml) . MeOH(20ml) @
EEWIC. N KEEIEF b YU D LKBRQM) ZMA, BEREHL-, RIGE
B, N EEEQ0m) ZMA =%, BEREL TARBSEZERL, HTZ
EXRZAWMLT, EEEAKDNI-I/OO0-4-(00TFILA LX) REEFRE
#1.31g1% 1=,

HiEHI 19

4-JNADO-3-E FOFXLREBEE (22). IkH )7L (250mg) . Bk A
FiLoo7FanRy 3.Inl) | kEHY VLG 3g), DNIFQIml) DREMZE
ZO0CTHREIER Lz, RIGESYICEFRI FILEZMA =&, KE&fafiEt
T RUDLKBRTIERESE L, BKRETT AL VLTEER, BRETT
EELT, Bk EEL, COBIKRMETHF(30mI) . MeOH (30ml) DEEMIZ.
M KEBIE T kU o LKBFRQOml) iz, SEFREEH L1z, RISEEMIZ, 1
M iEEE B0ml) £ A =%, BERBEL TARBEEZEEL, HTEEEKE
ARLT, EBEGFEDI- (L OTOELA FXV)-A4-TILFAOREBERZE2
55815 1=,
giEHl2 0

IFIL 4-TAFE-3-T)LA7ARJT7—kr0g ., o B7O0ELRDVE
— KN (643mg) . T ESFARYTTZIERRT 4 285 D7 L (235mg)
JUBAUDLG 1g), Rz 0ml), Kdml) DEEHMEI0CTHRERH
LKLz, RIGESMICKEMZ, BRI FIILZRAVTHRIEEETL
. BREERMRIET I LKBRTHREL, BKREBI IR ILTE
BE., RETTRMEL, BBZEUATILASLYVAI NI T 74— (A%
YU EFER T F)L=85:10) THEBEH L =&, COMERM & THF (20ml) . MeOH (2
Oml) DEEWIZ, M KEEEF b U I LKARQOM) Nz, BETREERS
L. RIESESMIC, N EEEQOm) £MA =%, BEREL CTARBELE
EL, HTEEKXREZARLT, BEEEKDL->/ D TOEL-3-T)ILAOR
BEEE#600mgB 1=,
HiEHI 2 1
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[0111]

[0112]

[0113]

IFIL 4-TRFE3-/0ARVYT7—Fr0g., oo JoELRDOEE
—KF602mg) . T RS FARYTTZIERRT 4 285 D7 L (220mg) |
JUBEN Y L(2.88), R (0m), K(m) DEEMEMBERSE.
BERIER Lz, RIGEEWICKEMRZ, BRI FILEZRAVTRIEEETL
. BREERMRIET I LKBRTHREL, BKREBI IR ILTE
BE., RETTRMEL, BBZEUATILASLYVAI NI T 74— (A%
B BT F)L=100:0~90:10) THE L T, EEHRKYPOTFIL -/ 00
-4->o07aELRDYT— ETI0mgF 1=,

BiEH 2 2

IF)L 3y Ba0o-4->9070ENLRDYF7—k(760mg), THF(10ml)., Et
OH(10mI) MEEMIZ. M JKEEIEF b D LKBHROOM) ZMA, EETHER
Bl REEEMERERBL, KTHERLE., 0%k, M EE Q0m)
ZmzapH2& L, HTCE-EREA2ML T, EBEAKDI-Y00-4->9 07
O EILREEKZ666mgiS7=,
sl 2 3

/A B T/ —JL400mg), TFIL LR-4-EFOFToONTYH
DHAILRFLS—KRTI0mg), U Tz ZJLRR T o 2 (1. 4g) . THF Gml) DR
BYIZ. KAT2LMM FIYCHIARUVEDIFIL MLTVBERCH) EZMA,
FERTHREB#H L, RIGEEYIC, BFEETF)L20ml) . 8afi&ir ~UD
LKBER QM) EMA. DRIEEETV., BREEZEKBBIIROVALT
BriR%k. METCTEMLUIz, BEICAFY U (6ml), EFEETF/LUmnl) ZMZ
. IBEMEERNE, BROoNn-ARERETRELz. BBEUATILAS
LOAR IS T74—(ANFH U BRI FIL=100:0~93:7) THREL T, &
MEMOIFIL FSURA4A-Q-TLAOT/FD)yANFH AR
57— b &35 Img’ 1=,

BiEHI 2 4

IFIL FSURA-G-TLAOT/ D)0 ONFTHUALRFLS

— k (350mg) . THF (4ml) . EtOH(4m!l) DEEMIZ. M KEEIEF 1) o LKIBFR
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[0114]

[0115]

[0116]

Um) ZEMZ, ERTHRRBHL-, REEEYEZREREL CERBIEEZE
EL-%, IMBEEGn) £MA, B<\BL, HTEEAREAIMLT, £
BEKD SR 4-QB-TLA0T/FI)0ONTH AR UEE2
18mgiG 1=,
HiEHI 116

6-t FOFL=—aFUEE(0.5g), I-TFIL-3-G-UAFILF7I/ TOEIL)
HILRSA 2 K —1ERIE(2.58), 1-E KOFIRUY Y7 J—IL —KH
#2.0g). FUIZFLTZI@5ml), tert-TFIL (2-FZ/IFI)HIL
/ANT— bk (1.8ml), DMF(30ml) DEEME =R THREBHL-. REEEWIC
KEMZ, 2700FRILLESY TONR) —ILOREABEG: ) ZRANTH KR
BTV, AREBELZEKRBET IOV LTERER, RETCTEBLZ, &
BEVIATLVASLIAOT M) ST 4— (2 B0V L Me0H=100:0~90:10
) ICTHREL, Bon-ERMIIAFY BRI FILCET D EZMAELLSE
=%, EREAH, ZEL T, BEBEAKDtert-TFI)L 2-{[(6-E FOF

EJDU-3-A4IIL)AIKRZNITE/ITFIV) AILAT— FE1. 1R/ T,
BEHI 117

tert-TFIL Q-{[(6-E FAFLEYDU-3-AIJL) BILARZJIFTI/IT
FILVAINT—Rr0.98), TFIL +FSURA4-ERFAFIO7ONFHY
ALRFLS—R01.38), FUTTZIUKRRT 42 (2. 7g), THF (50ml) DEE
M, 0CT2.2M ZYSAIARUEOTFIL MLTVERKRG Inl) EMA,
ERTREEBE# L, RIGEEMITKEMZ, Y 0ARILLZANTH &R
EEITL., BREFRAMELST D LKBRTHSE LR, BKFE<S
2 LTERER, RETTEMR Lz, BBZYUHSLASLYOT LY
74— (¥ 007RJ)L4 MeOH=100:0~95:5) IZTHHEL T, BEBEAEXDOIF
W D RA-{[5-({2-[(tert-T bF L AIARZIL) T2 /1T FILL AILINEA
W ED-2-AIIA XL ANTHUAILRETT— &L 45T,
Bi&EHI 118

RUDIL AP RA-(T rFTALRZL) Do AANF LA FU)-2
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[0117]

[0118]

[0119]

ERAFIARDYT7—GB30mg), I—KFAR20.4ml) . REEDH ) DL (220m

g). DMF (5ml) MIEEMZEZIET3. SRFfEB# L 1=, 4S°CTIRRB#H L=,

0%, ®KEH)VLATm) EMZ, EETHRRER L. RIEESMITK
om)EmMz., I FILEZRAVTRIZEEZTL., BREZRIMELLT +
) LKBRTHRSELI-R, BKREBI IRV LTERE, RETTRE
L. BEBEKBORUIIL 4-{[LR-A4- (T rFIHILRZL) VHO~NFD
WIAFD)-2-A FHR IR I T — ~%#605mgiG 1=,
HEH119

RUDI 229004 {[PRA- (T X2 HLRZL) Y OANFDILIA
FUIRDYT—RGO0ME) ., oo JoEiARO EE —KiOY(190mg) . T
FZHFRRAMITIZILRR T 4 2INT D L(I0mg) . 1) VBERF ) 70 L (894mg)
o ML Gml) . KO 5m) DEEMEMBERSE. BEIEH L. RIG
EEWMICKEMZ, I FILERAVTHRREEZITL. ARBEE 8K
TTR)LTERE, BETTRELIz, BEEZLUASIILAZ LA
FTS5 74— (ANFH U EFEET FIL=90:10) THEL T, EEHRYORUD
IV 2-29070EA4-{[PRA- (T bFTHIILRZIL) OO ONFTDILIA
FUIRDJT— %320mgB 1=,
HEH120

RUDIL &TLNFAO-2-(FJTLAOAFIILIRDYT— @ 1g), 2-(
AFIRILEKRZIL) TR/ —JL(2.53g) . DMF (50ml) DEEMIZ. KATTHY
VL tert-T FF L F(4.67g) ZMA. ERTIHEMEH L, REESWICT
MiEEE L KZEMZ ., BFBETFILERAVTHRIREEZITL. ARBEK, 810
BT MU D LKBRTHRE LR, BKEEBYI RO LTEER, BRE
TCEMBLI:, BEEZDUVATLNASLIOR NI ST 40— (~ANFY 2 Bl
TFI)L=90:10~80:20) THE L T, REBHAKMOARUDIL 4-EFOFT-
2-(R)ZNABAFILIRND T —%E1.19¢%F =,
HEHI1 21

-7 00-4-{[VRA- (T bF AR OO OAANF VLA FUIRA
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[0120]

[0121]

F#(0.82) . I-ITFIL-3-G-VAFILFTE/ TAEL) ALK IR —1&
BRI (1.37g), - FAFIARJ YT V—IL —KHHA.10g). R ITF
L7 22 (1.15ml) . DMF (50ml) MEEMIC. tert-TFIL (2-7=/ T FI)
AINT—R0.96mD) #MNZ, EETHRRBIHE L, REESWIZ, K (200m
DZEMA., HTELEKXRZAWMLI-, CORKEEDAFH L Q) DEEY
(2. AN $BAEKF/ DA FH 2 (15ml) MR T, EETORMIER L1z, REE
EMERETCTRBL, BEEANXYU-OA Y TOELI—TILDESHEE
THEELT, BEBEEXKOIFIL PRA4-{4-[2-TZ/ ITFI)HILNEAIL
1-3-2007z/F}290NFHUHIILRFLT— BRIEE2 09g5F 7
HiEHl122

AFIL [FSURA-G-EFRXFO 7)) AT VLI TEE—
(1.25g) . BILAF L @25m), N-ITFIL-N-4VTOELTONRU-2-TZY
(1.05ml) DEEMIZ, OCTIEBIE R ZILADO AR X JLARZIL(0. 636ml) %
Mz, EBRTHRERE L, RIGEEDICEMREKES b)Y LKEEE
mz. 200FRILLZRAVTHRIZEEZITL., ARBZ8RMELT FDL
KBBRTHRE LIz, BKRET I RO OLTERE, RETTEBLI.
BBEVIATILAZLIAI NI T4 — (NS BT F)L=100:0~5
0:50) THRELT, BEEFADAFIL [FSUR-4-U-{[(F)TILFOAF
W RIHRZULIAFFR V) Tz ) oo ant L] 74— %1388 1=,
HiEH123

AFIL RS URA-G-{[(F)TLAOAFIV) RALHRZIL]FHRT) T
) oant L] 742 — ~(200mg) . DMF(10ml) , N-(2-7 =/ TF)L-4
o 00-3-AFILRX7 2 K 1BEEIE (200mg) . 1, 1'-EX (P T ZJLRR
TJ4/)7x0€2 500 L(N)Y O F-2S 004 2 UK (90mg) .
FOZFILT7EZ00.2n) DEEME. —BILRFRIKETIOCTIBEFMEIRH
Lz REEEYEERICELE%Z., KOG EMA., HTE-EARZ AR
Ltze COBEEKRZIVAFILASLYIOR TS T 4— (2 O0ORILL MeOH=
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[0122]

[0123]

[0124]

100:0~95:5~90:10) THEL T, BBEKD A FIL {7 R-4-[4-({2-
[A-200-3-AFIRDIAIL)TI/IZFILIAILNESIL) T2 2]
SAnFUILI TR — HEImeBT,
HiEHI 124

DRA-(ERAFRIAFIIV) S IAANFH AR UEG) . T4/ —ILEG
Om) EEMIZ, EETERERO.3n) #Z ., SEMHMBER L. RISE
EMEERICRL, BETTEMELIz. BEZAMKEKERT b ILKE
RICIMZ, 200RILLERAVTHRIREEZTL., BRELTBKRET I
) LTERER, BETCTEMBLT, BEEHKYMOIFIL L X-4-(EFO
FOAFIV D ANXTH U AILRF ST — FED 8gF-,
HiEHl125

IFIL 1-AFIA-FHRV0ONFHFHLRFLS5—Bg), T4/
—JL(30ml) DEEMWIZ. 0°CTKFILHRVERT 1) L (616mg) %0z 26518
BL, RISESGWICKERBRIFILEMZ., BFRTFILERVTHRIEHE
TV, AREEANREBAKERS M) U LKER, BAIMELT MY LKE
BTIERSEE L=, BKRET I RO LTERE, RETCTEBLI,
BBEVIATILAZLIAI NI T 4 — (NS BT F)L=100:0~9
0:10~80:20) THHEL T, BEEHKYOIFIL PR-4-EFOFI-1-AF
WO ANnTHURILRES T — &1 21857 1=,
HiEHI 126

IFIL PRA-[4-({2-[G-EROFIRVIYAILT S /ITFILI AN
EAI) T/ X1 0O0AFH U ALRFTS— (B0mg) . DMF(2ml) . &
B )94 (30mg), 2-2 0OARYYLTOSE F(0.019ml) DEEYZE. 60°CT
BREBH Lz, RIBEEMICKEMZ, Y 00/KRILLEAVTHRIEEET
L, BREZAIELT Y DLKBERTHREL-E, BKEEBIIRIY
LTERER, BRETCREL, BEEZLVATLVLAZLIAI NI ZT4
— (7 A OR/LL:MeOH=100:0~95:5) ITTHE L%, Bon=-EEXEDA
YIOELI—TILTHEELT, BEEREKOIFIL P RX-4-4-{[2-({4-[2
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[0125]

[0126]

[0127]

[0128]

—oRARVDIFFRVIRVIANWIT /) IFIVIALNEAIL} 72/ %
NoanFHohILRFL S5 — FE#B3mg{i-.

