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(e T—, T4 —hN—=R) T FVFEN (N4 =% T7—8) , ne e (
Fands AV ET) TEY T e (R LY FR) | T AT T F eV (B
LX) TATTFTENVEDRETOND,

FENAATHEREL T, B2, FEIAL LT Z—ONIREOIH R, Ez
X DOFHERB IO ST T IR FAEW . 3T 87—
TOHREREEND,

TENA BT Z—DONREDY AL RELTE, FlZ1E, MIP—1« , MIP—1
B .RANTES, SDF—1a,SDF—18, MCP—1, MCP—2, MCP—4, 4%
F3 > (Botaxin) , MDCEER I HILD,

WNINMHEDH R OFFERELTL, #1211, AOP—RANTES, Met—SDF—1 «
. Met—SDF—1 3 &3228 655,

rENAL BT E—OFRELTIL, Pro— 1405 032%81F b s,

CCR2HHHHKEL T, BILAIE, EERABRSF99/07351 53 7wk, [EFRABR
99/40913 5/ 7w b, EERAB00/461955 /37w b, EIFESAB#500/4619
6537w b, EEEABSE00/46197 5/ 7 Ly k, [EEABH#500/46198 %573
Tlwb, EEEABS00/46199 537w b, [EERAB00/69432 530 71wk,

B S A B 5500/69815 827 L hE7-13Bioorg. Med. Chem. Lett., 10, 1803 (200
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OIZRLHSNTAL B EDFIT HD,

CCR3FEHUIRE L TiL, Fil2 1. DE19837386 2 BHAME:, [EIFR/ABH5599/55324 7=
R T lob, EERABIF599/55330 537 Ly b, [EERABHH500/04003 587 L
b, EERABE500/27800 753 7L b, [EBRABIH500/27835 7537wk,
BRABAZ00/27843 5/ T Ly b, EERABF00/29377T 537 Ly b, [HERABE
5500/31032 5237w b, [EERABH500/31033 5237w b, [EEABE500/34
2785/ 7L, BB HE00/35449 537 Lo b, [EIFERZABE 5500/35451 7573
v 7Lwh, [EHEABRS500/354525 3 7L b, [EERABRH500/35453 530 7wk
. EBRABAH00/35454 53 T Ly b, [EERABF00/35876 5/ 7Ly b, [EERA
BAZE00/35877 5 3 7Ly b, [EERABISF00/41685 53 7wk, [EFERAR 00/
51607 537w b, EERABIF500/51608 5371wk, [EEEABH #500/51609 5
R 7lob, EERABIF00/51610 537w b, [EERABH00/53172 8871
i, EIBRABAS00/536005 /3 7L b [EERARH500/58305 5 /3 7L vk,
BRABAZ00/59497 5/ T Ly b, [EERARH00/59498 5/ 7 Ly b, [EHERABE
#500/5950275 737 Lok, EIBEABH 5500/59503 5/ 37 L b [EIESZABR5500/62
814 537w, EERABIF00/73327 530 7 Ly b EIKE BB 5501/09088
T Ly MR SIAL SRR T D,

CCRAHEHUFREL Tid, #ilx1X, EFERABAH02/030357 5371w, [EERARR
5502/030358 5737 Ly MTRL# SIVIAL B R KT b s,

CCR5HEPUERE LTI, [EFRABREE9/17773 5307w b, [EFSABH5599/3210
057w, ERRABH00/06085 537w b [EEEABSF00/06146 573
Tk, EHEABRE00/1096575 /37 Lo b, [EEABIH500/06153 537wk,
[EIFRABRAZE00/21916 537 Ly b [EERABAZ00/374555 /37 L | EP10132
76753 7Lk, [EEABAEE00/386805 /37 L k| EIBRAB500/3912555 /3
7L b, EBRABF00/40239 57 Ly b EBRABHH00/42045 53 T Ly b,
[EIBRABASE00/53175%5 /3 7 Ly b, EEEABE00/42852 537 Ly b, [EERA
BAZE00/66551 75/ 7Lk [EERABRZE00/6655875 /3 7 L b [EBRABH 500/
6655953 7L b, [EERABIH500/66141 537wk, [EFERABAE500/68203 5
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N7k, KiBiI2000-309598 53, [EIERABASE00/51607 53 71w b, [EER
APBAF00/51608 53 7Ly, EBRABHF00/51609 537 Ly, [EERABF0
0/516105 737wk, [EESAB500/56729 537 Lk, [EESABR5500/59497
BTk, EEABIE00/59498 B30 7 Ly b, [EIBRAABH#500/59502 537
L, EERABH00/59503 571w b [HEERABHSE00/76933 53 7L b,
BRABAZEI8/ 256055 /3 7Ly, [EFERABH99/04794 5/ 7 Ly b [EERAR
5599/38514 5237w, Bioorg. Med. Chem. Lett., 10, 1803 (2000){Z5t &7z
{b&W, TAK—779, SCH—351125(SCH—C), SCH—417690(SCH—D)

. UK—427857, GW 873140A(ONO—4128), TAK—220, TAK—652%
M HND,

CDAFEHIERE L ClE, Bl L, H—R7Hifg, TNX—355, BT—061, CD44%
PiEk802—2, 4162W94, PP—0102, HiCD4%ifk, AD—519, TRX—1, CD4
—[gGEN T HND,

CXCR3#EHidREL T, HilA X, FEERABZ01/161145 /3T v b [EERAR
%02/083143 537 Ly, EEEAB502/085862 5371w b, KIEFFFF64690
025 WA E 3 L ONE B ABH 5503/101970 53 7Ly MGt S AL & W& 3 26
Fons,

CXCRAFHIIREL T, B2 1E. AMD—3100, AMD—070, T—22, KRH—
1120, KRH—1636, KRH—2731, CS—3955, [EFEABA%500/661125/3 7
Lo, EESAB#52003/055876 53 7Lk, EESABE52004/024697 5/ 71
b, EESABIE52004/052862 530 71w k| [EERABAE52006/022454 52307 Ly
b EBRARH$52006/02340075 73 71w b [EERABR552006/020415 5737wk
. [EBRABH52006/020891 75/ 7L b [EBRABH52006/036816 7573 71k
KIERFFF2BH2006/069122 75 BRI | [EIBRZBH 552006/034001 573 7L b
ERABASE2006/028896 5737 L b, [EIERZABASE2006/048862 5/ 7 L |,
BRSPAS2006/074426 537 Loy b KEFRFFT22BA2006/ 1608605 B, [
ABAEE2006/076131 537w, EERABF2006/026703 5737 Ly, K2
006-188445 528, [EIES2ABAH52006/090853 573 7L b, [EBEEZABA 552006,/096
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44453 T Lo b K ERE A BA2006/2817 125 IR0 | [EIFE A BA 252007 /008539
BTy b, K ERFFABE2006/0293324 S HAHIE [EFRABH 552006/117011 %
X7y h, EREAB#52007/022385 753 7 Ly b, ET I E BB 552007/0279
9975/ T Ly MZRER SV LB DT B LD,

T a—Val EKE LT, FlAE, T—20 ((FE8045) pentafuside, Enfuvirtide, F
useon) , T— 124950328 1T 65,

HIVAL 77— EBlHEEKEL T, fil 21X, =% 8T (Equisetin) , 777
(Temacrazine) . MK0518 (Raltegravir) . PL—2500, V—165, NSC—618929,
L—870810, L—7089067 7 1", S—1360, 1838 1R FHN5,

HIVBSHE O FHRNASIL, HIVIZB T 5K DR -2 R & Lz B8
THWRNATHS, HIVICBEE T HA LU TE, s T EER, 777 —8, 7'l
A2 (Bl z X, CCR2, CCR3, CCR4, CCR5, CXCR4%), CD4, HIV (HIV—1
HIV—22) Z03556 1 i s, HIVBIROEEH FIRNAE LT, Bl 21X, GPs—
0193, HGTV—43, GEM—132, GEM—92, GEM—93, HYB—0184, GE
M—91, UL36ANTI, ISIS—2922, ISIS—14803, GPI—2A, R—95288, V
RX—496%5 232 H D,

HIVIZx§ 2075 LT, BilziE, 4> 71730 (Inflexal V) | Vace—4x, V
acc—bHq. Typhim Vi, HBV—ISS, EP—1043, Tat¥% /(K (Tat Toxoid) . IR
—103., LI2—2 (Remune) , 7L AR (Flumist) . AIDSVAX, Therapore—P24
ERFTHND,

R 7R G P K B L OV T 7 — PSR SK o0l i DB IR B G-l
BIZIL LU PR TEBDTHL ARPNLIZNOIRESNLEO TR,
VRTVr:100mgh 7 BV, 1EI200mg, 1 H 3[8];300mgfiEA], 1[7300mg, 1 H 2
el ;

DH )3 25~200mgdEA ., 1[E[125~200mg, 1 H 2[H];
P HFEL:0.375mg~0.75mgEA], 11710.75mg, 1 A 3[a];
AR T 15~40mgh 7B, 1[F]130~40mg. 1 H 2[A];
FI7 T 150mgHEA, 11H150mg, 1 H 2[H];
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TRE L 300mgHEA]. 1m1300mg., 1 H 2[A];
ARETE L 200mgHEA], 1101200mg, 1401 H 1[E], 0% 1 A 2,
T IELTY L 100mgHEA], 1[51400mg, 1 H 3[H];
TT77EL LY 50~200mgH 7 /v, 1[E600mg, 1 H 1[9];

A FE I 200~400mg 7L, 1181800mg., 1 H 3[=];
VT 100mgh 7 L, 1111600mg. 1 H 2[A];

FIVT 4 FE I 250megEAl, 11m1750mg. 1 H 3]Al;

P :200mgh 7 EL, 1[5]1,200mg, 1 H 3[A];

T TS E L 50~ 150mgHEAl], 1[8]1,200mg, 1 H 2[8],

AFEBLE W ONG BT A TR L O Eoidin R RoMiEs L O £z
IXIHIROTZD DMOIANE LT, Bl IR, PleAZI 3K P71 —3K (L2
VISR, ERAZ IR, briaR R A kiR P E R, bR
UHEHUEE, Th2 AN A L THSESK) | AT aA R, QU8 SRR (T 35
S, AZEATRRRITECEK | Bl A AR IEITEK) | U7 T ARRIERR A BT S
PEIEAT A RPIRIEEK, 5—VRF 7 —BIHEEK, 5 VRS 7 —Binit b
Zo S EAEIR AN BRRLER, SRRSO, e AR
— 25 FARHIBCRR | SR | BPCRED KT BN D,

PLleAZIHRELTE, BIZIE, V7= BRI WY T == VTV T A
IR 7 2= VT TR AT ARG —h dl—~ L AR
LT 2= T30 d— LAV T =53 BN T ) R T e AR
DU AT VAR WGRA Y T R Ly )Y ER R
U GRS TN AV WEEELV IR NAT L T AT )L SNIRA AT T
A B TAK—427, ZCR—2060, NIP—530, EAZY 7o —h 37
AT BP—=294, TURTAN A =T )74 TIVVNRATF U ERETHND,

b E BRI ER S U ClE, Bl 7287 V7 N D A M =T A,
ToLFRY IR VT AN AT VTAS, NI TANIIT L FY )TN RN
L, IaET VI —h AARTRT 7 NERZFITHND,

ERZIAFERIEL TE, Bl T~ N T T =0 iRT B IART U A
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PN, AR ZD U TNT =TV TRNBETAZ AT WEET e AT 2
AT MR TV A E Y aTa Y T e X T U RS
HD,

P R E R R L E IS L CIL, B IE B 7L or | Ay AN
MO LERZETHND,

U R UAAEFERE LT, B2, BT e F AL, T~ hnsy | RIhaoRu ol
N KT, KT —2— 9625033617 b,

Th2Y AN APEIEE LT, Bl2IE, MIVEBRA T T2 AR T HND,

AT aAREELTE, Fil2IL, AMHIEEL L, T e’ AU igraxgy — v Fiig
ToaT s TNAY SR T I ANTRBEEAT Y TR WA A
VR R ARG AT BRI RAZ T NVT VR T
=R, HEBEY T Vv hay | T AV 2R NV 2R TR AR a
VERT AR HEE T AR | BT S AR | BEEE R no LT
VLBBER D)LY BT A AR R e LY e A g T AR
NN 7T 373 A NV w NN 1 % i du Ny g N N S Ll IV S0/ A B 3 0V
NI LAY TR R BNV EE T VAR TR T LR |
(/A= R ARy SV Nl = Nl d o NV [ ST 5 O SVAV I Y N = & Ve ) P i RS
IRZET BRIV, IR, AN LTI W= LTy o e raLF Y s U PRER
oL o F NI A angiBe R L L NI A BERE T LR sL |
TUR=yay Bl VR ay angiE LV Ry ar T A T TOVERE
VR=yuy Vg7 vR=ynar Ny LA Bl a7 LRy AT VTV R=yay
HEEAT LT LR =y an AT VT U R= s F N A BT ALY Jay
CEEREN T Ay ay  NT Ay ar TR ha R TR AZY | BEET A
VICBET XY A NI N NVIT T R AZ Y B ST ALY
NRERAZFEDRFT IV, MAFNEL T, TR A Uiz Tar s
BINF N TTFYER, TNV=YIR T ALY s ST—126P, V7L /=R
CTERYRAZY L SOLINT — b AR T T IV R S TAT R A LIR A

—F FIFWa—k AT NS LRy AL S E R— b AT LR = )
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U BRI R NERFIT BN,

X FUHBEMREL TR, FIZIE, 774V TA TV R T4 v
NRET ) oTaTd ) Taxy 740 a) T AT ) ER RIS,

TEAPRRRPLERE L UL, B2, =X 70 g7 =R dl— AT L
T =NV AN T = F 2 A e Ty v gAY T e T ) —
VNN = A R 1 A=Y A A Py S Y NP S SRy N i -
ZE— )b BREET LT B iR T g n T T n—)L g n
HT—)b BAVKERT = /T —)v TV ET gV T )L RV T T
m—/u G~ T n— ) XTI VATV R, R—T7 4/ ET L,
Yo7 rn—)v WEEE LT T a— L E\EEUNRYL | R T T L R A
IUVBEARRALVTRY AR—C68397, LA LT 7 E—/L KUR—1246, KU
L—7211, AR—C89855, S— 131915 T b5,

Rl A R 3R U1, Bl BAbA 7 T by A BAbZ v brE Y A B
A by L B ARE Y LTINS BALT A rE Y A LRk —
FUK—112166) 0120 55,

DIF U APREIRE LTI, BIZIE, /SRR =k TAR AV Tar h A e~
. CS—H60%ENEITHND,

SRIANE LT, BlxR, T AV I NY LR ETHND,

WEAEIEAT oA RFIARIEIE LTI, BilAL, g7 oIR8 Eigr Vo =
U — ) RN T 7 S EPRFTBND,

S5—URFL I —BIHLEIREL TL, FIAIE, FAVa—b R B E
Zk, SCH—40120, WY —50295, E—6700, ML—3000, TMK —688, ZD—
2138, AAEF N T 7z R—68151, E—6080, DuP—654, SC—4566
2. CV—6504, NE—11740, CMI—977, NC—2000, E—3040, PD—1360
95, CMI—392, TZI—41078, Orf —20485, IDB— 18024, BF—389, A—7
8773, TA—270, FLM—5011, CGS—23885, A—79175, ETH—615%3
FF BN,

5—VIRF LI —BIEHALZ X AR E L TR, il 21X MK—591, MK
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—886HFENFHEITHIND,

AR AR EIRE LR, Bl A —T /70 R LAV R N AS
2 L—674636, A—81834, UPA—780, A—93178, MK—886, REV—5
901A, SCH—40120, MK—591, Bay—x—1005, Bay—y—1015, DTI—00
26, 7 LLFY Sy A E—BT00%D T HND,

TaRZ T TV LT PGEMSRL T 22803805, ) ELTE, Hilx 1L, PG
IRVEENER | PG AR R 58T BN D,

PGEZEMEL TR, Hl21E, PGEZ AW (EP1, EP2, EP3, EP4) , PGDEZ &R
(DP, CRTH2) , PGFZ K (FP) | PGIZ B (IP) | TXS M (TP) 0556155
no,

B E LTI, FlAIE Vg T A0 VRV ER AT A AF AT /R ) —
v BALKBEET FANRANL T 70 T T AT R VAR A
NI 7o TTZNETFCTI L JaRTGAT o VT a7 -
Z )=V GRS JARE S N AT RV R T TV ) vy
BT R REDRETHND,