HiEHI 127

RO &-TLFaRJF7—kK(1.5g), DNSO(I0mI), AFJL ERY
oA LT A — EEIE (. 268), KEEH I L(. 81mg) DEEME.
100°CT2085fE1BIE L= RIGEEWMZEKIZIMA, BFRRT FILEZRAVTHRIE
EEITL., BREFRAMELST D LKBRTHSE LR, BKFE<S
2 LTERER, RETTEMR Lz, BBZYUHSLASLYOT LY
Z 74— (ANFH U HEETF)L=00:20) THRE L T, BREKDOAV D)L 4-
[4-2-A FFI-2-FFVYIFIL)ERYDU-1-AJLIRVIT— %1 415g
B/,
Hi&EfHl128

tert-TFIL 4 {[PRA- (T tFPHLRZI) OO BAFTIILIAF )
2,5-070A AR T— k@), DAFY A0ml) DEEMIC, M EEK
F OAXHUBEKROGON) EMR T, ERTIEMIEGE L%, 60°CTHERIE
Lz, RIGEEYZEZRETCRMBEL. BEZ A4V IOELI—TILTH
FLT, EBBERD-{[VZAA4- (T FFIHILARZ) yanFI)L]4+
2}-2,5-C LA DR EBE#EES 3681F -,
HiEHI 129

tert-TFIL A RUDLFAFV)-2,5-D7LA ORI T7— k(7. 479 &
THF (101mD) DEEWIZ. 10% /N5 LBEFFENR (T4ng) EMZ . KRFH
ST (AME) ICTERTOHMBY L, RINEEWELS M 2L, T4
J—ILTHER, BoN-BREBRETCRMELIz, BEZLVATILAS
LHOT MY S 74— (00K L BT FIL=98:2~50:50) THEELT
. EBAEAROtert-TFIL 2,5-D7)NAO0O-4-E FAFIRUYT—%Eilg
B/,
HiEF 130

tert-FFIL Q2-FI/IFIIN)AIAT—F@.88ml), FUIFILTIY
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[0129]

[0130]

(4.49ml), DMF(100m!) DEEMIZ, 2-FT ka0l K(G.89g) EMA, =
im TR L, RISEEMZRET TREBEL =%, K Q00m) ZmMA,
HTEEREZAMLZ, COBRKEDATHH (200m) DEEMIZ, 4N 1B
kR DAFRHUBHRAOM) ZMA T, EEBTHRERER Lz, RGEEY
AL, BREAMLIE, D4V TRELI—TILTHRELT, EEE
AON-2-7 2/ T FI)-2-F 7% 3 F BRIEZ] Te6 1=
HiEH 131

tert-FFIL Q-FE/IFIL)ALNT—+@A3ml), RUITFILFTIY
(4.5ml), BIEAF LGN DEEMIC, 229087z Z)A I TF— K
@B.8e) EMA., ZET2RHEEBH L, RSEAWZRET TRE L&, K
(200ml) EMmA, HTE-EAERZE AWMLz, COEKE DA FH > (20m) DE
BMIZ, M 1BIEKFR OFFHUBFRGEON) EMA T, ERTORMEIEHR L
o RIGEEWMZEZRETCEML., BEEZSAYITOELI—TILTHELT
 BEEKXDI-Q-7I/ITFII)-3-Q-v8007z=2)L) LT EHEIEED. 8
9g%&§ 1=,
HiEfl132

RUDILTILA—IL(2.23ml), THF(30ml) DEEMIZ, 5°CTH U IL tert
-ThX L R (4.67g) ZMA0. SRFREBH L=, CORGESYZE-65CT, ter
t-TFIL 3,4,5-bUTNLAORLYJT— K (5g) &ETHF (BOml) DEEMITMZ
. “6OCTIRFREM L&, =R CORMBH L. RINES®IT/K(50m])
EMA, T—TILEZRAVWTHRIEEZITL., AHEZK, fafigiEr U
LIKBRTIEREE LI-®&, BKREBRT IR0 LTERE, BETTRE
L=, CDFRZEETHF(BOmI) DEEWIZ, 10% /35 Dy LIBEFEM X (500mg)
Mz, KRFEKJT (AME) [CTEEC2HMEBE L. RIGEEMELS
A4 ~HBL, THFTHESER, Bon-EBERERET CEMREL-, BEEZUND
FIWAZLYIAT IS 74— (V00K L EFEETF)L=98:2~50:50) T
BRLT, EBGEAKDtert-TFIL 3, 5-U7)ILA0-4-E FOXFIRVYT
— k%3, 22g%% 1=,
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[0131]

[0132]

[0133]

HiEHI 133

AV TRENLTE0.94ml), THF(10ml) DREMIZ, -55°CT1.6M -7
FILUF 7L AFHUBEKG 4nl) Z59HITTMA -, -68°CT2-y 00O~
- TaELFA T (960mg) DTHFER (5ml) 2105 AN (FTH % 505
BHLz. T0O®&. RIGEEMICRSATAREMA, BRICREL, Rt
EEMITKEOm) &M KEREF U LKEBER(OOM) EMAFE, NFH Y
TKEBE®RE L=, KBIZIM EEEQOn) ZMA., BFETFILEZRANTHRIE
EZITV., BHEZEBRINELLT D LKBERTHERE LR, BKRE<Y
2L LTERE, BETCTEML T, XBGEAKDS-/O00-4-29 070
EILFA Tz o-2-AIREEZET65mgH 1=,
HiEH 134

AFI 4--00-3-ERAFIARDYT7—(B00mg), -4 BOA-2,3-U7
LABDEY 2 (801mg) . DMF(10ml) MEEMIZ, kEEH )DL (. 488) ZMA
. 80°CTIGRMREIBH L, RISEAWMZEERICEL. KEMA, BFETFIL
ZRAVWTHRIEEZITL., AHEZK, AR T ) U LKBRTIERSE
LR, BKREBETIROVLTEREER, BETCTRELE, BEZL
AFINASLYIOT T T T4 — (AT H Y BFEET F)L=100:0~90:10) TH
LT, EBEKDAFIL 4-900-3-[(G-2O00-3-7)LAOFE Y Do-2-
LI A X VIRYT7— F%E52Imgi’{ 1=,
HiEH 135

IFII 39004 (F)ITLAOAFIVIRYFT—R0g), REIIL

>oO0JOEIL MY TILABRS— ~(644mg) . 2-C 4/ AANFUILKRR T
4724 6-r)4YTOENETZTZ)L(18Img) . REEH ') DL (1. 64g)
. BFER/NS UL (1) (44mg), THE(12ml), K(.2ml) DBEYMEI A~ O
VI—JRIGEEZRAWNTIOCTI2EEIEH L=, RIGEEMITKEMA.
HEIFILZAVTOREEZTV., ARBEZEKRET ALV LTEZE
%, BETCRERBLIz. BBZ2VASILAS LA LTSI T4 —(NFY

v EFER T F)L=95:5) THHMBHE L, MM ER=. COHMRKYWERVWTEIESE
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[0134]

[0135]

FTo1-%. Eoni=;HRMIMeOH(15ml) . EtOH(15ml) . M KEEIEF R U
LKBHBEOSm) ZMA, EETERB#H L. RISESWIZ, N 15EE (15ml)
EMZ. BEERMBLTCARBEZEAL, HTE-AKREZARL T, EE8E
KD3->o07aEL-4-(F) LA 0OAFIV)REEEE120mgB 1=,
HiEHl136

N-{2-[4-7 2/ ROVAIVTZ/]ITFI-2-FT 8 = K iEH#1E (200mg)
A oanxds ALK UBIFIL(108mg) . BEEES K1) o L (50mg) . &
EAF L Gnl) DESHIC, BFERO.05ml) 2z, EETIEMERLEE
. FUTEREDKFIEERVRT )L 80M) ZEINA T2EMIBH L1,
ZD#%. DNFQ2ml) 2z, #&ER LI, REESWICtATREKRT )
JLKBREMZ, BBIFILEAVTORIZEZTV. BREZ8AIEL
FTRUDLKBRTHRELER, BKRBI IRV VLTERR, BETT
BiELt-, BEESUASFILASLYIOR M 5T 4— (L 00K, MeOH=
100:0~95:5) THEL T, BEHAKYVOTFIL 4-[@G-{[2-C-FT a1
FE/)IFNLIALNEANI T TR/ 10 OAFH U HLRED S
— ~%96mgB 1=,
HiEHI 137

RUDIL 4-[U-EFOxSooOAXIL)FFIIRY Y 7— k (800mg)
. tert-FFI TOETFEEZ— b (726mg) . THF(10ml) DEEWIZ, 60% it
KFET R L(110mg) EMNZ., R TI6EMBY L. RIEESWIZEMN
W7 VEZDLKBEEMA, BRI FILEAVTORBEEZITL. AR
BEBEMIEIET M)V LKBRTHRE LR, BKREI IOV LTER
%, BETCRBL. BEELUNDTLASLYIOR NI ST 4—(ANFY
VBB T FIL=95:5~75:25) THRE L T, E&MRKMORU UL 4-{[4-(2-
tert-T b FL-2-FF VI rFD) 2 OANFVNITHFUIRL Y T7— FE2T

2mgi&{ =,

[0136] Z4iEHI1 3 8

ROV -1 4-OFFHREQUSTHUBANLTHRINRLTT—
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[0137]

[0138]

b (3.0g). M & (20ml) . THF (20ml) . EtOH(20ml) DEEMZE . ERTHER
B L&, ACTANEHR L, REEEMZEERETHRA LA,
B(.5ml) &Mz, EETLEMBHLE. RISEEMZRET CTRMEL TE
tOHETHFZBE L =%, BFEETFIILZAVTHRIREZITL., FHREZ8H
BT MU D LKBRTHRE LR, BKEEBYI RO LTEER, BRE
TCEMBLI:, BEEZDUVATLNASLIOR NI ST 40— (~ANFY 2 Bl
TFI)L=95:5~65:35) THAL T, EEBHRHOADIL 4&-[E-FFVTD
ANEFDILAFRVIRNDIT— E2 551,
HiEHI139

RUDIL A-[(PARFVRAKRYIL) AFILIRDYT7— k(1. 44g) . THF(
6.8ml) DEEMIZ, KATTHUDL tert-T FF3 K (448mg) &Mz, 0°C
TIFEBR LR, TFIL &A4FV200ONFHUAILARFLF— (680
mg) ZM A, O°CTIREEH L=, RISEEMICEHERTFILEKEMA -,
HEIFILZAVTOREBEZTV., AREZK, fAFELF ~U D LKE
BTIERSESR L=, BKREBI IRV LTHERE, RETTRELT
BEBEEVI)ATILASZLIAI T ST 4 —(NFTH U EFEET F/L=90:10) T
FBELT, kM ESz. COHKRYWETHE(0m) DREWIZ, 10% /TP
LABEEME R Omg) ZM 2, KRFEXT (BAME) (CT=ER TIRMBH L1
o RIGEEWMZLSA FABEL, THFTHEER., BOoNERERET TEME
Lizo BONREIZ, AFHUOGn)EMA, HTEEAKXEAWMLT, £
BEEDA-{[4- (T bFTAILRZIL) 0 OANF DL A FILI REEEE10m
giB 1=,
HiEHI140

N-Q-{[4-(1,4-OFFHREQAS]ITAU-8- AT XNV AIL]T
S/IIFII)-2-FT2 2 F(2.0g), K(20ml), BEE:(100ml) DEEMZE. 65
CTO.SEFfIRH L=, RIGEEMZRETTRBLI-&., KZMZ, HTZE
E&EEABRL, P4V TOELI—TIILTHELT, BEREKRDON-[2-({4-
[G-FXVoanT IV AFVIRVIANITE/)IFIVI-2-FT4 3
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[0139]

[0140]

[0141]

k%1 8g%FT=,
eI 1

IFIL bIURA-GA-(RUJAITZ/)TFILIAILNEAILL D
T/ F)oAANFHFUAILEFL ST — F(102mg) . ELOH@mI) . THF 3ml) @
BEMIZ, EETIN KEEF U DLKERO. Inl) A, =R THRHEE
BLz, RIEEEGWERERBL, KEMAT#&. M EBEZH3IZHEEET
mz, HTE-EFRZEZAWMLT, BEEKD 5 U X-4-4-{[2-(RV V1L
FE/)IFNLIAILNEAN T/ X))o ONFH A LR EEE85mg
B/,
E I 2

IFIL PRA-{4-[2-FE/ITFIV)ALNEAIL] 7/ F2) 90N
FHUAIILRFLS—F EBEENm), 2O00/KR/LLON), FUIFILT
S0 1m) DREEWIC, FSUR-2-TJzZ )P0 TOEL AVYLTS
— b (45mg) Mz, EETIHHBH L%, REEEDERERBL. BE
B, TOBAEICELOHGmI), THFGml) 0z =%, M KEEF F oL
KiZ®0.5ml) Mz, ERTEREER Lz, KGEEMICTIN 1BE (2.5ml) %
AR L, BTELERZARL T, BREEDrel->X-4-@-{[2-({[(
R,2S)-2-7x =)0 7RENLIAINEAINITE/)TFIL]IAILINES
W7z /F%9)2 00 %S HIILRUEEE110mgRT-,
=kl 3

IFIL PRA-{4-[2-FE/ITFIV)ALNEAIL] 7/ F2) 90N
FHUHLRFLS—~ EEE (100mg) . 1-~>2 VT 5 2-5-H LR U8 (53m
g). I"IFIIL-3-@G-CAFITI/ TOENL)HILKRDA 3 F —i5FL1E (65mg
). I-E RFRF IRV YT Y=L —KIDY (45mg) . DMF 2ml) DEEMIC
cFUZFATEOO 20D EMA, EETORMBEBH L, RISESWIZK
@m) #MABIE L%, HTE-EAKELML, HESE, BEEOEKRERF
fzo COEMRICELOHGmI) . THF Gml) 2 Z =&, IM KE&IEF b D LKIB
F(m) Mz, ERETEREER Lz, REEEHICTIN BEE Q. Inl) 20 A
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[0142]

[0143]

[0144]

#L-%, RERMELCELOHETHFEB XL, HTEEREARL. KTk
BLT, BEAEAKD D R-4-[4-({2-[(0-RUYTZ-5-1JLAIKR=ZJL) 7
S/ITFIIAINEAI) T/ X210 0~FH D HILARUEEE105mei&
T=5
1l 4