FPIEEL TR, BRI, T BE=TUAFav i, REBEKFETNU L, auikhly
I MR T AN B R A VRS AT A TRAT AL W T 7
X — )V MR T T — VR TA AT RTA SRR T TV AT A
VO HRL — TN RT A FaFx PR VERET LD,

AFEPULA O M — 1 B i 5% (FERRBS) (R D TR KO 72308
ROMTEB LV FTROT D DOMOIAE L TiE, FlxiE, AT AR,
HAT A RRHIIIER (NSAID) | S i3k, 72275 VA1, oL
—I AT —Z IR PIERAZ IR T L A3 A TRARY A
T —EHEE, BT AR — 25 FARRNHER DT H D,

AHAAMOT L ILE — PR (T L LF — PR T ALV RIE, T
UL — PRI R BRI B IHIE ) (2 6h 35 PRI SO/ Fiidif s R oMie i L
O F 35RO 7= DO IRAN L LT, Bl 202, Pl B3E, WART AR %
A B 2RIBER AT LB T LR R HU7 LS — 3K PLIERR, fim) K
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PR RSB AGHUI | mA TN ARG LTDARSHUIR | PAFFEHIEE, ARARY
TAT 7 —BEIK, B 2/FEIEE, AT m AN AT ¢ m— 2 — GBI A Bk
LA E IR, ~ 7 a1 R A | e iR A EE L L ry)
HERANERHTHND,

Pl EEKEL TV, B, TA T4V TahTa— ST T2y TETAT
VERFITOND,

W AATRARELTIL, BIZIE, _Tax&y ' TIVF R 7T F ARG5S
Foins,

W B 2RIBCERE L CiE, Bl 2, 7= /T u—b LT ZE—)L THIET R
— L I AT E— LR NS,

AF YT RN BIKE L TE, B, TA T4V FERFRT D,

TV AF—EEL T, Blif, rhF Ty TAT T TETAT
VS AT RS FHEAN 2wV IR R LERFIT LD,

PIRIEIREL QL BIZIE, /T 7PN A AT T T A RAFT
HENETHND,

Pral o dREL TR, FilAR, Bk Iy s Bib7vbeey s BbA s
FREY A BACT A IR Y LAERFET BN,

I AR AEHUIRE LTI, Bl2IE, AL BT RS ANERFT LN,

BAANEAEPERE LTI, B2, 7TV AN, BTV AR, BT 4L
AL BAV 2 — A ERFETFHND,

<7 TARRPAEWELEL T, flE, m)RAr< AT nF s An< AT AN
5D,

S IR E LT, BT, #7m) AR (FKB06) , v 7R AR 3l LA (T3
ALY ) VT ART AR TFA TV 13Tz )L —MET T L FTY-720
IIRT AT FIRERETHND,

ARFERED ORI T HTRIB L/ iBE R ofMisB L0/ $-
T IROT=D DOMOIRANE L TiX, Bz 1L, KD RA, R RAT7 7TV
2V ZVFNAIFARIF TabRV T )P YL OV T A F Y a— LR A
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FRARIE ol 3K HIEEIK, s =y A SRRV PSR S
YRUT NN VTR S B WIS R T O D,

AFEULE D OB R B L OBEH Y~ T35 THIR L O S IB R 3
ORTEIB LV FI T ROT=D OMOIERIE L TR, Blx 1L, AFrTrT () —
PELE A, S IHER, AT AR RIMRIES (NSAID) | AT ARHK, 7 nxs
TV AR IRARY T AT T =B IEIK, T AR — 2RI, R
ERRTEGTY Y~ T3 QBRI D <~ F 3K) I RIERIE, e IR 3, TR %
HTNE o [HFEHK, T nRAZ 75205 SR, IL—6HLH 3, (% —7
=y FFEREE, IL— 1SRN RT DD,

AFEWUE A ORI T H TR R L0 G R OmMiER L0 £/
ITHEROT= DO DOMDIEAN LTI, BlA X, AT AR, I DFEARE NS
bd,

AFWE A ORI T H TR L0/ EGR R OmMER L0 £/
IXIIROT=D DO IEANE L TE, Bl I, PIEAZI K AT ¢ m— & — B
L PRRF YRR LE SR, M AR A SRR, m AR
ZRUIERUIR, AT AR, o TRU TV R RHFRGEE, 3T ik, fia
VAR, TAS T TV ACER G IERILEA, B TRV TV R
P, RARY AT 7 — B EIK, BT B /AR — 25 SRR S 3 55
no,

AR A DOREREIN R T H TR B L S R omiEB L0 £
T IR D7D OO IRANE L CTE, Bz L, A ab) = RS PIEL, fieay
LR AT S — IR AT AR RPISIESR, T RS STV,
AT AR, — W e RO IR LA, VT AR — 25 BRI S A3 25
Fons,

AFBEE Y DO LRI IEI T2 TR B IO/ St R offise B &
O/ F 3RO 72D DM D IRAN L LT, Filz X, saE bR, o7 e /(K —
2 RRIBRE R BT BN D,

AR LA OIEBEERIBGRIZXT T 5 TR B L0 FliB R R oMie L
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O FTHE RO =D OO IR L LT, Fil2 X, AT 7V A7 7Y
Ty BB AL, fial g AT AR 5 URF S — P, bu
WAL, LTBARSHUE, JRET RIS, e il WA 11 s A | MIMIP BH 75 4K
R RYT AR VTR BRI SE RRT O D,

AFEIUL A ORI G OHEIGIRIT R 5 TR B KO 7 Tm s R o 7e
BLO FROTD DDA E L TX, Bl 21X, A=V R R MR
FEBIZIEL, TEMAFPIN FUNRIIIR TVITVR | 7V 7ae’I3IR, ZajL
TasRIR FYIR, MLT IR, JUACVRE) BT FARRIR (B 2L, g
TN HEANT AN | o — T al A —PILER (B E, T AR —
AT VR —REE) | HBRA LAY Wt 3K (B2, 7 7 V=R, 1Ry )=
REZE) | A AV R PPARTEEN IR (Bl 2 1L, €A VFY o harUszy s a7 Yx
Y JTT—501%) | PPART 2 = AMEHIZA LR A 2 A L S MBS 58K (]
%X, ONO—5816, YM—440%), 8 37 RV FZRMEBIEE (F1 2 12, AJ9
677, 1750355, CP331648%:) , 7 /LR — A& rfifsk ML 3K (Fl 2 1F, = UL 2
Gy, TAZVAZ Y BTV AZYNE)  OXTFUN_TTFHE—BIVIHEKE
DT HND,

AFEIUC AW % CENERED) BB O TP B L O F 3B o Hli7e
BEO/ F2 T RO7=D DO OIEAN UL, Fil 20X, Hug Al (51212, MMPR
FAK T ILRAIK (G2, ST A R T IR AV T T T TR, A A
VU C T ANT y SERET a R Y AR (B 2R ARRLF R — b
ANVHT NIV THFFA TV INA Ry TIIv THT = ETE T
YUY PUEWE (B, ~A b AL C, TV AY Ly R A
BRI NES L TIINEL Y B INE L T IF )AL D) AR5
=2 S & Rt = H N S SIS o AV IR (U7 EEP S 7Y L2 G e e 7
EUINVAT L RERE L T T AT ) U VR (BT AT LT AR
Tuy, AT ANAT R T MET ANAT A AT FAZ L TRA
T Aa—/ B Ly )% | SRR R (B2, e o= — e J R
FLE) A B =Tz (Bl ZIE, IFN « . IFN @ —2a, IFN @ —2b, IFN 8 | IF
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Ny —1a%) ERZHEF D, TRIRTEYEL 2179 £ RAl (121X, HICTLA—4
UK, FTPD— 1HUAS), A8 8 B EIE (B2 13, ~/32Y <7 (bevacizumab) |
~H 7B =7 (pegaptanib) , SU—6668, /3%7 =7 (vatalanib) , 7=E"<7 (ranib
izumab) , Y57 == (sorafenib) , SU—11248, 34 /32F 1 (Neovastat) %) %5
DT HND,

AL A B OB (Fl 20X, B s il Bhsas s s %) o 75
BLO FTIBFDROMTEI IO FI I RO 720 O FEAI L LT, Bl
ZAE PRI ST HND, IR E L T, B2, 27l AR (FK50
6), /RPN RV LR (TR AT Y)WV TFART AR THFA TV
a7z )L —RET =TI FTY-720, 3707 4 A7 7IRENRFEFHND,