IFIL PRA-{4-[(2-F X/ ITFI)AINEAIL]-2-TLAB0T7/ F
DYoo OnFHUhILRFS S — ~ EEEE B2mg) . |IEAF LY nl), bk
JIZFILT 22 (0.05m) DEEAMIZ, 0°CTI-Z/LA0-4-(R) Z/LAAAF
IR A L0 1) F0.027m) WA, ERTHREER L. RIGEEY
FRIEEMRLI-E., KEMZ, HTE-ERXREZAMLI-. ZDOEAIZMeOH (2m
). THECmD) # & f=&. 1M KEEIEF bV D LKEKRE2nl) £MZ ., 50°CT2
BEREE Lz, RIGESYICIN BEE Onl) 22X, BEREL CREEEE
L. HTE-ERZEsMmML T, BBEED D X-4-{2-T)L40-4-[(2-{[3-7
WAO4-(RY LA BAFIVIRDIAIJLIT /I TFIL) AILINEAIL]D
T/ FIIoanFTH IR B E8ng® -,
£l 5

IFIL PRA-{4-[2-FE/ITFIV)ALNEAIL] 7/ F2) 90N
FHUAIILRFLT—~ EEEIE(100me) . IBIEAFLGml), FUIFILT
2 2(0.045ml) MEEMIT, OCTHILRZILDA S ZY—)L(48mg) EMMAZ., O
CTIONREBR L%, -7z ZILERSSU0.04ml) ZMZ ., EETRE
B¥Ll, RICEEWERERBI DL THONERBEUATILAS
LHOT RS S574—#O0OmRILL Me0H=97.5:2.5) [ THE L. BEDE
KEB, ZOBEIKRICELOHEGmI), THF Gml) ZMZ =%, M KE&IEF U
LoKBKR@Gml) ZMz, EETOREEH L, RISESYIZIN 15E Gnl) %
mz. BERH L CEIOHETHFZ B AL, HTEREXREZAWML., EEEKD
DAA-{A-[Q-{[U-T 2 ZVERFDU-1-A W) HILKRZLIFT /T FIL
YJAINEAIL]I T/ F2} o0 AT H ALK UEETI0mgHE -,
=kl 6
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[0145]

[0146]

[0147]

tert-7FIL {4-[4-({2-[(4-20ARVYVAIJL) T2/ ITFIIL} AILNE
ATz NI anFUITEE2—E(09Tng) ., BIEAF L2 Gnl) DIE
&I, 0°CT R LA DEEE(Inl) ZN 2. EETIHFMEBER L. RIGE
EMERERME LI, KEMX, HTELAKEIRL. BEEGED (4-[4
~(2-[4-20aRVYALIVT I/ IZFIIALNEAIL) 7T Z)L]2 00
~NE D)V EFBE % 140mg S 1=,
=Ml 7

DAA-[4-(2-[U- 9 0ORDIASIV T S/ITFILVAILNESAIL) T T
/XLl anxH o hLAR VB (100mg) . THF (4ml) . DMF (1ml) DR &I

« AILRZILDA T F YT —)L(55mg) BN A, 60°CTA0L B L&, K&
FTTARURKRUT I K@), 1,8-CF7HELH O[B40 TH-1-
T2(0.045m) Mz, EETIAMEHR L. RIGEEWICIM BEEE(10m]) &
BT F/)L(10m) Mz, FEME WL, EBEEKDL-H OO-N-(2-{[4-(
[SRA-T(AFIZRIKRZIV) HINESAL]ISHOANZTULIFF )R DY
ANWIT2/IIFIL)RAXT 2 FE4IngFT-,
EiEfl 8

DAA-[4-(2-[U- 9 0ORDIASIV T S/ITFILVAILNESAIL) T T
X1V oanxygUhILAR UL (400mg) . BB EZ=D L (60mg) . 1-T
FIL-3-B-CAFILT I/ TOEN) AILKRDA = K —1BEIE 225mg) . 1-&
FEFSARUY M) T7Y—IL —KFH(160mg) . DMFGml), ~YJ T FILT =
> (0.16ml) DEEWMZE ., =R TOREBHL-. RISESE®IZKO0m) Zmz
. BARZEARL, KTHRELT, EREKDL-[(VR-4-HILNECAILVSO
ANEVIAFVIN-2-[U-20aRVIASMITE/]IIFIIRATE R
#312mg/ 1=,
E il 9

4~ 00-N-[2-({4-[(R-4-2F 70 OnF I FF VIR AU}
FE/)IFNLIRDZXT S F(2%8mg), 7obF FU DL (220mg), FUITF
L7 22 1EERE (480mg) . 1-AFIL-2-EO U/ 2 Cnl) DEAME. 140°C
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[0149]

THERMEBE#E L=, RIGESMIZK, 20AKRILLEMZ, RiEMZEATL
. COEFRED)ATILASLYAI T ST 4 — (Y 00K L Me0H=95:5
~80:20) ICTHRHE L%, Boh-BRZHRBIFILTHREL T, BEERK
D4~ 00-N-{2-[ G- {[>R-4-(H-FT bV —=IL-5-qJL) >y a~F )]
FTERUIRVIALIVTE/ITFIVIRUXT = FE16mgiF 1=,
=200

N-Q2-7 2/ IFN)-4-9 0O~V XF7 K EEE (32mg) . 4-{[2 R-4-(
ITrHFDALRZIIL) D OANFDIL]FFHD)-2-A X REEFH (58mg) | 1
~IFII-3-Q@-DAFIT I/ TOEL)HILRDA = F —1EFEE (3Bmg) . 1-
ERAFOARDYRYTV—IL —KFHBOmg) . THF@ml) . I FIILT =
> (0.075ml) MEEMEERTIORERH L=, RIGEEWITKZMA, BFEg
IFILERVTHRIREETL., BRBEEMREKERS ) DLKER, |
M EEE. BAFNtE LS b YU D LKBRTIER LS L%, BKBBR< IR
LTEIR%., BERM L=, FBEBICELOHmI), THF@ml) . IM KE&EF k1
7 LIKBEKR Q. 6ml) A, A5°CTIRFMEIBIHE LT, RIGEEMITIN 1EEL (0.6
m). KEGm) ZMAIEH LR, BERHMRELCEOHETHFEBE ALz, BiE%
HF T FILERAVTORIEEETL, BREBEEMELT NI LKERT
HE LTI, BKRBI IRV LTHRER, BERBLI-. BECERBT
FiLEANZTHUEMZ, HTE-EKRZEASRL, KTHRELT, ERBEHFD
DRA-[4-({2-[(4-2 BRI AL T2/ 1T FIL} AILINEAIL)-3-4 K
oo/ FloanFHUNIILKR U EINGET-,
=hEfl 2 0 1

N-{2-[(4-E FOFIRUIYAIW) TR /ITFIVI-2-F7T 4 2 K (170mg) .
AFIL (FSUR-A-EFOFToOANFT V) TET—F@0Mg), FUT
T ZILIRR 7 4 > (140mg) . THF 2ml) MEEWIZ, BIET2.2M 7Y ALK
VEEUIFIL MLIVEKRO.24nD) EMA, BETREER L, REES
MEBIMRERKFRT D LKBRICNA, V7 00FRILLERAVTHEIRE
1TV, ARBEBEIELT M DLKERTHREL, BKEB<I IR
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[0150]

[0151]

LTERE, BEBE LIz, BBZLUASILAS LA NI S T74— (4
B O7RJL L Me0H=100:0~95:5) ICTHEL. Bon-ERBMITELOHGN) T
HF (5ml) . M KER{IEF R D LKBHZRCCm) ZMA, EETHREREBERL-. R
HEEYERERMEL CEtOHETHFEBE L=, BEBICKEMAT=HE, 10% &
TUBBKBBREPHACIEDETMA, HTE-ERKREAWMLT-. COEKES
JATNAS LY AT TS5 T 4— (9 B0KRILLMeOH=100:0~90:10) 2T
BEL, BEBEARD[VR-4-U-{[2-Q2-F T FMILT /)T FI]IAILNE
AT/ X)) 0a~nxY)V]EREEE20mgi&R T,
EhEfl2 0 2

IFI PRA-GA{[2-2-F T AT /) ITFILIALNEASAIL} D2
JEN)OAANFYUAILREL S — K (100mg) . EIEAF L Gnl) DES
M, KATTLOMKRIEDAVTFILTILEZ L LT UERKQ.5ml)
EMZ, BIRTAMER L, ZO&R, 1. OMKRIEDAVITFILTILEZ
I FILTVREKEQO.5ml) #EML, 15738 L1I-%&. BUL.OM KFREDA Y
TFILTILEZ DL FLIVERKRQ. 5ml) EBML, 1EREEHLE. RSE
BTN 15EE Oml) LBAFEREED UV LS U LKBEEREGH) ZmMA, B
BRIFILEZRAVTHORIREETL., AREZRMIELS M) T LKBRTE
BLI-%, BKRBI IRV VLTERE, BEREL, BEELUAT
WA LA TS5 T74— (2 0BKRILL Me0H=98:2~90:10) IZTHEL
. Bon-ERMICEBRIFILEAXFYUEMRZ, BTEEREAIML.
BARIKON-{2-[U-{[SR-4-(E ROF IV AFI) o OAFULIFF]
RNUOVAIVTE/ITFII-2-F74% 2 RE20mgH1-,
EiEfl20 3

DRA-G-{2-Q-F T FAIILT /) ITFILIAILNEAI} D22/ F) D
DONZHIUHIILRUEE GO, A2 27 S IBEME (10mg) . 1-TFJL-3-(
F~TUAFIITE/TAEIN)AIKRDAE F —1EFRIEGOmg) . 1-E FOF
AN YT Y=L —KFH(22mg) . DMF (Iml) . + 'Y TFJLF7 = 2 (0. 05ml)
DREYME. ERTHREBH L. RIGEEMIZKEMRZ, HTE-EAKE
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[0152]

[0153]

[0154]

AWML, BEEEON-{2-[U-{[R-A4-(AFIILAILNEAIL) yA~NTD
WIFF VIRV IAIVTE/ITFINI-2-F 7% 2 F&48mgf{ 1=,
=il 2 0 4

DRA-G-{2-Q-F T FAIILT /) ITFILIAILNEAI} D22/ F) D
HONFHUHIILAREEGOME) , tert-TFIL 2-F X/ ITFIL) HILINT—
kQ20mg), 1-ZTFI-3-B-CAFILT I/ TOEL)DILKRDA = F —1EFE
BW@omg) . 1-& FEFIARUY YT Y—IL —KiH 22mg) . DMF (Iml) .+
JIFILT I 04nl) DEEHME, ERTHREER L, RIGEEWITK
EFMA. HTEBEARZAMLIz, COBKIZOAFH (Inl) &N 15FL/EE
BIFIL>Om)ZMZ T, BETIERER L. REEEWERET CTEMR
L. BEZ24VJ7O0ENLI—TIILTEIE, %L T, BEEEKDN-(2-{[4-
P RA-[Q-T 2/ ZFIL)AILNREA LI AANXR DA F )R I A
WITE/1IFIIV)-2-F+ 743 2 F 1ERIE#28mgfR 1=,
X205

DRA-G-{2-Q-F T FAIILT /) ITFILIAILNEAI} D22/ F) D
2OnFH AR UEGOME) . J) VI FILTRATIL IEEEIE (18mg) |
IFIN-3-Q-TAFIT I/ TAEIL) DILROA = K —1GEIE 30mg) . 1-
ERAFIARUY LYT =)L —KFE@22mg) . DNF(Iml), FJITFIJLT =
2 (0.05m) MEEME. ERTHREER LIz, RIGESWMICKEMZ., BT
E-EBAZ AR LTz, COEBEYKIZELOHmI) . THFE@ml) . 1M KEIEF 1D
LKiB#& (0.5ml) ZAn A, S0°CTARREBIH L=, RISESMZERERMEL TE
tOHETHFE B E L. BRBIDKEMA 2. 10% ¥ TUBKB®RZEHAZADE
THA, HTEREFZAMLT, BEEKON-{[L X-4-4-{[2-Q2-FT F
ALNTE/)IFLIALNEALI T/ X))o oanx )Ll ALRIL)
T2 2%’ iz,
EiEfl206

DRA-G-{2-Q-F T FAIILT /) ITFILIAILNEAI} D22/ F) D
HONXTHUNIILKRUEEGOME) ., 3-EFOFXT TR -2-4> (14mg), 1-TF
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[0155]

[0156]

W-3-@-CAFNLTZ/TAENL)AILRDA 2 F —1GFEE (B0mg) . 1-E K
OFXIRUY kY F7YJ—IL —KHMQ22mg) . DMF(Iml), U I FILT 20
L0dml) DEEME. ERETHREER Lz, RIGESWICKEMZ, HTET:
EAZEAE LTz, COBEKRICEE2nl) EEBT7 > E=0LG0mg) #MZ, #&
BMEER LTz, RIGEEMITKEBMREKERT M VLKBEREMZ .,
2 0ARILLERVTHRIREETL, AREERMIELS F) U LKER
THF L%, BKRET I~ LTEIRER, RERBBLE, BEEY)
ATIHSLYOT RS S5T74— (P O0ORILL MeOH=100:0~90:10) [ZTHE
L., BAEKON-{2-[G-{[>R-4-4, 5-DAFIL-1,3-FFH YV —JL-2-4
WY ANEDINIFF VIRV AV T2 /ITFI-2-FT 4 = FEdng
B/,
=l 2 0 7

N-[2-({4-[U-FAFV 9O XV TFVIRVIAL I} TR /) TFILI]-
-+ 2742 2 FO00mg), A2/ —)L>10ml) DEEWIZ, 0°CTKFRILFRVRST
k1oL (9mg) ZNZO. SEEMEEH LT-. RIGEEMERET TEM L&,
MiEEEZMZ. Y 00/RILLEAVTHRIEEEZTV. BHEZEKREB<
TRy LTERE, RETCERBLIZ, BEEPAYTOELI—TFTIIT
HELT, EBEADON-2-({4-[G-EFOFSooO0AF )T FVIRY
VANV T E/)ITFIN]-2-F 743 = K#48mgB 1=,
EhEfl20 8

N-[2-({4-[U-FAFV 9O XV TFVIRVIAL I} TR /) TFILI]-
2-F+274 2 FQO00mg) . T—F/L(10ml) DEEMIZ, 0°CT3. OM BIEAF/ILT
Tyl T—TILERKRO. 4nl) #MZ0. SEEREH LTz, RIESYERE
TTEMLE-%, INEREMZ, Y00KRLLAZEAVTORIEEEZTL., &
BEEZBKREI IR ILTRRE, RETTEELE, BEEVA VT
OELI—TIITHELT, BERERON-[2-({4-[(4-& FOF-4-AF)L
oANT VIV AXVIRVIANIT R /)T FIVI-2-F T 5 = RELmgf&
T=5
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[0157]

[0158]

[0159]

[0160]

EhEfl2 0 9

tert-TFIL [V RA4-G-{[2-Q-F T rAILTZ/)TFINIAILNEAIL
} 22 /7%9)090AF 2 L1 AT — R (623mg) . 4N EIbKE/EFBET F
L(m) DREME. ERETERRERL:. RGEEMERETTEMBL. B
SNFEEICIOCTHRERIFIL, T4/ —/L, KEMATEKRE LR, F
BTHRA LIz, D%, HTE-EFREZARL. EAEFON-[2-({4-[(ZR
A-F 2/ 00XV AFVIRVIAIITE/)IFII-2-FTRER
1B ER1E % 368mg 18 1=,
=EiEfl2 10

N-[2-({4-[(RA-T 27290 FDI)FFVIRVIALITE/)IT
FIL]-2-F T8 2 F 1BEIE (T0mg) . IBILAF L2 Cnl)DEEWICT, FUT
FILT 22 (0.065ml) . TBIEF7EFIL(0.016ml) #MZ, ZEETIHFFRHEBEHL-
o TDH, BEEBEERL., RBITKEMAECEBH LR, BAXRZAML.
BABRKON-[2- (- [ R-4-FEE2 S FLoOAF I FHR VIR YA
WYT2/)ITFNI-2-FT45 2 F&E6ImgiH 1=,

UTDER2~% 4 2ICHEULEMDILERBEXETRT ., £z, UTOX
4 3~%13IICEEHFLEMDILEEEXETRT,

Flz. UTOR134~%144I1ZEEHLEVORER EZRUVUYEFR
T—R%TT, £, UTOXR145~K16 9ICEEHILEMDEER %
RUMBEREHT—2 5T,
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Pr PSy Data

NMR2 : 1.26(3H.t),1.60-1.81(4H,m),1.89-2.06(4H.m),2.36-2.4
1 1| 5(1H,m),4.15(2H,q).4.54-4.60(1H.m),5.34(2H.5).6.91(2H.d),7.
30-7.46(511L,m).8.0 [(2H.d).

NMR2 : 1.27(3H.t).1.64-1.83(411,m),1.91-2.08(4H.m).2.38-2.4

2 2| 6(1Hm).4.15(211.q).4.57-4.63(1H,m),6.94(2H.d). 8.04(2H.d).
3 3 | ESP: 435.
4 4 | ESP: 335.
5 5 | ESP: 454,
6 6 | ESP: 522.
7 7 | ESP: 521,
8 8 | ESP:439.
9 9 | ESN : 335.
10 10 | ESP : 491.
11 11 | EI: 238
12 12 | SN : 245,

13 13 | ESN : 424.

NMR?2 : 1.49(9H,s).1.60-1.70(2H,m),1.96-2.10(3H,m),2.28-2.
14 14 | 42(2H,m).2.84(1H,11),3.90(3H.$),3.91-3.99(1 H.m),5.62(1H,s),
7.27(2H.d).7.96(2H.d).

NMR2: 1.13-1.27(1.4H,m),1.42-1.60(1.4H,m),1.66-2.00(5.911,
15 15 | 1m).2.29-2.38(1.7H.m),2.48-2.59(1.311,m),2.62-2.72(0.3H,m).3.
89-3.91(3H,m),7.27(1.4H.d),7.30(0.6H.d),7.94-7.99(2H,m).
NMR2 : 1.09-1.22(1.4H,m),1.48-1.57(1.4H.m).1.61-1.94(5.9H,
m),2.18(1.4H,d).2.24-2.36(0.9H,m),2.52(0.7H.11).2.60-2.70(0.3

16 16 H,m),3.89-3.91(3H,m),7.27(1.4H,d),7.30(0.6H.,d).7.94-7.98(2
H,m). 7
NMR1 : 1.05-1.19(1.4H,m),1.41-1.54(1.4H,m),1.55-1.84(5.9H,
17 17 m),2.09-2.18(1.7H,m),2.32-2.36(0.6H.m),2.51-2.56(1H.m).7.3

4(1.4H,d),7.39(0.6H.d),7.83-7.87(2H.m).
18 18 | ESN : 239.
19 19 | ESN : 209.
20 20 | ESN : 179.
NMR? : 0.73-0.78(2H,m).1.07-1.13(2H.m),1.39(3H.1).2.24-2.3

21 20 (1 Hm).4.36(2H.q).6.93(1H,d), 7.82(1H.dd),8.02(1 H.d).

2 5y | NMRI :0.77-0.82(2H,m),1.06-1.12(2H.m).2.19-2.27(1H.m).7.
12(1H,d),7.77(1H,dd),7.88(1 H.d).

23 23 | FP: 267.

24 24 | FN : 237
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[5R135]

Pr PSy Data

NMR2 : 1.26(3H,1),1.45-1.67(4H,m),2.05-2.23(4H.m),2.31-2.4
25 1 0(1H,m),4.14(2H,q),4.25-4.34(1H,m),5.33(2H.5),6.89(2H.d),7.
30-7.46(511,m).8.01(2H.d).

NMR2 : 1.27(3H,1),1.47-1.69(4H,m).2.06-2.24(4H.m),2.32-2.4

2 2

6 1(1H,m).4.15(211,q),4.28-4.37(1H.m),6.92(2H.d). 8.04(2H.d).
NMR2 : 1.27(3H.t).1.43(9H.3),1.44-1.68(411,m),2.04-2.22(4H,

7 5| m),230-2.40(1H,m).3.34-3.44(211,m).3,50-3.57(2H.m).4.14(2

H.q).4.23-4.32(1H.m).4.92-5.01(1H.m).6.89(2H.d).6.96-7.04(1
H,m),7.76(2H.d).

NMRI : 1.18(3H,1).1.35-1.62(4H,m),1.90-2.1 1(4H.m),2.31-2.4
28 4 | 1(1H,m),2.93-3.01(2H,m).3,44-3.52(2H,m),4.07(2H,q).4.38-4.
47(1H,m),7.02(2H.d),7.84(2H.d),7.93(211,bs).

NMR2 : 1.27(3H.1).1.43(9H.s),1.44-1.80(4H,m).1.90-2.22(4H,
m).2.31-2.45(1H,m),3.36-3.44(2H,m),3.51-3.57(2H.m),4.11-4.
18(2H.m),4.28(0.5H.tt),4.53-4.57(0.5H.m),4.93-5.00( 1H.m).6.
87-6.93(2H.m),6.97-7.04(1H,m),7.75(2H.d).

NMRI : 1.18(3H,1),1.42(1H.dq).1.55(1H.dq).1.64-1.85(4H.m),
1.91-1.98(1H,m).2.03-2.11(1H,m),2.36(0.5H.11),2.47-2.51(0.5
30 4 | Him),2.97(2H.1),3.49(2H,q),4.03-4.10(2H.m).4.43(0.511.tt).4.6
2-4.67(0.5H,m),6.99-7.04(2H.m),7.82-7.86(2H,m).7.93(2H.b
5).8.52-8.57(1H,m).

29 3

31 9 | ESP : 499.
32 8 | ESP: 439.
33 8 | ESP: 473.
34 8 | ESP: 439.
35 8 | ESN: 471.
36 7 | ESP: 555.
37 7 | ESP: 555.
38 8 | ESP : 483.
39 8 | ESP : 483.
40 7 | ESP: 541,
41 8 | ESP: 473.
42 8 | ESP: 473.
43 7 | ESP: 527
44 7 | ESP: 555.
45 7 | ESP: 555.
46 7 | ESP: 457
47 7 | ESP: 479.
48 9 | ESN: 335.
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Pr PSy Data
49 10 | ESP : 491.
50 7 | ESP : 445.
51 7 | ESP : 445.
52 7 | ESP : 479.
53 7 | ESP:507.
54 8 | ESP: 445.
55 8 | ESP : 469.
56 8 | ESP: 457
57 8 |ESP:s23.
58 7 | ESP : 555.
59 7 | ESP:517.
60 7 TESP:sSI7.
61 7 | ESP: 507.
62 7 | ESP: 507.
63 7 | ESP: 479.
64 7 | ESP : 503.
65 7 | ESP: 515.
66 8 | ESP: 525.
67 8 | ESP: 489.
68 7 | ESP : 489.
69 9 | ESP: 320.
70 10 | ESP : 474.
71 9 | ESP : 320.
72 10 | ESP: 474.
73 9 | ESP:333.
74 10 | ESP : 487.
75 9 | ESP: 487.

G I | ESP:397.

77 2 | ESP: 307.
78 7 | ESP: 541.
79 7 | ESP:557.
80 8 | ESP:525.
81 1 | ESP: 401.
82 2 | ESN : 309.
83 3 | ESP: 453.
84 4 | ESP: 353.
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[&137]

Pr PSy Data

85 7 | ESP : 487.

86 7 | ESP:513.

87 7 | ESP: 541.

88 9 | ESP : 349.

89 10 | ESP : 503.

9 | 9 |ESN:3sl.

91 10 | ESN : 505.

92 9 | ESN : 351.

93 10 | ESN : 505.

94 7 | ESP: s2l.

95 8§ | ESP: s2l.

9% 8 | ISP : s2l.

97 8 | ESP : 497.

98 7 | ESP: 531.

99 7 | ESP: s0l.

100 | 12 | ESN : 245

101 1 | ESP: 401.

102 2 | ESN : 309.

103 3 | ESP: 453,

104 4 | ESP: 353.

105 | 12 | ESP: 243.

106 1 | ESP: 397.

107 2 | ESP: 307.

108 3 | ESP: 449.
NMRI : 1.18(3H,1),1.60-1.89(8H.m),2.35(3H.5).2.89-3.01(2H,

109 4| m)3.44-3.512H.m).4.08(2H.q). 4.56-4.65(1H.m).6.77-6.85
(2H,m),7.42(1H,d),7.94(2H.bs),8.22-8.32(1H.m).
ESP : 349.

110 | 18 | ESN: 223.

111 19 | ESN : 223.

112 | 21 | FP: 221

113 | 22 |FP: 207

114 | 23 | FP:267.

115 | 24 |FP:237.

116 | 116 | ESN:280.
NMRI: 1.17(3H.1),1.36(9H,3),1.66-1.87(8H.m).2.44-2.48(1 H,

17 | 117 | m).3.08(2H.q).3.26(2H.q).4.04(2H.q),5.19-5.24( 1 H.m),6.86(1
H.d).6.92(1H,1).8.08(1H,dd),8.44(1H.1).8.60(1 H.d).
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Pr PSy Data

118 118 | ESN:411.

119 119 | ESP:423.

120 120 | ESN:295.

121 121 | ESP:369.

122 122 ESN:379.

123 | 123 | ESP:471. ]
NMR2:1.23-1.36(2H,m),1.26(3H,t),1.45-1.67(6H.m),1.97-2.
06(2H,m),2.53-2.59(1H,m),3.50(2H,d),4.14(2H.q). ]
NMR2:1.15(3H.5),1.15-1.24(2H,m),1.26(3H,1).1.30-1.39(2H,
125 125 | m).1.58(1H,s),1.83-1.90(2H,m),2.18-2.26(2H.m),3.55-3.64(1
H,m).4.15(2H.q).

126 126 | ESP:579.

127 127 | ESP:368.

128 128 | ESN:327.

129 129 | ESN:229.

130 130 NMR1:3.01-3.06(2H,m),3.55-3.62(2H,m),7.57-7.65(2H,m),
7.97-8.04(4H,m),8.08(2H,s),8.55(1H,s),8.91-9.56(1H,m).
NMR1:2.82-2.96(2H,m),3.27-3.42(2H,m),6.93-6.99(1H,m),
131 131 7.22-7.27(1H,m),7.37-7.43(1H,m),7.59-7.67(1H,m).8.08-8.28
7 (411,m).

132 132 ESN:229.
NMR1:0.72-0.78(2H,m),0.94-1.02(2H,m),1.86-1.96(1 H.m),
7.25(1H,s),12.9-13.7(1H,br).

134 134 | ESP:315.

135 135 ESN: 229,

136 136 | ESP:487.

NMR1 : 1.99-2.08(2H,m).2.10-2.20(2H,m),2.31-2.47(41L.m),
137 137 | 4.90-4.97(1H,m),5.32(211,5).7.15(2H,d),7.32-7.48(5H,m).7.9
6(2H,d).

NMR1 : 1.20-2.06(8H.m),1.42(9H.5),3.38-3.51(0.7.m).3.99(1.

124 124

133 133

138 138 | 3H.d),4.15(0.7H.,d),4.45-4.66(1H.m),4.79-4.92(0.3H.m).,5.3 |
(2H.s),7.03-7.11(2H,m),7.32-7.48(5H,m),7.90-7.95(2H,m).

139 139 | ESN:289.

140 140 | ESP:431.

141 4 ESP:336.

142 7 | ESP:508. ]

143 7 ESP:518.

144 7 ESN :480.

145 8 ESP:501.
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Pr PSy Data
146 8 ESP:541.
147 7 ESP:505.
148 7 ESP:501.
149 2 ESP:323.
150 1| ESN:397. 7
151 15 | NMR1:534(2H.5),6.34(1H.d).6 38(1H.dd),7.32-7.50(5H.m),

7.67(1H.,d),10.38-10.62(1H,br),10.69(1H.s).

152 2 | ESN:391.

NMR2:1.26(3H.1).1.61-1.82(4H.m),1.86-2.04(4H.m).2.35-2.

153 1| 45(1H.m).4.15(2H.q),4.50-4.56(1H.m).5.34(2H,5),6.78-6.82

(m,1H),6.97(1H.d),7.31-7.47(5H,m).7.89(1H.d).

154 | 12 | ESP:262, 264.

155 [0 | ESN:471.

156 | 10 | ESN:471.

NMR1: 1.18(3H.1),1.62-1.88(8H,m),2.42-2.55(1H.m),3.33-3.

157 9 | 48(4H,m),4.06(2H,q),4.67-4.78(1H,m).7.21-7.35(2H.m).7.45

-7.61(3H,m),7.85(211,d).8.43-8.68(2H.m)

158 2 | ESP:361.