AIEPUCE DT IV A~ — T BAEZR IR S OFEFEIC X T2 PR L0
E/ITIRFRR O TR O FI T RO 72O OO IEAI L LTI, BilZE, 7
BTN T AT T —BIER maF U SRR, S BRI IR, £/
TIAFLE — P EK CHIVE, TR — AR R L ERE N R T BN,

AREBULE DO TIPS THTRIB IO FdBR R OMER L0
FITIEROT=D DM DOIEANEL TR, FlAIL, 7 ==b A2 BIAZV AL | ZhAY
SRR, R BE Tx Ve — L TUIRY RIS TIR AT T A
PNV afEF NI A 7 FBRA T BNA SN ERAERRITHND,

AFEIUCLE D OBRIEIIZ T D TR B L0/ EiiXG R R OB L0/
ETITH RO 72D DOFEANE L TIE, B2 1E, HMG — CoAlR iR PHEHK, 7 ¢
T TR, TaTa— VB BEA A AR HRE | EPARIAI, = R
MTPRHERE, Zothobimal A7 m— 3K EDG — 2855 E 1 H#T 60D,

ARFEWUCA W% FAEEFRICHODEEOF OB REOMER L O/ F- 1385k % A
& LT DBEANE L T, AN A AR RGN | 21X, £ FECSF (2
(£, G—CSF, GM—CSF%) , FfiA & —mA¥ (21X, IL—3,6, 7,11, 1
2%), EPO, TPO, SCF, FLT3UH K, MIP—1 o ERZF 5D,

AFEWUE AW ORBIEIZ R T 5 TR L O F3iB R oM s L0 %
TR RO 72D OO FRANE Ui, Bl 0E, Mg A L EHR (B2 0 E, ooy



WO 2008/016006 PCT/JP2007/064893

[0330]

[0331]

[0332]

[0333]

[0334]

[0335]

[0336]

130

7 (bevacizumab) , ~H 7'# =7 (pegaptanib) , SU—6668, /X¥ 7= (vatalanib)
5= =7 (ranibizumab) , Y57 == (sorafenib) , SU—11248, FA/IZZ v (
neovastat) %) S RFITFHID,

ARIEAL AL, L TIEREIETHHOT, fl2iL, EMee SO LB (1]
ZAL, b RUR UYF vVY T vy a3 A X V) IS L TR EGT
HZEWTED,

AFEIUCA W ETNIATIU A D MO IR OO E G A L TRb R IR
Y% Latoo B CTRWDIZIE, lE  REMEIRIMIC, B0 Fa3dEkno
A S RY A

BebG-RET, Rl REEIR L IRRAR, R G T7IE, AP SIS D B D05,
WH L A — AN 720, —[NZ2% | 1ngh>H5000mg DHEPH T— H —[Rl7)54k(0]
AR G-END0 TR A— A E 720, —[EI2-DE, 0.1ng)3H500mg D PH T
— A — WIS ERIERE A& G- SN D0 E72id— B TIRFRDS 241 [ o dili H T
IR Rl G- &5,

HHAARGLLIZINZ, & G-El3f 2 ORIV AT 50T, L5 &40
DI TH RS AbHL L, Fodill A TR G OMLEREELHD,

AFEIUCA W ETNIATIU A D MO IR OO E G A L TRb R IR
W G- ARBTG5 070N R ETEAL NIRATRAIR L0 R
G- 07D OHHA, SFHAL AAA RIRAL smAlL WAREEL TRV SRS

#5070 NI BERANIL, SEA, LA 278 LAl Bl R A %
NEEND, BT VNENE, NI T BV BI O T vV N EEND,

ZOIHNIRHEFZANC BN T, O 2 FiFZZn Ll EOTREMEILEDEE
D, FITREAN (T 7 h—R, v =h—/b Zha—X v —X T
VEY EAAI(eReX e Ll n—R BRIy Ry | AZ S AFET LS
VT R L) | A (BRHESR 7V — ViR LD D) I IREN (AT T
VRS TAD LTE) | CLEA VEIRRBLIA (Ve T AT R LR
B, FIECES TRAKLL THWS LD, Fiz, BEICIDa—T 1 7 HI (BhE
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CEBIT U BRud L e L — A BERaF L T R L AT L L — AT AL
—NE) THREL COTh WL, F2L EOETHEL THThEN, EBITETT
Y DIHRRMEND DB DA 7B H e EEND,

& 1 4 G- 0720 O AR MHE AL FAIRNTFFR SO KA, BREA . LA Smy
TR VR VANIFEE G L, ZOXIRHEANIBNTIE, O oFT Tl Lo
TEVEWME DS, — I OB HA (RUK | =7 ) — /L E I3 b OIRIR S
VTR, SRR E- I AL SND, SHICZOEANT, TRIEA, @ ibA, S eH. |
WA, EURFA, 78 A ORAEA R A2 S AL TOThduy,

R 0 G-DTD DIHANIDAITETIX, BIAIE, WEAL Z7VAL 270 —24] 1R
A AR U= A AL B ZEA  ROAA A7 L —Fl =77 Al RIRAL 3
FOEBAIENGEND, ZIHITOEDFEITE L, ORI E %5 Fr 2NN
O EFIITWE SN QDT I LRSS,

WO AT AT EI LB E S QL Ic ks D, FlZiE, OkoF
7ol E N EOTHEE 2 AP, Fo i3l S TGRS NS, #0E X
DN DT ST DEO0BEIEND, Bl 2L, mRIEMIEE £ 3R
NG = AT V(T SURT U AT U AT TV, AL A
fig, 7OV UREAT IV RVARTF U AT )L SR T UFREAT L AT TR
TAT I AVARTEAT V) nyA (VY ny | vl ) | RHETEE
A (RVAHF =T L TN E—T N ERT AT V) | @7 va—n (85 )
— )L AT TINT )va— b BRATTILT )va— V5 L) as il (AT LR
St | RAWKEIR CBUKT B AT BI RERT U SR T T 4
VY PV a— (= F L) a—u VeSS a—L el ) a—
b, R)=F Lo rVa—u v rad— V) P (el AV —7 0, ZEil
VT VRN B RT3, IREEI, R7D T A7 TR (K R
A DSABGIERD BTN DE DB E/ T2 L L2 RS L THVWbRD, 5
(o PRIA PRAEA, ZCEARAD UL, A BAIEEZ S A THTHIY,

VRN AFNE I ST I s D, B2 R, OkoF
T E N EOTEME B 2 FEAN R S S CRtEn D, 7V BRI AT D0
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WEH S TODHONBRITND, FIAIE ASR T va— (g )—v AV
e LT ILa—)LVEE) OB ARI (BIVRF AT L)L a— A bRad%y T L)L
o—A bRapd 7o tilan—A o9 Eran—R%) Rl (M) o=Z ) —)1
TV VAT NV T V) iR A (B AT T R 2T 7))
T— V) AT LFA, K RIEEEA 2 SUBh IEAIDH TN A O B E 2 132
UL EZRA L THWSND, EBIZ, IRAFEA PIRILA, A/AIFEZZ A THTH
Fu,

70— AFNEAAMEI T B FE S QO Ic s s S, iz, 0k
FrTE N EOTEWEYE 2 KA 2 i3 b S TRidEN D, 7V — 20
FNZAFHONTIEE M HINTODHOLEITND, Fil 21X, mkiEE A
T AR T Vm—b | BRAVKESR, 7 va—n (a7 Ya—u 1, 3—
TFL )= V) BT 3 (2= K IVT )= B E ) — V) |
HALA RV A mF Lo 7 e —5 VR, BN = A7 VHAE) | K, WY
TEEER, 2> SABGIEAILE TN DG DR ET X 2F L, E2RAG L THWSND,

(L ORI DURAEA, A BANFEZZ AT THE,

BATANTA TN EI @ E EHIS TG IZ IV EEND, FilziE, O&DF
7ol E N EOTRHE 2 BN RS, SO &L SRR LI IE S A L T
REEND, AT EANTA TN DDV T E H SN THDHDO0BEIIND, Bl 2T
PR CRY T 2V RIE = Ve nI Ry TIETE L T BT A
F e —25%)  REAIURFE, 708D 7ae b7 a— L5 | SRl (
AV WAVRIER, VT AN D I =T RD L) K BB R G
Al DS ABTIEADGRITN DS OB FI- T 28D, ERREL THOWLILS, &6