159 I | ESN:449.

| 160 | 12 | NMR2:537(2H.s).7.2-7.55(7H.m).7.82-7.96(1H,m)

161 2 | ESN:325, 327.

162 2 | ESN:307.

9
2

163 ESP:523.

164 | 1 NMRI:2.37(3H,5).2.90-3.03(2H,m).3.47-3.59(2H.m).7.52(1
H,d).7.77(1H,dd).7.95(1H.d).8.16(2H.s).8.83-8.89( 1 H.s).

165 ' 2 | FP:329.

166 ! FP:419,
167 12 ESP:265.
168 8 ESP:517.
169 8 ESP:557.
170 7 ESN:539.
171 7 ESP:551.
172 7 ESP:541.
173 7 ESP:521.
174 7 ESP:513.
175 8 ESP:490.
176 7 ESN:488.
i 177 7 ESP:514.
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Pr PSy Data
178 4 ESP:371.
179 3 ESP:471.
180 4 ESP:371.
181 3 ESP:471.
182 2 ESP:329.

183 I | FP:4109.
| 184 | 12 | El:264.
NMRI1:2.97-3.01(2H,m).3.53-3.62(2H,m).7.60-7.7 1(3H,m),

185 | 121
7.96(2H.5),8.21-8.26(2H.$).9.23-9.29(1H.m).

186 | 121 | ESP:375.

187 4 | ESP:349.

188 3 | ESP:449.
NMR2:1.27(3H.t).1.38-1.49(2H.m),1.58-1.67(2H.m),1.70-1.

189 2 | 79(2H,m),1.90-2.00(1H.m),2.01-2.10(2H.m),2.56-2.63(1 H,
m).3.87(2H.d).4.15(2H,m).6.92(2H.d),8.04(2H.m).

190 1 | ESP:397.

191 7 | ESP:467.

192 7 | ESP:493.

193 7 | ESP:481.

194 7 | ESP:495.

195 8 | ESP:497.

196 4 | ESP:349.
NMR2: 1.23(3H.5),1.28(3H.1).1.44(9H.5).1.62-1.80(4H,m).1.

197 ;| 83-1.99(4H.m).3.38-3.44(2H,m).3.52-3.58(2H.m).4. 17(2H,
q),4.46-4.52(1H,m).4.95-5.02(1H.m).6.91(2H.d).7.01(111,3).
7.77(2H.d).

198 2 | ESP:307.

NMR2: 1.23(3H,5),1.27(3H,0),1.66(2H.tt),1.76(2H.tt).1.84-1.
199 1| 99(4H,m),4.17(2H.q),4.48-4.53(1H,m),5.34(2H.5),6.91 (211,
d),7.32-7.47(5H,m).8.02(2H.d).

200 8 | ESN:465.

201 4 | ESP:319.

NMR2: 1.17(2H.q),1.43(9H.s),1.52(2H,q),1.83-1.95(5H,m).2.
202 | 123 | 27(2H.d),2.52(1H,t1),3.37-3.44(2H,m).3.53-3.59(2H.m),3.69
(3H.5).4.97(1H,5),7.05(1H.s),7.26(211.d),7.74(2H.d).

203 8 ESN:489.
204 8 ESN:489.
205 8 ESN:471.
206 7 ESP:545.
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Pr PSy Data
207 7 ESP:563.
208 7 ESP:497.
209 7 ESN:453.
210 126 ESP:579.
211 126 ESP:579.
212 7 ESP:559.
| 213 | 7 | ESP:5%9.
214 7 ESP:481.
215 2 ESP:278.
216 121 ESP:371.
217 1 ESP:385.
218 7 ESP:549.
NMR1:2.95-3.07(2H,m).3.48-3.60(2H.m).7.33-7.41(1H,m),
219 121 | 7.82(1H,dd),7.92-8.06(3H,br),8.08(1H,dd),8.13(1H.5),9.06-9.
14(1H,m).
220 7 ESP:554.
221 7 ESP:540.
222 7 ESP:526.
223 9 ESN:333.
224 8 ESP:507.
225 121 ESP:353.
226 2 ESN:309.
NMR2: 1.38-1.49(2H,m),1.55-1.69(4H,m),1.86-2.07(311,m),
227 1| 2.28(2H.d),3.68(3H,5),4.55-4.61(111,m),5.36(2H.,5).6.60-6.72
(2H,m),7.31-7.42(3H,m),7.43-7.47(2H,m),7. 91 (1H,1).
228 | 121 | LSP:353
229 2 ESN:309.
"NMR2:1.43-1.69(6H,m),1.85-1.98(1H,m).1.98-2.08(2H,m),
230 I 2.28(2H,d).3.67(3H,s),4.62-4.67(1H,m),5.33(2H.5),6.97(1H,
t),7.32-7.45(51 I,m),7.74-7.83(2H,m).
231 121 ESP:371.
NMR1:1.27-1.39(2H,m),1.45-1.71(4H,m),1.78-1.94(3H,m),
3o | 1ag | 225(2H.0).3.59(3H.5)4.72-4 82(1H,m),7.17-7.29(1H.m).7.5
5-7.67(111,m).
SN :327.
NMR2:1.41-1.72(15H,m),1.83-1.98(1H,m),1.98-2.08(211,m),
233 1| 2.28(2H.d).3.68(3H.s).4.55-4.62(111,m).6.63-6.71(1H.m),7.5
a 4-7.63(1H,m).

[0300]
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Pr PSy Data
234 | | NMRI:1.24-1 97(9H,m),2.25(2H.d).3.58(3H.5),4.65-4.73(1

H.m),5.31(2H,5),7.05(2H,d),7.32-7.47(5H.m).7.92(2H.d).
235 | 2 | ESN:29l.

236 | 121 | ESP:335.

NMRI:1.18(311,1),1.36-1.6 1 (4H.m),1.90-1.97(2H.m).2.03-2.
237 | 2| 09(2H,m).2.35(1H.1).4.06(2H.q),4.46(1H.t1).6.85(1H.dd).6.9
2(1H,dd),7.78( 1 H.p).

NMR2: 1.26(3H,1),1.45-1.67(4H,m).2.06-2.21(4H.m).2.35(1
238 | 1| H,it0).4.14(2H,q).4.26(1H.t1),5.35(2H.9).6.61(1H.dd).6.68( 1 H,
dd).7.30-7.41(3H,m),7.43-7.47(2H.m),7.90(1 H.1).

239 | 128 | ESP:328.

240 | 127 |ESP:384.

241 | 128 | ESN:326.

242 | 127 | ESP:384.

243 | 2 | ESN:327.

244 1 | ESP:419. 7

NMRI: 1.25-1.97(9H,m),2.26(2H,d).3.59(3H.5).4.75-4.82(1

245 2 H.m),7.09-7.16(1H,m),7.60-7.67(1 H,m).
NMRI:1.21-1.95(9H,m),2.25(2H,d).3.59(3H.s),4.77-4 83(1

246 1| Hum),5.35(2H,5),7.14-7.20(1H,m),7.32-7.48(5H.m),7.66-7.73
(IH,m).

247 | 121 | LSP:25S.

248 2 | ESN:308.

249 | 127 | ESP:400.

250 4 | ESP:371.

251 3 | ESP:471.

252 | 128 | ESN:327.

253 || NMR2:1.27GH.0).1.57(9H.).1.59-1.80(4H,m).1.94-2.10(4H.
m),2.34-2.42(1H,m).4.16(2H.q).4.48-4.54(1H,m).7.52(2H.d).

| 254 2 | ESP:329.

255 1 | ESP:419

256 2 | ESP:318.

257 | 127 | ESP:408.

258 | 128 | ESN:327.
NMR2: 1.28(3H.1),1.52-1.67(14H,m).2.07-2.22(311,m).2.32-

259 I | 2.41(1H.m),4.15(2H.q).4.21-4.30(1H.m),6.6 7( 1 H.dd).7.58(1
H,dd).

260 2 | ESN:327.

261 1 ESP:419.

[0301]



WO 2010/122968 195 PCT/JP2010/056901

[%143]
Pr PSy Data
262 121 NMRI1:2.92-3.02(2H.m),3.44-3.53(2H.m),7.2 1 (1H.d),7.85(1

H,d),8.16(2H.s), 9.03-9.12(1H,m).

263 | 24 | EI:238.

264 | 23 | ESP:267.

NMR1 : 0.65-0.70(2H,m),0.93-1.00(2H,m),1.86-1.95(1 H,m),

265 | 21 63 (11.d).7.34(1H.d),

06 | 133 | NMRI:0.72-0.82(2H.m).1.13-1.21(2H.m).2.14-2.23(1H.m),
7.57(1H,5),12.9-13.7(1 H.br).

o7 | 5y | NMRI:0.62-0.67(2H.m).1.04-1.10(2H.m).2.05-2.13(1H.m),

6.96(1H.d),7.38(1H.d).
268 | 24 | ESN:227.

269 | 20 | ESN:175.

270 | 20 | LSN:179.

271 20 | ESN:191.

272 19 | ESN:205.

273 18 | ESN:219.

274 | 20 | ESN:191.

275 | 20 | ESN:205.

276 | 20 | ESN:245.

277 | 20 | ESP:203.
NMRI1:0.77-0.92(2H,m),1.01-1.14(2H,m),2.03-2.15(1H,m),

278 1 20| ¢ 95(11.dd),7.54(1 H.dd).

279 | 20 | ESN:211.

280 | 20 | ESN:21I.

281 19 | ESN:225.

282 | 22 | ESP:301.

283 | 20 | ESN:217.

284 | 20 [ESN:195.

285 | 20 | ESN:167.

286 | 135 | ESN:245.

287 | 20 | ESN:211.

sgg | oy | NMRI:LS7GH.d).5.61(1H.q).6.98(2H.d).7.26(1H.1).7.35(2
H.t).7.41(2H.d).7.792H.d).

289 || NMR2:1.66(3H.d).5.30(2H.5).5.38(2H.q).6.86(2H.d).7.30-7.
42(10H.m),7.93(2H.d).

000 | oy | NMRI:1.57GH.d).5.61(1H.q).6.97(2H.d).7.26(1H.1).7.35(2
H.,1).7.41(2H.d).7.79(2H.d).

201 || NMR2:1.66(3H.d).5.30(2H.5).5.38(2H.q).6.87(2H.).7.30-7.

43(10H.m),7.93(2H.d).

[0302]
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Pr PSy Data
292 (24 NMR2:1.42(3H.1),4.43(2H.,q),7.78(1H,d),8.03(1H.d).8.17(1
= H.s).

293 2 ESN:341.
294 1 ESP:433.
295 12 | ESN:277.
296 4 ESP:334.
297 9 ESP:434.
298 9 ESP:547.
299 2 ESN:349.
300 125 | ESN:325.
301 1 ESP:369.
302 2 ESN:277.
303 2 ESN:263.
304 1 ESP:3355.
305 2 ESN:263.
306 1 ESP:355.
307 9 ESP:389.
308 9 ESP:487.
309 2 ESP:291.
310 1 ESP:381.
311 9 ESP:532.
312 2 FN:334.
313 1 ESP:426.
314 9 ESP:475.

[0303]
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[ 145]
Ex Syn Data
1 ] ESN : 409.
2 | 2 |ESP:466.
3 3 ESP : 451.
4 4 ESP : 515.
5 5 | ESN : 493.
6 6 ESP : 443.
7 7 ESP : 522.
8 8 ESP : 444,
9 9 ESP : 469.
10 1 ESN : 424,
11 1 ESN : 409.
12 1 I.SP : 493,
13 1 ESN : 443,
14 1 ESP : 411.
NMRI1 : 1.62-1.86(8H,m),2.32-2.44(1H,m),3.39-3.43(4H.m),
15 || 4.59-4.65(1H.m),6.99(2H.d).7.54(2H.).7.79(2H.d).7.86(2H,
d),8.43-8.48(1H,m),8.66-8.72(1H,m).
ESN : 443,
16 1 ESP : 527.
17 1 | ESP:527. )
NMRI1 : 1.33(3H.0),1.55-1.70(4H,m),1.75-1.86(4H.m),2.16-2.
18 || 23(1H.m).3.38-3.42(4H.m).4.06(21.q).4.54-4.60(111,m).6.94
(2H,d),6.99(2H,d),7.82-7.87(4H,m),8.80-8.90(2H,m).
ESP : 455.
19 1 ESP : 455.
20 1 ESP : 513.
21 1 ESP : 445.
22 1 ESP : 445.
23 1 ESP : 499,
24 1 ESP . 527.
25 1 ESP : 527.
26 1 | ESP: 429
27 1 ESP : 451.
28 1 ESP . 494,
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[&146]

Ex Syn Data
NMRI1 : 1.62-1.83(8H.m).2.34-2.41(1H,m),3.40-3.43(4H.m).

29 | 4.60-4.65(1H,m),6.85(1H,dd),6.90(1H,dd),7.54(2H.d),7.61(1
H,t),7.86(2H.d),8.16-8.20(1H.m),8.63-8.68(111,m).
ESP : 463.

30 1 ESP : 463.

31 2 ESP : 460.

32 5 ESN : 492.

33 3 ESP : 425.

34 3 | ESP : 469.

35 3 ESP : 503.

36 3 ESP : 475.

37 3 ESP : 463.

38 ] ESN : 415.

39 1 ESN : 415.

40 1 ESN : 449.
NMRI1 : 1.62-1.85(8H.m),2.34-2.42(1H,m),3.42-3.45(4H,m),

41 | 4.60-4.65(1H,m).6.99(2H.d),7.80(2H.d),7.86(2H.d),8.04(2H,
d),8.44-8.49(1H,m).8.82-8.86(1H,m).

: ESP : 479.

42 | ESP : 417.

43 1 | ESP: 441.

44 1 ESP : 429
NMRI : 1.62-1.85(8H.m).2.34-2.41(1H,m),3.39-3.45(4H.m),

45 | 4.60-4.65(1H,m),7.00(2H,d),7.47(2H,d),7.80(2H.d),7.97(2H,
d),8.43-8.47(1H,m),8.70-8.74(1H,m).
ESP : 495.

46 1 ESP : 527

47 3 ESP : 441.

48 3 ESP : 445.

49 3 | ESP: 450. ]

50 3 ESP : 450

51 5 ESN : 450.

52 3 ESN : 463.

53 3 ESP : 467.

54 3 ESP : 481.

55 3 ESP : 525.

56 2 ESP : 460

[0305]
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Ex Syn Data

57 2 ESP : 460.

58 3 ESP : 503.

59 3 ESP : 441.

60 3 ESP : 427.