(L ORI DURAEA, A BANFEZ S A TOTHEN,

REATANTA TN EIZ @ E A S TG 2GS D, FilziE, O&DF
7o E N EOTEEE 2 SN St SCRpR RITRIE A L CRLEEND,
REATATHEANT AN BH O NTE L HEN TODE OB IIND, BilZIL, &5
FHAN AR EARIENIER A AE T AL S A DRI DS O E
[T2FLL EZRA L THWOND, SHIT, RAFAL SilEA, 45 FAS2 5 A TN



WO 2008/016006 PCT/JP2007/064893

[0344]

[0345]

[0346]

[0347]

[0348]

[0349]

133

THEu,

V= A MNEA A E Tl i i H ST a s i kil s g, filz L, Ok
SEFITFNLL EOIEHMAE K, Tra— L (2F ) — )L R F L) a— L
) ke IE, 7Dy e FUARAL BREE A DRIEN DS O B E
TR 2RELL BlCysfig, B Fi- i3 b S GRS NS, SHIT, BRAFA, Prlg{bAl
EBEAEE S A TOTHEN,

WA WMAA, BEOAT L —AE, — AN SNDARA LM fii
Vit B L7 N R o sy P e o R d o W L 57 1] N 1 bl o O [y AP O
I EET T BBHONNEY RO LR E R E AL TOTH LI,

FERR B G- DOT=b OTER AL LT, T RTOERAZE 74, miiAlEb e a9
Do BIZAE P ~OTEFFA, ST ~OIEFHA, F NA~DTEERF, BRI~ 15
A, FRI ~OVES A, MERE N ~DVES A, Fr i ~DO R A, il RN~
B, BRI~ i A 5 2 e,

R A G- D7D DR ANE LTI, T, REEHE . FLIEBH IS L O IR AN %
fig E 71 IRE L THW D EEOERAZ 535, AN 0L D>FITENL
FOTEVEW B 2 AN SR IR E I A LS E TV LS, AL T, iz i
CERFZRRK, ARAUK, B, e ) a— R)EF L) a—
o BB )= DI T A= FAERBLOENLOMAEDERHVLND, &5
(2 DOVEFHANE, REA, VFRABIA (7 IV EI i T ARGE R TR L —
80 CBrdak Pt ) <) | RRdm b, AL A, B LA, AR A PRAr Al 2 AT
ThE, ZNHIERHE LRSSV TRIE T 20 BB FE I > TSNS, F
T DA, B2, HORS R A RS L | 2 O AN M B s L O
N AR K ET I OTE AN L TR 35228 TE D,

FERE A G- 0720 D FHRANTIEL, RARHE  REE S RWE LR IR FHIRE
VA AR R L ORI E Y G D,

CNHORIRFNI A O I EIHEC TREN S, Fl21E, OE>FEiTEnll b
OTENEWE Z AN, B £ TS TV OIS, SIRAOEAIEL T
VL B PRERE TR AP EIEK | DO ARG E T T R KM
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Al (B2 0L, EI5E) S B LOZENLOMAGOERHVLNDS, MIRANL, ik
fEA AL T PID L I 7V BY %) | AREA LA (VT )Y A JERS D L5%)
 PUETEPEAEA GRUY )L —180 (Bidh A1) AT T VARV A 140, RIA
F L e~ UNE) | ZECAN (T = T N Y A =T Mg RIY L) |
BERE A (ALY ramm b 55 S BTG UGl BB L TH A
TWTHEW, 2O TRICEWTIRE T 570, BE BRI TGRS
5, F-MEORBRA, B2 0X, BUETERn RS L | F o AR R X
HHE R O PR FE RUK E7 T DN L TR 2288 TE D,

R OB H-OT2 D O AANELTiE, =7 my LAl AT KA E7 1 E A
WEAIDS G FAv, YA R AN T HIRFZ K E 72 oD 3 > 7 SR T i 7 1 3R
BSETHEHT OB THTHLI,

ZNHDOW SN AT D S EIZHEL TlRlES D,

Bl ZE W ATEAN OG- A I, DA A~ amg b RTRU4E)
(Al AR LA (VT ID L BERE T MY L5 | SR Al (b T RD A i
TRV BRI (DR e =R~ —25) | W A5 2 4 B TS U C
RS L TSN D,

W N RBN OB, BIRAN (AT TV BB L OZOR%) R EHI(T 7
> T RANAE)  WIEA (FLBE, Brm—25) (e, BiA (k<o
D= b ARG IR TS Gl IR R L TS S,

W AR A E e -3 DB Il E s (7 b~ A — X774 —) B3l &
v, WA AR Z 8 G- D0 & A AR A& G i s h s,

R NGO Z DO E L THE, O LD FITZ L EOTHEIEYE %
G EIRICEVALT SNAEIBNE G- D7 DR, BEORENERE D= D
) —FEREEND,

AZEIU B DM AT DOWTLL FIRT,

ARIE R ICHWAL A4 T, —RAICIUPACO BRNZHEL TR 217729
AL a—F 7175 5 ACD/Names S F CEGRIGEE, Advanced Chemistry Develop
ment Inc.t:3) 2 D70, T2, IUPACMHAIEIZHEL Tk LT=hoTh D, il
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21T, R (DICBNTARAIZ Y — LB THY, BRA RAIZ Y — LB THY,
EDAT L IETOY, EDAT L T, GA3—CH —CO— Gk, Z=liz st
A DPELTDHHDET 5, ) THY, RIPATLIETHY,

(k78]

HaC

CH

4—6.11 c@ B e N\
(AN,

(Frp | EMEDORANIGERE G T 525 £DT,)
THHEW. 7725,
[{k79]

[\

HK /N
\[ _CH

N

%)
o]
<\/Nv/4

D\/—\—/N ’ CH;y

TRENAEEWIE, 1—(IH—AF Y — L —2— (L) —N—({1—[2— (8— 1Y
TFN—2, 8=V THAER[4. 5]TH—2—A/N) —2—FF /T )] —1H—A
IFS = 2— VAT L) =N — AT L AF LTI S fd Sz,
I DLhH

AR EWIL, CXCRAFEFUEMZ A 95280305 CXCRADE G- D58,
T OHCXCRANMTEMZE RO TRIB L O/ 2R AE L THHTH D,

AFEIUCAWIE, BIVER (B 20X, VA RERE) DUAZ MK, EGIT/ AR AR /)
W2 | BIEROYAY B3 D Gh RIS TD, Fiz, Znb0bi
7RIy U ARG T B O BRIE S S B S, D3 DR O R
RHEBEICID AWM ET G~ FZITERENDLDTH D,
I D720 D it RO HE

LUF ., RGN Lo TASIAZ G 323, AREHIZZNSIZIRESNAHOTIE
AN

I NI TT7 42X O E AT, TLCIOREN TSy a N OVERIL, 5



WO 2008/016006 PCT/JP2007/064893

[0361]

[0362]

136

U7V MV 7o 1 e B A 7R L L BIE LR e e R b9,

NMR/IZ, 300MHzD HNMROPIEE THY , NMROFE AN RSN TND A
SN O BIE WETAEH U722 R L T0D,
a1l =T (2—FR A —1H—AIFZ ) — )L —1—A)L) T EH—h

1TH—AIZ =)L —2— T 7L T ER (2.0 g) DN—ATLERIVR L (25 mL) %K
ZIREEHID (2.9 g) T )L raa7wa—1 (6.7 mL) ZIA T, ZOREE =R
TOREEIFLHR LTz, SORIRIZIK (50 mL) &N % 7=, K@% FEfg = v c2lafhiiLiz
o AHIEZ GO TR AR T L, SRR T MY A TR LTz, B KR
T NY L% AR AR A NG LTz, R E S U v ra~ 57 1 —
(n—~F o FEETT L =60:40—0:100) THRL, 2L FOYEEE A9 DI
FEEAW (2.9 g) 2157,
TLC:Rf 0.54(7murF i AZ )— )L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 1.30(t, J=7.2 Hz, 3HD), 4.25(q, J=7.2 Hz, 2H), 5.14(s, 2HD), 7.15
(d, J=0.9 Hz, 1H), 7.33(d, J=0.9 Hz, 1H), 9.79(s, 1H),
FHEH2:N, N=TAF )L —2—[(ATFNNTI)AF V] —1H—AIF Y —/L—1—
AJVIR T IR

2—7RNUL—N, N=VAF L —1TH—AIF Y — L —1—ZLRTIR(1.0 g) &
AF VT I (665 mg) 0O 1 Y%l — 2 7um A2 R (16 mL) (TR =T /L7
W (LAmL) TR A =T B REERUR (1.3 g) 22 T2, SOGIEE IR T5
WL U 72, BOGTR IS K 58 7~ R KK (50 mL) 2% 7z, K@z
yanAy TR U, AHEE AW TR E A TR L MRS TR
UL TR U, BEKARIE T N L% A5 | A B2 TG L, R
VBTN T T — (BT L AF ) —/L=1:0—7:3) THRL, LLFD
WVERE A9 DI LS4 (500 mg) 215972,
TLC:Rf 0.42(F7murFrAZ )— )L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCIS): 0 2.44(s, 3H), 2.90(s, 6H), 4.02(s, 2H), 6.99(d, J=1.2 Hz, 1H), 7.
24(d, J=1.2 Hz, 1H),

[0363] FEhapl3: =T C—{[{1—[ATFNLTI)) AR=L]—1H— A% —)L
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—2—ANNAF ) (RAF V) TIIAF N —1TH—AIF Y — )L —1— (V) T EF—
I

S 1 TH LA AW (1.0 g) EEMBI2 TE L 72LEH (370 mg) D1 %HE
2 —N, N— AT LAV AT IR (5 mL) EHIC T Y A =7 B RS RaeRUR (53
9 mg) ZMA T2, BRI TR LTz, BOSHRITEIT R E K FE TR 4
KW (20 mL) &N 27z, K@ E2EEg =T /L 2RI Lz, AR %25 T
FRfafn Ak T L . MKAEEE R D A TR LU T2, BOKEREE ) ND 2% AF
BB TR LTz, RIEZ VSN < N T7 4— (n—~F i
T =4:1—0:1) THERL, LI FOMEEE R T HEEA Y (554 mg)a 15
77,
TLC:RI 0.26(F7REAF L AL )—/L:28%7 8 =77K=90:10:1) ;
NMR(CDCL): 6 1.26(m, 3H), 2.27(s, 3H), 2.84(s, 6H), 3.79(s, 2H), 3.81(s, 2H)
, 4.15(m, 2H), 5.01(s, 2H), 6.87(d, J=1.5 Hz, 1H), 6.95(d, J= 1.5 Hz, 1H), 6.99(m, 1
H), 7.24(m, 1H),
FhEBI4: (2—{LU1—[(AFATI) ANVAR= N ] = 1TH—AIF Y — L —2—A
JVIRAT L) (AT ) T ]ATF )V —1H—AIF ) — )L — 1 — A V) liflg

FHa 3 THRLIZALE ) (550 mg) DAZ /—/1 (3 mL) THIZ2N — K g b7 R
U LIKIRHR (1.5 mL) 2N %, BOSHZ SRR CUREIB R L 72, BOGIRIZ 2N — K (
1.5 mL) Z A Te, RO Z T T isfE LT, b e =y ) — RS % 5
WILTz, AIRE T TIAEL . LU O EEE A 3 IR A9 (522 mg) Z15%7-,
TLC:RI 0.01(F7mmAF AL ) —/L:28%7 8 =77K=90:10:1) ;
NMR(CD OD): 6 2.36(s, 3H), 2.91(s, 6H), 4.04(s, 2H), 4.05(s, 2H), 4.86(s, 2H
), 7.08(d, J=2.1 Hz, 1H), 7.38(d, J= 2.1 Hz, 1H), 7.42(d, J=1.5 Hz, 1H), 7.47(d, J=1
.5 Hz, 1H),
Fha4 (1) :4—[C—ALHU1 =L TATFNATI) AVFE= N ] —TH—AIF ) — )b
—2— (LI RATFIL) (AT L) TIIAT IV —1TH—AIFZ Y — b — 1 — A IL) AT L]
e R

EHILIZBWT, =F L Zaa7d —roRb0Iizd— AR LR =L —
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VN aIRE AV CERIBI 1 — S H] 3— FEHEF A& R OBREZ TV LR O
WA DR L S E AT,
TLC:Rf 0.1(Zmmad/Lb: AZ ) —u:28%7 2 E=77K=80:10:1) ;
NMR(CD OD): 6 -2.21(s, 3H), 2.88(s, 6H), 3.73(s, 2H), 3.86(s, 2H), 5.41(s, 2
H), 6.98(t, J=1.8Hz, 1H), 7.03(d, J=1.8Hz, 1H), 7.15(d, J=8.4Hz, 2H), 7.17(t, J=1.8
Hz, 1H), 7.45(d, J=1.8Hz, 1H), 7.94(d, J=8.4Hz, 2H),
a5 tert—7 I 2—[(2—{[{1=[ (AT INTI)) Ak =]—1H—A
IEY I —=2— AV RATF L) (AF ) T JAF U —1TH—AIF Y — /b —1— AV
)TET ] =2, 8= THARE R[4, 5]F B —8— MNVARFTT—h

FREHIATERRLIALEW (522 mg) Ltert—7 T/ 2, 8= T A R[4, 5]F7
B —8—HILARFLT—h (346 mg) DN, N— AT LAV LTIR (5 mL) IEHRICN
, N=U A7 mered L 7(0.38 mL) EN, N, N', N’ —F h7AFLym=ry
LAFH T ARAT 2 — bk (HATU) (674 mg) &N % 7, BOGZ 51 C 1R
PRUTz, BOGHI AR IR |8 /K58 5 N 2K BRI (20 mL) &N % 72, K & HEfE =5
U2 Uz, AHIEZ G o8 TR AR K TR L BOKETRE ) R AT
BaLTz, BORGRER T N D D AR LT AT MR L7, Rk a2 U
TN T7 4— (= ~F iR Tl =4:1-0:1) THEL, LT
VEEZ A 3 D51 (656 mg) 24572,
TLC:Rf 0.13(F7murF i AZ )— )L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 1.46(s, 9H), 1.54(m, 4H), L.78(t, J= 7.2 Hz, 1H), 1.89(t, J=7.2
Hz, 1H), 2.24(s, 3H), 2.86(s, 6H), 3.37(m, 5H), 3.59(m, 3H), 3.73(s, 2H), 3.80(s, 2
H), 4.96(s, 2H), 6.88(m, 1H), 6.93(m, 1H), 6.95(m, 1H), 7.23(m, 1H),
FaF6: 1 —{1—[2— (2, 8—YTHRE R[4, 5]FH—2— (/L) —2—AFV/ =T
FNL]—1H—AIFZ ) — )L —2— AL} —N— (1H—A3IF V' — )L —2— ()L AF L)
—N—AFILAZ LTI

FEHa 5 TH R LIAL A (656 mg) D2N —Hif (5 mL) ¥ 2 80°C T2 MH
FRUTo, IR AN BOSHRZAIE MR LTz, BEE U N ra<h757 ¢
—(NHS A, P7manRrF A% )—/=10:1—5:1) THRL, UL FowtEz24
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IO A (404 mg) 24537,

TLC:Rf 0.18(AZ/—)L:28%7 - F=7 /K=10:1) ;

NMR(CDCL): §  1.52(m, 41, 1.79(, J= 6.9 Hz, 11D, 1.90(t, J=6.9 Hz, 1H), 2.2
8(s, 3H), 2.81(m, 4H), 3.30(m, 1H), 3.38(m, 1H), 3.43(m, 1H), 3.48(s, 2H), 3.57(m,
3H), 4.75(m, 2H), 6.98(m, 3H), 7.04(m, 1H),

Fhpl7:1— (AH—AIFY — L —2— (L) —N—({1-[2— (8—AY/TTF/L—2
, 8=V T YRE R[4, BITH—2—A)V) —2—FF/TF )] —1H—AIF YV —/)L
—2—ANNATIV) =N —AFJVAZ LTI

[{k:80]

.
.y

HN

FHBI6 THERLIZALE Y (80 mg) &2 — AT /L7 3G —1 (39 1 L) ZRWT,
FRaBI3EFRRDOERAFEEATV N, LU O Z A3 Db A4 (T8 mg) 24572,
TLC:Rf 0.53(F7muArF i AZ )— )L 28%7 L E=7/Kk=80:10:1) ;
NMR(CDCI): 6 0.85-0.92(m, 6H), 1.50-1.95(m, 7H), 2.04-2.10(m, 2H), 2.14-
2.50(m, 4H), 2.28(s, 3H), 3.25-3.61(m, 8H), 4.74(s, 2H), 6.92-7.05(m, 4H),
FEa 7 (1) ~FHal7 (6) :