61 3 ESP : 446.

62 3 ESP : 446.

63 3 ESP : 521.
NMR1:1.73(3H,1),1.62-1.84(8H.m).2.35-2.42(1H.m),3.37-3.
42(4H.m),4.18(2H.q),4.60-4.65(1H,m),6.99(2H.d),7.21(1H,

64 1 d),7.80(2H,d),7.82(1H,dd),7.93(1H,d),8.42-8.47(1H,m),8.55-
8.59(1H,m).

ESP : 489.

65 1 ESP : 489.

66 1 ESP : 479,

NMRI1 : 1.62-1.84(8H,m),2.34-2.41(1H,m),3.39-3.43(4H,m),

67 1 4.60-4.65(1H,m),7.00(2H,d),7.74-7.84(4H.,m),8.07(1H.d).8.4
3-8.47(1H,m),8.77-8.82(1H,m).

ESP : 479.

68 3 ESP : 451.

69 3 ESP : 455.

70 3 ESP : 519.

71 3 ESP : 447.

72 3 ISP 1 459.

73 3 ESP : 459.

74 3 ESP : 485.

75 3 ESP : 513.

76 3 ESP : 428.

77 3 ESP : 475.

78 3 ESP : 475.

NMRI : 0.68-0.74(2H,m),0.95-1.01(2H,m),1.50-1.70(4H,m),
1.74-1.90(4H,m),1.95(1H,11),2.05-2.11(1H,m),3.42-3.48(4H,

79 1 m).4.51-4.56(1H,m),7.00(2H,d),7.10(2H,d),7.79(2H.d),7.87
(2H,d),9.04-9.28(2H,m).

ESP : 451.

80 1 ESP : 475.

81 I ESP : 487.

82 1 ESP : 497.

[0306]
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[3148]

Ex Syn Data
NMRI : 1.54-1.72(4H,m),1.75-1.88(4H.m),2.15-2.23(1H,m),
3.45-3.54(4H,m),4.54-4.59(1H,m),7.01(2H,d),7.55-7.62(2H,

83 1 m),7.87(2H,d),7.94-8.01(4H,m),8.51(111,5),8.91-8.99(1H.m),
9.28-9.38(111,m).

ESP : 461.

84 1 ESN : 459,

85 3 ESP : 446.

86 3 ESP : 446.

87 3 ESP : 446.

88 3 ESP : 446.

89 3 LSP : 561.

a0 3 ESP : 553.

91 3 ESP : 453.

NMRI : 1.59-1.86(8H.m),2.30-2.45(1H.m),3.22-3.48(4H.m),
4.59-4.68(1H,m),6.99(2H.d),7.25(2H.d),7.34(1H.1), 7.79(2

92 3 H.d).7.91(2H.d).8.41-8.48(1H,m),8.60-8.66(1H,m).12.02-12.
27(1H,m).
ESP : 477.

93 3 ESP : 467.

94 3 ESP : 511.

95 3 LSP : 455.

96 3 ESP . 451.

g7 7 ESP . 551.

98 1 ESP : 446.

99 1 ESP : 446.

100 3 ESP : 525.

101 3 ESP : 528.

102 3 ESP : 533.
NMRI:].SS-].86(8]l,m),2.29(3H,s),2.30-2.42(]H.m),3.20—3.
53(4H,m),4.53-4.64(1H,m),6.74-6.84(2H,m),7.3 1 (1H.,d),7.55

103 1 (2H.,d),7.87(2H,d),8.15-8.24(1H.m).8.57-8.68(1H.m),12.02-1
2.30(1H,bs).

ESP : 459,

104 3 ESP : 495.

105 3 ESP : 463.

[0307]
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Ex Syn Data
NMR1:1.59-1.88(8H.m),2.30-2.44(4H,m),3.36-3.47(4H,m),
4.58-4.67(1H,m),7.01(2H,d),7.47-7.55(1H,m),7.64-7.72(1H,

106 3 m),7.75-7.88(3H.m),8.40-8.50(1H,m).8.59-8.70(1H.m),12.02
-12.30(1H,bs).

ESP : 459.
| 107 3 ESP : 425.
NMRI : 1.60-1.84(8H.m),2.32-2.42(1H,m),3.38-3.44(4H,m),

108 3 4.60-4.64(1H,m),7.00(2H,d),7.77-7.87(5H,m).8.42-8.44(1H,

m),8.80-8.84(1H.m).

ESP : 479.

109 3 ESP : 465.

NMRI1 : 1.58-1.86(8H,m),2.30-2.45(1H,m),3.22-3.48(4H.m),
4.58-4.66(1H,m),6.99(211.d),7.54(1H.d),7.62(1H.t),7.76-7.83
110 3 (3H,d),7.88(1H.d).8.43-8.49(1H,m).8.75-8.81(1H,m),12.02-1
2.27(1H,m).

ESP : 495.
111 2 | ESP: 510.
112 2 [ ESP: 494.
113 1 | ESP: 459.
114 3 | ESN : 505.
115 3 [ESP:515.
116 3 | ESP: 500.
117 3 | ESP : 455.

NMRI : 1.58-1.86(12H,m).2.01-2.16(2H,m).2.30-2.45(1H,
m),2.63-2.81(1H.m),3.22-3.48(4H,m),4.00(2H.d).4.58-4.65
118 3 (1H,m),6.94-7.02(4H,m),7.77-7.83(4H.m),8.40-8.48(2H.m). 1
2.02-12.27(1H,m).

ESP : 495.

NMR1 : 1.35(3H,1),1.61-1.85(8H,m),2.31-2.43(1H.m).3.22-3.
A8(4H.m),4.16(2H,q).4.59-4.65(1 H.m),6.99(211.d).7.23( | H.
t),7.65-7.71(2H.m),7.79(2H.d).8.42-8.47(1H.m),8.51-8.57(1
; H,m),12.01-12.32(1H,m).

\ ESP : 473.

(@S]

119

[0308]
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Ex Syn Data

NMRI : 0.31-0.38(2H,m),0.55-0.61(2H.m),1.19-1.30(1H.m),
1.61-1.85(8H,m),2.31-2.43(1H,m).3.22-3.45(4H,m),3.95(2H,
d),4.59-4.65(1H,m),6.99(2H,d),7.20(1H.d),7.63-7.72(2H,m),
7.79(2H.d).8.42-8.49(1H,m),8.51-8.59(1H,m),12.01-12.36(1
H,m).

ESP : 499.

NMRI1 : 0.31-0.38(2H.m),0.55-0.61(2H,m),1.19-1.30(1H,m),
1.61-1.85(8H.m),2.31-2.43(1H,m),3.22-3.45(4H,m).3.95(2H,
d),4.59-4.65(1H,m),6.99(2H,d),7.18(1H.d),7.76-7.84(3H.m),
7.93(1H,d),8.43-8.49(1 H.m).8.56-8.62(1H,m).

ESP : 515.

122 3 | ESP: 499.

123 3 ESP : 480.

124 3 LESP : 484.

NMRI1 : 1.62-1.85(8H,m),2.34-2.42(1H,m).3.40-3.44(411,m),
4.60-4.64(1H,m),6.99(2H,d).7.71(111,1),7.77-7.82(3H.m),7.9

120

(8]

121

(VS)

125 b 2(1H.d).8.43-8.47(1H,m).8.78-8.83(1 H.m).

ESN : 511.

NMRI : 1.62-1.85(8H,m),2.34-2.42(1H,m),3.40-3.44(4H,m),
196 | | 4.60-4.64(111.m).6.99(2H.d),7.70(1H.dd).7.79(2H.d).7.93(]

H.dd).8.12(1H.,d),8.43-8.48(1H,m),8.80-8.85(1 H.m).

ESN : 527.

127 1 SN : 495,

128 3 ESP : 497.

NMR1 : 1.62-1.83(8H,m),2.31-2.43(1H,m).3.42-3.48(4H,m),
4.64-4.73(1H,m),7.28(1H,t),7.62-7.72(2H,m),7.93-8.03(2H,
m).8.11(1H,s),8.53-8.58(1H.m),8.91-8.96(1H.m).12.11-12.23
(1H,m).

ESP : 531.

130 4 ESP : 513.

131 3 ESP : 531.

NMR1 : 1.62-1.83(8H,m),2.31-2.43(1H,m),3.42-3.48(4H,m),
4.65-4.70(1H,m),7.28(1H,1),7.60-7.72(3H.m).7.92(1 H,dd),8.
132 3 11(1H,d),8.51-8.58(1H,m),8.79-8.86(1H,m),12.07-12.23(1 H,

129

(8]

m).

ESP : 347.
133 3 ESP : 469.
134 3 ESP : 487.

[0309]
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Ex Syn Data
NMRI : 0.73—0.80(2H,m),1.02-1.09(2H,1n),1.63-1.87(8H,in),
2.14-2.25(1H,m),2.31-2.42(1H,m),3.28-3.43(4H,m),4.64-4.7
135 3 1(1H,m),7.09(1H,d),7.28(1H,t),7.62-7.72(311.m),7.88(1H.s),

8.51-8.57(111,m),8.61-8.68(1H.m),12.05-12.23(1H.m).
ESP : 503.

136 3 | ESP: 491

NMRI : 1.37(3H.1).1.63-1.86(8H.m),2.31-2.43( 1 H,m).3.41-3.
45(4H,m),4.18(2H.q).4.63-4.71(1H,m),7.21(1H.d),7.28(1H,
137 3| 1,7.61-7.72(2H,m).7.81(1H,dd).7.93(111,d),8.51-8.62(2H.m),
12.01-12.37(1H,m).

ESP : 507./509.

TNMRI : 1.62-1.83(8H,m).2.31-2.43(111,m).3.42-3.48(4H.m),
4.63-4.73(1H.m),7.28(111,1).7.62-7.85(4H.m).8.07(1H.5).8.4

138 3 9-8.58(1H,m).8.73-8.83(1H,m),12.07-12.24(1H,m).
ESP : 497./499.

139 3 ESP @ 469.

140 3 ESP : 499,

141 3 ESP : 517.

NMR1 : 0.33-0.38(2H,m),0.56-0.63(2H,m),1.19-1.31(1H,m),
1.61-1.87(8H,m),2.31-2.43(1H.m),3.22-3.45(4H.m),3.98(2H,
142 3 d),4.65-4.70(1H,m),7.19(1H.d),7.28(1H,t),7.61-7.72(2H.m),
7.79(1H.dd),7.93(1H.d).8.51-8.6 1 (2H,m).

ESP : 533.

143 3 ESP : 477.

| 144 3 ESP : 529,

NMRI : 1.59-1.85(8H,m).2.27-2.36(1H,m),2.37(3H.5).3.39-
3.43(4H.,m),4.57-4.63(1H,m),7.00(2H.d),7.44(1H.d),7.73(1
145 1 H,d),7.81(2H.d).7.90(1H,s).8.53-8.63(1H,m).8.78-8.88(1H,
m).

ESP : 459.

NMRI1 : 0.74-0.79(2H,m),1.02-1.09(2H,m),1.62-1.85(8H,m),
2.19(1H.11),3.33-2.42(1H,m),3.38-3.42(4H,m),4.60-4.65(1H,
146 1 m),6.99(211.d),7.09(1H,d),7.71(1H.d),7.79(2H.d),7.88( 1 H.s),
8.41-8.46(1H,m),8.62-8.67(1H.m).

ESP : 485.

[0310]
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NMRI : 1.62-1.85(8H,m),2.34-2.42(1H,m),3.41-3.46(4H,m),
147 | 4.60-4.65(1H,m),7.00(2H,d),7.80(2H.d),7.94-8.02(2H,m),8.1

2(1H,s).8.43-8.48(1H.m),8.91-8.95(1H,m).

ESP : 513.

148 3 ESP : 534.

149 1 ESP : 475.

150 3 ESP : 518. )

NMRI1 : 1.60-1.97(12H,m),2.01-2.16(2H,m),2.31-2.42(1H,
m),2.63-2.79(1H,m),3.22-3.48(4H,m),4.10(2H.d),4.58-4.65
(1H,m),6.99(2H,d),7.22(1H.d),7.76-7.84(3H,m),7.92(1H.d).
8.41-8.48(1H,m),8.51-8.60(1H,m),12.02-12.37(1H,m).

ESP : 529.

NMR1 : 0.76-0.81(2H,m),0.99-1.06(2H,m),1.61-1.85(8H.m),
2.04-2.11(1H,m),2.31-2.43(1H.m),3.22-3.45(4H.m),4.59-4.6
152 3 5(1H.m),6.99(2H.d),7.06(1H,t),7.55-7.62(2H.m),7.79(2H.d),
8.41-8.49(1H,m).8.57-8.62(1H,m),12.02-12.27(11L.m).

ESP : 469.

153 3 ESP : 469.
NMR1:1.58-1.84(8H,m),2.29-2.44(1H,m),3.30-3.50(4H.m),
4.59-4.68(1H,m),6.92-7.00(1H,m),7.03-7.10(11L,m),7.40(1 H,
d),7.56(211,d),7.87(2H,d),8.36-8.45(1H,m),8.58-8.66(1 H,m).
ESN : 477.

155 1 ESN : 477.

NMR1 : 1.62-1.85(8H,m),2.31-2.45(1H,m),3.42-3.45(4H,m),
4.59-4.65(1H,m),6.82-6.94(2H,m),7.62(1H.,t),7.86(2H.d),8.0
156 3 3(2H,d),8.15-8.22(1t1,m),8.36-8.53(1H,m),12.00-12.31(1 H,
m).

ESN : 495.

NMRI1 : 1.62-1.85(8H,m),2.31-2.45(1H,m).3.42-3.45(4H.m),
4.59-4.65(1H,m),6.82-6.95(2H.m),7.61(1H.,1),7.82-7.97(3H,
m).8.15-8.22(1H,m),8.84-8.90(1H,m),12.00-12.31(1 H,m).
ESP : 515.

NMR1 : 1.62-1.83(8H,m),2.31-2.43(1H,m),3.42-3.48(4H,m),
4.59-4.66(1H,m),6.80-6.93(2H,m),7.61(1H.,1),7.93-8.02(3H,
m).8.11(1H,s),8.15-8.22(1H,m),8.87-8.93(1 H.m).

ESP : 531.

NMRI : 1.61-1.85(8H.,m),2.31-2.45(1H,m),3.41-3.45(4H,m),
4.59-4.65(1H,m),6.81-6.94(2H.m),7.6 (1 H.t),7.71(1H.t).7.80
(1H.d),7.92(1H.dd).8.15-8.21(111,m),8.72-8.79(1 H.m),12.04-
12.32(1H.m).