FHEB 3TN T, FHBI L THRLIALBE ORI Y 27 LT ER{bA
Wa FHNT, SEHREI 712880V T, 2— AT L7 X — )L ORI Y 95 V7R
=IAC B W T, I B 3— SN 14— T 1 5— St 1] 6 — SNt 51 7 & AR
DOEAEEATV BLUF OAFEIUL S a2,

FHEH7 (1) 1 —{1—[2— (8= Za~"FI L —2, 8=V T WA 1[4, 5]57H—
2—A)) —2—FF/TF )] —1H—AIFY —/L—2— ()L} —N—(1H—A(IF
— IV —=2—A)VAT V) = N—=AF VAL T I

TLC:Rf 0.45(7murFrAZ )— )L 28%7 L E=7/Kk=80:10:1) ;
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NMR(CDCIS): 6 1.00-1.34(m, 6H), 1.50-1.94(m, 10H), 2.28(s, 3H), 2.21-2.68(
m, 5H), 3.23-3.60(m, 8H), 4.70-4.77(m, 2H), 6.93-7.05(m, 4H),

FERFI7(2) :1— (IH—~_ I AIFZY — )L —2— L) —N— ({1—[3— (8— 1V
TFN—2, 8= T AL R[4, B]TH—2—A/) —3—FF /T u /]~ 1H~—
AIE ) =) —2—A NN AT IV) = N—=AF IV AZ LTI

TLC:Rf 0.29(7muAZ L AF )—):28%7 =7 7/K=90:10:1) ;
NMR(CDCIS): 6 0.85-0.95(m, 6H), 1.50-1.90(m, 7H), 2.06(d, J=7.2 Hz, 2H), 2.
30(s, 3H), 2.18-2.50(m, 4H), 2.76-2.85(m, 2H), 3.21(s, 1H), 3.38(s, 1H), 3.46(t, J=
7.2 Hz, 1H), 3.59(t, J=7.2 Hz, 1H), 3.70-3.75(m, 2H), 3.80-3.85(m, 2H), 4.38-4.46
(m, 2H), 6.96-7.05(m, 2H), 7.18-7.26(m, 2H), 7.54(m, 1H), 7.73(m, 1H),
FERaB7(3) 1 — (IH— U AIF— L —2— (L) —N—[(1—{3—[8— (1—
TFNTEEN) =2, 8=V T R R[4, 5T H—2—A/V]—3—FF /L)
—1TH—AIF Y =V —2—AN) ATF V] =N—AF )L AZ LTI

TLC:Rf 0.29(7muAZ L AF )—):28%7 =7 7/K=90:10:1) ;
NMR(CDCL): 6 0.89(t, J=7.2 Hz, 6H), 1.20-1.85(m, 10H), 2.15(m, 1H), 2.30(s,
3H), 2.34-2.58(m, 4H), 2.81(t, J=7.2 Hz, 2H), 3.20(s, 1H), 3.38(s, 1H), 3.45(t, J=7
.2 Hz, 1H), 3.58(t, J=7.2 Hz, 1H), 3.70-3.74(m, 2H), 3.80-3.85(m, 2H), 4.38-4.46(
m, 2H), 6.97-7.04(m, 2H), 7.18-7.25(m, 2H), 7.54(m, 1H), 7.73(m, 1H),
FhEBI7(4) :1— (IH—AIF )= —2—AL) —N— ({1 —[3—(8—AVT T/
—2, 8=V THYRE R[4, 5]FH—2— (/L) —3—AF/ T’ V] —1H—(F
— =2 — AV AF L) —=N—AFJLAZ LTI

TLC:Rf 0.30(70mAZ  AZ )— L 28%7 =7 /K=90:10:1) ;
NMR(CDCIS): 6 0.88-0.92(m, 6H), 1.50~1.84(m, 7H), 2.03-2.10(m, 2H), 2.16~
2.30(m, 5H), 2.35-2.51(m, 2H), 2.78(t, J=7.2Hz, 2H), 3.17(s, 1H), 3.33(s, 1H), 3.42
(t, J=7.2Hz, 1H), 3.53(t, J=7.2Hz, 1H), 3.58-3.63(m, 4H), 4.36(t, J=7.2Hz, 2H), 6.9
6-7.10(m, 4H),

FhaB7(5) 1 — (1H—AIF ) —)L—2—A)L) —N— ({1—[4— (8—AVTF )L
—2, 8=V 7R R[4, 51T H—2—A)V) —4—FF VT TV ]—1H—AIF
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— I —=2— AV AT IV) = N—AFJVAZ LTI
TLC:Rf 0.30(F7muAZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): § 0.88-0.92(m, 6H), 1.50-1.85(m, TH), 2.02-2.10(m, 2H), 2.12-
2.50(m, 11H), 3.17(s, 1H), 3.32(s, 1H), 3.41(t, J=7.2Hz, 1H), 3.46-3.62(m, 5H), 4.1
0(t, J=7.2Hz, 2H), 6.92(m, 1H), 6.95-7.08(m, 3H),
FhEFI7(6) :1—(IH—AIF V) — L —2— (L) —N—[(1—{4—[(8—AVTF
=2, 8=V T PR R[4, B]TFTH —2—A/N) IRV RV V= 1TH— (X
=2 AN) AT IV ] = N—AF W AZ LTI
TLC:RI 0.35(ZRmis/Ll: AF )—/L:28%7 L E =7 7K=80:10:1) ;
NMR (DMSO—D ) : § 0.81(dd, J=13.8, 6.6Hz, 6H1), 1.34-1.59(m, 4t1), 1.59-1.8
2(m, 3H), 1.84-1.98(m, 2H), 1.98-2.17(m, 4H), 2.16-2.44(m, 3H), 3.17(s, 2H), 3.34
-3.58(m, 6H), 5.17-5.31(m, 2H), 6.67-7.14(m, 5H), 7.15-7.24(m, 1H), 7.34-7.51(m
, 2H), 11.59-12.20(m, 1H),
FHEH8:1—[3— (5, 5= AF /N —1, 3—UAFHr—2— (L) 7ue /L] —1H
—AIF ) = —2—H LT ER
ITH—AIFY = —2=J1/L VLT ER(1.0 g) £2— (83— 7 2ET HE /L) —5, 5
—VAFN—1, 3=VAFH (5.8 mL) B HWTEMHF 1 & FEEOEIFEZITV, B
O E AT ORI LA (2.53 ¢) Z1%7,
TLC:Rf 0.56 (FEfg=/1);
NMR(CDCI): 6 0.72(s, 3H), 1.24(s, 3H), 1.68(m, 4H), 1.92(m, 2H), 3.41(m, 2
H), 3.58(m, 2H), 4.42(m, 3H), 7.17(d, J=0.9 Hz, 1H), 7.26(d, J=0.9 Hz, 1H), 9.80(s,
1H),
I :2—{[({1—[3— (5, 5=V AF L —1, 3—VFFHhr—2—AN)/rt
W —1TH—AIF — )L —2— AL} AF L) (AT ) TI]AT L —N, N—IAF
J—1H—AIZY — /L —1— AR T IR
Ffa 2 TH L2 b A8 (500 mg) & FEMHIS TH L7 kG4 (867 mg) &
TIHNEHI SRR OERAEZAT N LU T DY A 3 DA L 54 (924 mg) &5
77,
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TLC:Rf 0.43(F7murF i AZ )— )L 28%7 =7 7Kk=90:10:1) ;
NMR(CDCL): 6 0.71(s, 3H), 1.17(s, 3H), 1.62(m, 2H), 1.82(m, 2H), 2.29(s, 3H
), 2.85(s, 6H), 3.39(m, 2H), 3.58(m, 2H), 3.76(s, 2H), 3.85(s, 2H), 4.01(t, J=7.5 Hz,
1H), 4.40(t, J=5.4 Hz, 1H), 6.87(d, J=1.8 Hz, 1H), 6.91(d, J=1.8 Hz, 1), 7.01(d, J
=1.8 Hz, 1H), 7.23(d, J=1.8 Hz, 1H),
FERaB10:4— (2—{[(IH—AIZ Y — /L —2— A )LATF L) (AF L) T IAF L}
—1H—A3IFZ =) —1—A)) T ZF—)L