ESP : 531.

151

(V8]

154 1

157 4

168

(V8]

159

Lo
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Ex Syn Data

I NMRI : 1.62-1.83(8H,m),2.31-2.43(1H.m),3.42-3.48(4H.m),
4.59-4.66(1H,m),6.81-6.94(2H,mn),7.61(1H.t),7.70(1H.d),7.9
160 3 2(1H,dd).8.11(1H.d),8.15-8.22(1H,m).8.87-8.93(1H.m).12.0
3-12.22(1H,m).

ESP : 547.

NMRI1 : 0.75-0.81(2H,m),0.99-1.06(2H,m),1.61-1.85(8H.m),
2.04-2.13(1H,m),2.31-2.42(1H,m),3.28-3.45(4H.m),4.59-4.6
161 3 7(1H,m),6.83-6.93(2H,m),7.06(1H.t),7.54-7.64(3H.m),8.11-
8.20(1H,m),8.53-8.59(1H,m),12.06-12.25(1H,m).

ESP : 487.

NMRI1 : 0.75-0.79(2H,m),1.02-1.09(2H,m),1.61-1.84(8H,m),
2.15-2.25(1H.m),2.31-2.42(1H,m),3.28-3.45(4H.m),4.60-4.6
7(1H,m),6.83-6.93(2H,m),7.09(1H.d),7.61(1H.1).7.70(1H.d
d),7.87(1H,d),8.13-8.20(1H,m).8.58-8.64(1H.m).12.10-12.23
(1H,m).

ESP : 503.

NMRI1: 1.36(31L1),1.61-1.85(8H,m),2.31-2.45(1H.m),3.41-3.
45(4H,m),4.16(2H,q).4.58-4.65(1H.m),6.80-6.95(2H,m),7.23
163 3 (1H,1),7.61(1H.d),7.64-7.73(2H,m),8.12-8.21(1H,m),8.46-8.5
- 8(1H,m),12.01-12.27(1H,m).

ESP : 491.
NMR1:1.36(3H,1),1.61-1.85(8H,m),2.31-2.45(1H,m),3.41-3.
45(4H,m).4.17(2H,q),4.58-4.65(1H,m).6.82-6.95(2H,m),7.21
(1H,d),7.61(111.d),7.80(1H,d),7.92(1H.s),8.12-8.21(1H.m),8.
49-8.58(1H,m),12.07-12.25(1H,m).

ESP : 507.

NMRI1 : 1.61-1.85(8H.m),2.31-2.45(1H,m),3.41-3.45(4H,m),
4.58-4.65(1H,m),6.82-6.94(2ZH,m) 7.61(1H.d).7.76(1H.d),7.
81(1H.,dd).8.07(1H,d),8.14-8.21(1H.m),8.72-8.78(1 H.m),12.
04-12.25(1H.m).

ESP : 497,499.

166 3 ESP : 513.

NMRI1 : 1.62-1.85(8H,m),2.31-2.45(1H,m),3.42-3.45(4H,m),
4.58-4.66(1H,m),6.82-6.94(2H,m),7.24(2H.d),7.35(1 H.d),7.6
167 3 1(1H,1),7.90(2H,d),8.13-8.22(1H,m).8.56-8.63(1 H.m).12.00-
‘ 12.35(1H,m).

1:SP : 495,

162

L2

[VS)

164

165

W
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168 3 ESP : 469.

NMRI : 1.62-1.85(8H,m),2.31-2.45(1H,m),3.42-3.54(4H,m),
4.60-4.67(1H,m),6.83-6.94(2H,m),7.56-7.67(3H.m),7.91-8.0
169 4 4(4H,m),8.17-8.24(1H,m).8.44(1H,s),8.72-8.77(1H.m),12.00
-12.27(1H,br).

ESP : 479.
170 3 ESP : 533.
171 3 ESP : 517.
172 3 ESP : 531.
173 3 ESP : 547.
174 1 ESP : 493.
175 ] ESP : 493,
176 | ESP : 493.
177 3 ESP : 462.
178 3 LSP : 462.

NMRI : 1.60-1.97(12H,m),2.01-2.13(2H,m),2.31-2.42(1H.
m),2.63-2.79(1H,m),3.22-3.48(4H,m),4.0(211.d).4.58-4.65(
179 3| Hm).6.99(2H.d),7.24(1H.d),7.64-7.70(2H,m),7.79(2H.d).8.4
2-8.49(1H,m).8.51-8.57(1H,m),12.01-12.32(1H,m).

ESP : 513.

180 3 | ESP:513.

181 3 TESP: 535

182 3 | ESP: 527

NMRI : 1.33(3H.t),1.60-1.84(8H.m).2.30(3H.5).2.32-2.40(
H.m).3.34-3.41(4H,m),4.07(2H.q),4.54-4.60( 1 H,m).6.75-6.8
183 I | 0(2H,m),6.97(2H,d),7.30(1H.d),7.80(2H,d).8.15-8 20(111,m),
8.36-8.41(1H,m).

ESP : 469.

NMRI : 1.37(3H.t),1.60-1.83(8H.m).2.30(3}1.5),3.36-3.40(4
H,m).4.18(211,q).4.54-4.60(1H,m).6.75-6.8 1(2H.m).7.21(1H,
184 I | d),7.30(1H.d),7.81(1H.d).7.92(1H.5).8.16-8.21(1H,m).8.49-
8.54(1H.m).

ESP : 503.

NMRI : 1.52-1.81(8H.m),2.10-2.20(1H,m),2.30(3H.5).2.37(3
H.s).3.37-3.43(4H.m),4.48-4.53(1H,m),6.72-6.78(2H.m),7.3
185 1| 1(1H.d),7.50(1H,d).7.69(1H,d),7.85(1H.5),8.29-8 36(111.m),
8.71-8.77(1H.m).

ESP : 473.

[0313]



WO 2010/122968 207 PCT/JP2010/056901

[5R155]

Ex Syn Data

NMRI1 : 0.67-0.78(2H,m),0.95-1.50(2H,m),1.57-1.86(8H,m),
1.88-2.02(1H,m),2.30(3H,s),2.31-2.43(1H,m),3.26-3.50(4H,
186 3 m),4.53-4.62(1H,m),6.74-6.82(2H,m),7.15(2H.d).7.26-7.34
(111,m),7.74(2H.d).8.15-8.23(1H,m),8.40-8.50( 1 H.m).

ESP : 465.

NMRI : 1.56-1.86(8H,m),2.30(3H,s),2.31-2.41(111,m).3.30-
3.52(4H.m),4.52-4.6 1(1H,m),6.74-6.82(2H,m),7.28-7.35(1H,
m),7.84(2H.d),8.03(2H.d),8.18-8.26(1H,m),8.75-8.83(1 H.m).
ESP : 493,

NMRI1 : 1.57-1.86(8H,m),2.30(3H,s),2.32-2.43(1 H.m),3.30-
P 3.50(4H.,m),4.53-4.61(1H,m),6.74-6.83(2H.m).7.27-7.34(1H,
188 3 m),7.74-7.86(2H,m).8.05-8.10(1H.m),8.17-8.25(1H,m),8.70-
8.80(1H,m).

ESP : 493,

NMRI1 : 0.27-0.37(2H,m),0.51-0.62(2H,m),1.14-1.30(1H,m),
1.56-1.87(8H,m),2.30(3H,s),2.32-2.42(1H,m),3.28-3.48(4H,
m),3.83-3.90(2H,m),4.52-4.62(1H,m),6.74-6.83(2H,m),6.96

187 3

189 3 (2H.d),7.27-7.34(1H.m),7.78(2H,d).8.15-8.24(1H.m).8.34-8.
43(1H,m).
ESP : 495.
NMRI : 1.57-1.85(8H,m),2.30(3H,s),2.31-2.41(1H.m),3.25-
190 4 3.48(4H,m),4.53-4.6 1(1H,m),6.74-6.82(2H,m),7.27-7.34(1H,

m),7.46(2H,d),7.95(2H.,d).8.16-8.24(1H,m),8.63-8.71(1H,m).
ESP : 509.

NMRI : 1.20-1.42(2H,m),1.58-1.90(10H,m),1.90-2. 1 1(1H,
m),2.31(3H,s),2.32-2.44(1H,m),3.26-3.46(6H.m),3.84-3.93(4
191 3 H.m),4.54-4.62(1H,m),6.74-6.82(211.m),6.98(2H,d),7.28-7.3
4(1H,m),7.80(2H,d),8.14-8.23(1H,m),8.36-8.44(1 H.m).

ESP @ 539.

NMRI1 : 1.57-1.86(8H,m),2.24-2.42(411,m).3.20-3.46(4H,m),
4.53-4.62(111,m),6.72-6.82(2H.m),6.90-6.98(1H,m),7.08-7.1

192 2| 6(1H.m).7.18-7.42(3H.m),8.04-8.20(3H,m).
ESP : 474.

193 3 | ESP:s27.

194 3 | ESP: 499.

195 3 | ESP: 500

196 3 | ESP: 497.

197 3 | ESP: 497.

108 3 [ESP:s27.

199 | 3 | ESP:327.
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Ex Syn Data

200 | 200 | ESP:47s.

201 | 201 | ESP:475.

202 | 202 | ESP:447.

203 | 203 | ESP:474.

204 | 204 | ESP:503.

205 | 205 ESP:518.

206 | 206 | ESP:512.

207 | 207 | ESP:433.

208 | 208 | ESP:447.

209 | 209 | ESN:430.

210 | 210 | ESP:474.

211 3 | ESP:464.

212 3 | ESP:517.

213 3 | ESP:480.
214 3 | CSP:521.

215 3 | ESP:513, 515.

216 3 | ESP:491.

217 3 | ESP:461.

218 3 | ESP:463, 465.

219 3 | ESP:513, 515.
| 220 3 | ESP:529, 531.

221 3 | ESP:477.

222 3 | ESP:477.

223 3 | ESP:491.

224 3 | ESP:527.

225 3 | ESP:543.

226 4 | ESP:sII.

227 3 | ESP:527.

228 3 | ESP:527.

229 3 | ESP:477.

230 3 | ESP:489, 491.
231 3 | ESP:493, 495,

232 3 | ESP:499.

233 3 | ESP:465.

234 3 | ESP:47s.

235 3 | ESP:465.

236 3 | ESP:469.
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Ex Syn Data
237 3 | ESP:443.
238 3 | ESP:463.
239 3 | ESP:497.
240 3 | ESP:439
241 3 | ESP:479, 481.
242 3 | ESP:509.
243 3 | ESP:487.
244 I ESN:478.
245 | | ESN:488.
246 1 | ESN:450.
247 1 | ESN:471.
248 1 | ESP:513.
249 1 | ESP:477.
250 1 | ESN:471.
251 3 | ESP:485.
252 3 | ESP:499.
253 3 | ESP:503.
254 3 | ESP:478.
255 3 | ESP:548.
256 3 | ESP:532.
257 3 | ESP:498.
258 3 | ESP:483.
259 3 | ESP:495.
260 2 | ESP:528.
261 2 | ESP:474.
262 | 200 | LSP:485.
263 1 | ESN:457.
264 1 | ESN:457.
265 I | ESP:513.
266 3 | ESP:459.
267 3 | ESP:483. )
268 3 | ESP:465.
269 4 | ESP:475.
270 4 | ESP:495. .
271 3 | ESP:5I11.
272 3 | ESP:495.
273 3 | ESP:503.
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274 3 | ESP:503.

275 3 | ESP:s19,

276 3 | ESP:499.

277 3 | ESP:469.

278 | 200 | ESP:461.

279 3 | ESP:439.

280 3 | ESP:453.

281 3 | ESP:473.

282 1 [ 1:SP:49s.

283 I | ESP:489.

284 1 | ESP:329.

285 1 | ESN:511.

286 1 | ESP:523.

287 1 | ESP:513.

288 I | ESP:493.

289 I | ESP:485.

290 3 | ESP:465.

291 | 3 [ ESP:479.

292 3 | ESP:483.

293 3 | ESP:489.

294 3 | ESN:491.

295 1 | ESN:460.

296 1 | ESP:460.

297 1 | ESP:486.

298 | | ESP:457.
NMR1 ¢ 1.6-1.84(811,m),2.32-2.44(1H.m).3.40-3.52(4H.m).4.5

299 , | 8-4.66(1H.m).6.77-6.85(2H.m).7.56-7.66(2H.m).7.91-8.05(4H,
m).8.45(1H.$),8.66-8.72(2H,m).12-12.3(1H,br).
ESP:497.
NMRI1 : 1.6-1.94(8H.m),2.32-2.45(1H.m),3.42-3.6(4H,m).4.67-
4.76(1H,m),7.10-7.20(1H.m).7.39-7.50( 1H.m),7.55-7.67(2H,

300 4 | m),7.90-8.10(4H,m),8.36-8.43(1H.m),8.45(1H.5).8.70-8.83(1
H,m),12.00-12.30(1T1br).
ESP:497.

301 4 | ESN:479.

302 4 | ESN:479.

303 3 | ELSN:485.

304 3 | ESN:513.
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305 3 | ESN:529.

306 3 | ESN:493.

307 3 | ESN:485.

308 3 | ESN:480.

309 3 | ESP:467.

310 3 | ESP:495.

311 3 ESP:509.

312 3 | ESP:529, 531

313 3 | ESP:546.

314 | 200 | ESP:546.

315 3 | ESP:491.

316 4 | ESP:501.

317 3 | ESP:485. -

318 3 | ESP:485.

319 3 | ESP:485.

320 3 | ESP:48s.

321 3 | ESN:525.

322 3 | ESN:492.

323 2 | ESN:476.

324 5 | ESN:508.

325 5 | ESP:508.
NMR1:1.55-1.89(811.m),2.29-2.46(1H,m),3.37-3.48(4H,m).4.
57-4.69(1H,m).6.99(2H.d).7.38-7.52(2H.d).7.81(2H.d),7.90-8.

326 3| 12(3H.m),8.43-8.56(1H.m).8.83-8.99(1 H.m).12.06-12.26(1H,
m).

ESP:467.

327 3 | ESP:467.

328 3 | ESP:481.

329 3 | ESP:495.

330 3 | ESP:535.

331 3 | ESP:519.

332 | 3 | ESP:491.

333 3 | ESP:487.

334 3 | ESP:457.

335 3 | ESP:sor.

336 3 | ESP:501.

337 3 | ESP:501.

338 3 | ESP:489, 491,
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- 339 3 | ESP:s15, 517.
340 3 | ESP:537, 539.
341 3 | ESP:569.
342 3 | ESP:441.
343 3 | ESP:590, 592.
344 3 | ESP:530.
345 3 | ESP:443.
346 3 | ESP:491.
347 4 | ESP:475.
348 3 | ESP:485.
349 3 | ESP:S37.
350 3 | ESP:475.
351 3 | ESP:509.
352 3 | ESP:485.
353 3 | ESP:547.
354 1 | ESP:439.
355 1 | ESP:465.
| 356 1 | ESP:453.
357 1 | ESP:467.
358 1 | ESP:469.
359 | 200 | ESP:545.
360 2 | ESN:488.
361 3 | ESP:507.
362 3 | ESP:491.
363 3 | ESP:485.
364 3 | ESP:457.
365 3 | ESP:475.
366 3 | ESP:481.
367 3 | ESP:495.
368 3 | ESP:479.
369 3 | ESP:s21.
370 3 | ESP:605.
371 3 | ESP:464.
372 3 | ESN:480. 482.
373 3 | ESP:505.
374 3 | ESP:519.
375 3 | ESP:535.

[0319]
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376 3 | ESP:501.
377 3 | ESP:479.
378 3 | ESP:519, 521.
379 3 | ESN:455.
380 3 | ESN:473.
381 3 | ESN:473.
382 1 | ESN:451.
383 I | ESN:475.
384 I | ESN:475.
385 I | ESN:457.
386 | | ESP:517.
387 I | ESP:535.
388 4 | ESP:479.
389 3 | ESP:495.
390 3 | ESP:507.
391 3 | ESP:481.
392 4 | ESP:461.
393 3 | ESP:s01.
394 3 | ESP:485.
395 3 | ESP:485.
396 3 | ESP:535.
397 3 | ESP:s21.
398 3 ESP:535.
399 3 | ESP:539.
400 3 | ESP:513.
401 3 | ESP:s13.
402 3 | ESP:509.
403 3 | ESP:482.
404 1 | ESP:4609.
405 1 | ESP:551. |
406 1 | ESP:551.
407 1 | ESP:551.
408 1 | ESP:531.
409 1 | ESP:531.
410 3 | ESP:491.
411 3 | ESP:509.
412 3 | ESP:527.
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413 5 ESP:522.

414 5 ESP:452.

415 5 ESP:480.

416 5 ESP:432

417 5 ESP:466.

418 2 ESP:444.

419 2 ESP:440.

420 2 ESP:494.

421 5 1:SP:466.

422 5 ESP:528.

423 5 ESP: 529,

424 5 ESP:529.

425 5 ESP:544.

426 5 ESP: 544,

427 5 ESP:544.

428 3 ESP:497.

429 3 ESP:523.

430 3 ESP:493.

| 431 3| LSP:sos.

432 3 ESP:505.

433 3 ESP:531.

434 3 ESP:547.

435 3 ESP:537.

436 3 ESP:537.

437 4 ESP:515.

438 4 ESP:515, 517.
NMRI1:091(3H,d),1.10-1.22(2H,m),1.48-1.71(7H.m).1.74-1.8
8(4H,m),2.11-2.19(1H,m),2.66-2.77(2H.m),3.36-3.44(4H,m),3.

439 3| 77-3.84(2H,m),4.51-4.59(1H.m).6.90(2H,d).6.99(2H.d),7.75(2
H.d),7.85(2H.d),8.71-8.80(1H.m),8.82-8.91(1H,m).
ESP:508.

440 200 | ESN:458.

441 3 ESP:517.

442 3 ESP:528.

443 | 3 [ESP:sT7L

444 3 | ESP:501.

445 3 ESP:505.

446 3 ESP:517.
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Ex Syn Data
447 | 3 | ESP:523.
448 | 3 | ESP:501.
449 | 3 | ESP:501.
450 | 3 | ESP:501.
451 3 | ESP:485.
452 | 3 [ ESP:535.
453 | 3 | ESP.481.

NMRI1:1.62-1.88(8H.m),2.34-2.44(1H.m),3.43-3.52(4H,m),4.
66-4.73(1H.m),7.27(1H,q9),7.51(1H.q),7.56-7.64(2H.m),7.90-8.
454 4 03(4H,m),8.28-8.34(1H,m),8.44(1H,s),8.71-8.77(1H,m),11.99-
12.33(1H.m).

ESP:497.
455 4 | ESP:515.
456 4 | ESP:515, 517.
457 3 | ESP:497.
458 3 | ESP:497.
459 3 | ESP:497.
460 3 | ESP:493.
461 3 | ESP:487.
462 3 | ESP:531.
463 3 | ESP:503.

NMR1:1.59-1.87(8H,m),2.34-2.44(1H,m),3.38-3.50(4H.m).4.
67-4.73(1H,m),7.14(1H.1),7.39-7.49(3H.m).7.91-7.96(1H,m),7.
464 3 99-8.07(2H,m),8.36-8.43(1H,m),8.84-8.90(1H,m),12.06-12.26
(1H,m).

ESP:503.
NMR1:1.61-1.87(8H,m),2.33-2.44(1H,m),3.37-3.50(4H,m).4.
65-4.73(1H,m),7.27(1H.,q),7.40-7.54(3H,m),7.92-7.96(1 H.m),

465 3 8.00-8.06(2H,m),8.28-8.34(1H,m),8.84-8.90(1H.m),12.06-12.2
8(1H.m).
ESP:503.

466 3 ESP:485.

467 3 ESP:431.

468 3 ESP:493.
NMR1:1.60-1.86(8H,m).2.32-2.44(1H,m).3.44-3.54(4H,m),4.

469 3 58-4.66(1H,m),7.00(2H.d),7.55-7.65(2H,m),7.81(2H.d),7.86-7.

93(1H,m),8.07-8.15(1H,m),8.42-8.56(2H,m),11.8-12.6(1H.br).
ESP:501.

[0322]
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Ex Syn Data
NMR1:1.60-1.86(8H,m),2.30-2.44(1H,m),3.38-3.48(4H.m),4.
56-4.66(1H,m),7.00(2H.d),7.28-7.36(1H,m),7.81(2H.d),7.91-8.

470 3 01(2H,m).8.05(1H,s).8.44-8.51(11[,m),8.87-8.94(1H,m),11.9-1
2.3(1H.br).

ESP:485.

471 3 ESP:551.

472 3 ESP:498.

473 3 ESP:451.

474 3 ESP:493.

475 5 ESN:484.

476 5 ESN:484.

477 5 ESN:484.

478 5 ESP:542, 544.

479 5 ESP:564, 566.

480 5 LSP:564, 566.

481 5 | ESP:564, 566.

482 5 ESP:546, 548.

483 5 | ESP:546, 548.

484 3 ESP:503.

485 3 ESP:503.

NMR1:1.64-1.88(8H,m),2.33-2.43(1H,m),3.40-3.52(4H,m),4.
65-4.73(1H,m),7.27(1H,q),7.48-7.58(2H,m).7.80-7.8 8(2H,m),
486 3 8.09(1H,d),8.27-8.33(1H,m).8.38(1H.d),8.63-8.69(1 H.m),12.0
8-12.27(11L.m).

ESP:503.

487 3 | ESP:485.

488 3 | ESP:48s.

489 3 | ESP:487, 489.
NMRI1:1.64-1.87(8H,m),2.35-2.44(111,m),3.35-3.50(4H.m).4.

490 ;| 67-4.75(1H.m).7.14(1H.0.7.18(1H.d).7.40(1H.0.7.60( 1 H.d).8.
34-8.43(1H,m).8.67-8.80(1H.m),12.06-12.26(1H.m).
ESP:487. 489.

491 3 | ESP:487.

492 3 | ESP:469, 471.

493 3 | ESP:469, 471.

494 | | ESP:453.

495 1 | ESP:521.

496 5 | ESN:434.

[0323]
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Ex Syn Data
497 5 | ESP:460.
498 5 | Esp:480.
499 3 | ESN:478.
500 3 | ESN:492.
501 5 | FSP:462.
502 5 | ESP:488.
503 5 | ESN:526.
504 5 | ESN:544.
505 5 | ESN:452.
506 5 | ESN:470.
507 5 | ESN:484.
508 3 | ESP:483.
509 3 | ESP:483.
510 3 | ESP:483.
511 3 | ESP:483.
512 3 | ESP:499, 501.
513 3 | ESP:499, 501.
514 3 T ESP:499, S0I.
515 3 ESP:465.
516 3 | ESP:337, 539.
517 3 | ESP:537, 539.
518 3 | ESP:537, 539.
519 3 | ESP:521.

520 3 | ESP:s21.
521 3 | ESP:537, 539.
522 3 | ESP:537, 539.
523 3 | ESP:537, 539.
524 3 | ESP:521.
525 3 | ESP:521.
526 3 | ESP:521.
527 3 | ESP:521.
528 3 | ESP:519.
529 3 | ESP:519.
530 3 | ESP:519.
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Ex Syn Data
NMR1 : 1.60-1.86(8H,m),2.30-2.44(1H.m).3.38-3.50(4H,m).4.
58-4.68(1H,m),6.82-6.94(2H.m).7.31-7.39(1H,m),7.63(1H.t).7.

531 | 200 | 77-7.83(1H.m).8.03(1H,s).8.04-8.10(1H,m),8.14-8.22(1H,m),
8.88-8.96(1H,m),11.9-12.4(1H.br).

ESP:503.

532 3 | ESP:503.

533 3 | ESP:519.

534 3 | ESP:SI19.

535 3 | ESP:519.

536 3 | ESP:503.

537 3 | ESP:503.

538 3 | ESP:537.

539 3 | ESP:537.

540 3 | ESP:537.

541 3 | ESP:491.

542 3 | ESP:526.

543 3 | ESP:512.

544 3 | ESP:498.

545 3 | ESN:542.

546 3 | ESN:528.

547 3 | ESN:514

548 | 3 ESN:482.

549 3 | ESP:503.

NMR1 - 1.60-1.88(8H,m),2.30-2.44(1H,m),3.39-3.53(411,m),4.

550 y | 66-4.77(1Hm).7.14(1H.0).7.31-7 53GH.m), 7 83(1H.).8.15(1
H.d).8.37-8.44(111,m).8.96-9.04(1H.m),11.9-12.3(1 H,br).
ESP:521.

551 3 | ESP:521.

| 552 3 | ESP:521.

553 3 | ESP:S30
NMR1:0.91(3H.d),1.08-1.22(2H,m),1.48-1.87(11H,m),2.34-2.
43(1H,m),2.66-2.79(2H.m),3.36-3.44(4H,m).3.76-3.86(2H.m),

554 3 | 4.65-4.72(1H,m).6.92(2H.d).7.27(1H.q).7.50( 1H.q),7.69(2H,
d),8.22-8.29(2H,m),12.08-12.28(1H,m).

ESP:544

555 3 | ESP:5l16.

556 3 | ESP:503.

557 3 | ESP:503.
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Ex Syn Data

558 3 ESP:521.

559 3 ESP:521.

560 3 ESP:521.

561 3 ESN:514.

562 3 ESN:528.

563 3 ESN:542.

564 3 ESP:503.

565 5 ESP:454.

566 1 ESP:526.

56 1 ESP:512.

568 ] ESP:498.

569 1 ESP:493.

570 4 ESP:493.
NMR1:1.22-1.37(2H,m),1.49-1.67(4H,m),1.71-1.91(3H.m),2.
14(2H.d).3.40-3.52(4H,m),4.69-4.78(1H.m),7.25(1 H.q),7.51(1

571 4 11,9),7.56-7.64(2H.m).7.90-8.00(4H,m),8.28-8.33(1H.m),8.44
(1H,5).8.72-8.77(1H,m),11.90-12.08(1H,m).
ESP:511.

572 3 ESP:483.

573 3 ESP:499.

574 3 ESP: 499,

575 3 ESP:561.

576 3 ESP:473.

577 3 ESP:465.

| 578 5 ESN:470.

579 5 ESN:510.

580 5 ESN:556.

581 5 ESN:522.

582 3 ESN:460.

583 3 ESN:461.

584 3 ESN:460.

| 585 3 ESN:460.

586 3 ESN:466.

587 3 ESN:467.

588 3 ESN: 460.

589 3 ESN:507.

590 200 | ESP:479.

591 200 | ESP:496.
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Ex Syn Data
592 | 200 | ESP:494.
593 | 200 | ESP:496.
594 | 200 | ESP:494.
595 | 200 | ESP:497.
596 3 | ESP:496.
597 | 200 |ESP:511.
598 3 | ESP:501.
509 | 203 | ESP:488.
600 | 203 | ESP:530. |
601 | 203 | ESP:543.
602 | 200 | ESP:536, 538.
603 | 200 | ESN:493.
604 | 200 | L:SP:536, 538.
605 | 200 ESN:493.
606 | 200 | ESP:518, 520.
607 | 200 | ESN:475.
608 | 200 | ESP:478.
609 | 200 | ESP:476.
610 | 203 | ESP:536.
611 | 203 | ESP:550.
612 3 | ESN:460.
613 4 | ESP:497. -
614 3 | ESP:495, 497.
615 3 | ESP:487.
616 3 | ESP:3530.
617 3 | ESN:496.
618 | 200 | ESN:495.
619 3 | ESN:457.
620 | 200 | ESP:486.
621 3 | ESP:503.
622 3 | ESP:537, 539.
623 3 | ESP:521.
624 3 | ESP:487.
625 3 | ESP:495, 497.
626 3 | ESP:487.
627 3 | ESP:503.
628 3 | ESN:449.
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Ex Syn Data

629 200 | ESP:497.
630 200 | ESP:487, 489.
631 200 | ESP:503.
632 5 ESN:478.
633 200 | ESP:511.
634 200 | ESP:509.
635 200 | ESP:501.
636 200 | ESP:510.

637 1 ESP:460.
' 638 202 | ESP:477.
639 200 | ESP:447.
640 200 | ESN:443.

641 200 | ESP:487.
642 200 | ESN:435.
643 200 | ESP:447.
644 200 | ESP:445.
645 200 | ESP:487.
646 200 | ESP:437.
647 6 LESP:491.
648 201 | ESP:515.
649 200 | ESP:459.

650 | 3 | ESN:466.
651 | 1 | ESP:459.
652 | 210 | ESP:500.
EX LEOF AAgE
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