FHEBI9THA R L2 LA H (300 mg) DT &R /7K (1.5 mLL/1.5 mL) #iRIZp— b
JU L ZOVTR T KT (34 mg) BN AT, SOGHEZ ARERIRTE FRERL-, SO
WA ERICm A% AK (20 mL) 2N A 7z, KIgEFER =T /L c2iit Lz, K
FF R K S8 T MU LK VEHK (20 mL) 2 A 7z, K% 7mm Az el
oo ¥URRAZ G E S DT TRMAEK THEL, MKREE TN D LTz LT
o BIKWEIE TR Lz HRIUT 1% | ARSI BLAJE T IR L7, s 2952 L
I LA OV Z A3 DR LG4 (30 mg) 24572,
TLC:Rf 0.11(7murF A% )— )L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCIS): 6 2.14(m, 2H), 2.34(s, 3H), 2.52(t, J=6.6 Hz, 2H), 4.06(m, 2H),
5.52(m, 4H), 6.94(s, 1H), 7.04(m, 3H), 9.76(s, 1H),
FHEFIL tert—7 T 2—[4— C—{[(IH—AIF V=)L —2—A)LAT L) (X
FIV)TI]ATF N —1TH—AIZ — )L — 1 —AL) TTIL]—2, 8—I 7 H AR =]
4. 515 B —8—HILARFTT—h

FHEHI10TE LI (250 mg) Ltert— 7T 2, 8— T T H A R[4, 5]
TR —8— AN AF LT — R (230 mg) & N THFEHISE AR DA EZA TV, BIF
DY ZAT I DR E W) (183 mg) 2437,
TLC:Rf 0.35(7murF i AZ )— )L 28%7 L E=7/K=50:10:1) ;
NMR(CDCIS): 6 1.45(s, 9H), 1.53(m, 4H), 1.63(t, J=6.6 Hz, 2H), 1.80(m, 4H),
2.37(m, 5H), 2.55(m, 2H), 3.31(m, 2H), 3.39(m, 2H), 3.51(m, 4H), 4.00(t, J=7.2 Hz,
2H), 6.94(d, J=1.2 Hz, 1H), 7.03(m, 3H),
FfEE12:1—{1—[4— (2, s—Y 7 ¥ R[4, 5]FH—2— (/L) 7FL]—1H
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—AFY =) —=2— AN} =N—(UH—AIFY =)L —2— ANV AT)L) =N—AF )L
ABL T

FEha B 11 TERRLTZALE Y (183 mg) DAZ ) —)L (1 mL) THIZAN — Hifb K3
1, 4= F % (1 mL) ZINA T, BOSHZ SR T2 I L7z, BOS A 80T
NEAR LTz, BRI A SN b T T 40— (NHY U | R =TV A% ) — )L
=10:1—5:1) THRL | DL FowMiEZ A+ 588 LAY (150 mg) 2157,
TLC:Rf 0.02(F7muAFrAZ )—)L:28%7 L E=7/K=50:10:1) ;
NMR(CDCI): 6 1.50(m, 4H), 1.60(m, 2H), 1.84(m, 4H), 2.36(m, 5H), 2.42(m, 2
H), 2.56(t, J=6.9 Hz, 2H), 2.78(t, J=5.4 Hz, 4H), 3.52(m, 4H), 3.99(t, J=7.5 Hz, 2H
), 6.93(d, J=1.2 Hz, 1H), 7.02(d, J=1.2 Hz, 1H), 7.04(s, 2H),
FhEFI13:1— (IH—AIFY = —2— () —N—({1—-[4— (B—AVTF )L —
2, 8=V T AL R[4, BT A —2—AN) T FN]—1H—AIF Y —/L—2— A/}
AF ) —=N—=AFJVAZ LTI
[{k81]

\

HN /N
\[ _CH3

N

@N)

D@Nfcm

FRaBI1 2 THARRLIAL G (75 mg) E2— AT /LT 12/8F—)1 (36 p 1) ZHNT
SNt 5 3E [RIRRODERAEZATV N LU T OPEI A A T DAL &) (66 mg) 21572,
TLC:Rf 0.60(7muAFAZ )—)L:28%7 L E=7/K=50:10:1) ;
NMR(CDCL): & 0.88(d, J=6.6 Hz, 6H), 1.46-1.90(m, 11H), 2.03(d, J=T.2 Hz, 2
H), 2.20-2.46(m, 11H), 2.52(t, J=6.9 Hz, 2H), 3.51(s, 2H), 3.52(s, 2H), 3.99(t, J=7.
2 Hz, 2H), 6.93(d, J=1.5 Hz, 1H), 7.01(d, J=1.5 Hz, 1H), 6.98-7.10(m, 2H),
Fehui13 (1) ~ S 13(7) :

FEEHINZF T, T2 THRRLIAL G ORI Y 757 LT ER{bE
W% FHiBIS TARLIALAHORDITH Y 357 AL A WE AV, SHIZHE
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faBil 131238 T, 2—AF LT T — L DOV L T L0 VR = bWz
FAVNT, SR 9— 520 511 10— FE R 11— T2 il 1 2— S5 1 3L Rk O E%
110N, BLF ORI EMETRTZ,

FERaF13(1):1—{1—[4— (8—I7m~Fi L —2, 8—U7Hxt'r[4. 5]5H
—2—AMW)TFN]—1TH—AIF)— L —2— (N} —N— (1H—AIF ) — )L —2
— ANWAF L) = N—AFIVAZ LTI

[{k82]

HN N

#
\E _CH;

@N)

X
TLC:Rf 0.58(F7muAFrAZ )—)L:28%7 L E=7 /K=50:10:1) ;
NMR(CDCL): 6 1.00-1.32(m, 6H), 1.46-1.68(m, 10H), 1.70-1.92(m, 4H), 2.18
-2.55(m, 14H), 3.51(s, 2H), 3.52(s, 2H), 4.00(t, J=7.2 Hz, 2H), 6.93(d, J=1.5 Hz, 1
H), 7.01(d, J=1.5 Hz, 1H), 6.98-7.10(m, 2H),
FhEF113(2) 1 —(AH— Y (IFZ)— L —2—A/L) —N— ({1—[3— (8—A(V
TFN—2, 8= T PR R[4, 51T H—2— /) SRV ] - 1TH—AIF V) — /L
—2—ANNATIV) =N —AFJVAZ LTI
TLC:Rf 0.26 (71 AZ L AZ )—)L:28% 7 =7 /K=90:10:1) ;
NMR(CDCL): 6 0.86(d, J=6.6 Hz, 6H), 1.45-1.82(m, TH), 1.93-2.04(m, 4H), 2.
20-2.32(m, 4H), 2.40-2.50(m, 7TH), 2.66(t, J=7.2 Hz, 2H), 3.57(s, 2H), 3.78(s, 2H),
4.00(t, J=7.2 Hz, 2H), 6.92(d, J=1.2 Hz, 1H), 7.03(d, J=1.2 Hz, 1H), 7.20-7.30(m, 2
H), 7.48(m, 1H), 7.77(m, 1H),
FhEFEI13(3) 11— (IH—~_ YV AIF Y =) —2—A)) = N—[(1—{3—[8—(1
—ZF T aeN) —2, 8T AR R[4, B]F A —2— (/L] eV —1H—
AT =)V —=2—AN) ATV = N—=AF )L AZ LTI
[1k83]
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HN \/N

L AHy

@J

\/\/NC\C\N T
L

CH3
TLC:Rf 0.22(F70mAZ L AZ )—)L:28%7 =7 /K=90:10:1) ;
NMR(CDCIS): § 0.87(t, J=7.2 Hz, 6H), 1.18-1.80(m, 10H), 1.92-2.15(m, 3H), 2
.30-2.50(m, 11H), 2.66(t, J=7.2 Hz, 2H), 3.57(s, 2H), 3.78(s, 2 H), 3.99(t, J=7.2 Hz
, 2H), 6.92(d, J=1.2 Hz, 1H), 7.03(d, J=1.2 Hz, 1H), 7.18-7.30(m, 2H), 7.47(m, 1H)
, 7.75(m, 1H),

FHaBI13(4) :N— T —1—(IH—AIF Y — /L —2— A1) —N—({1—[3
—(8—AVTFN—2, 8=V T VA R[4, 51T H—2— (/) T rEN]—1H—A
IF = 2= A IV AT V) AZ LTI

TLC:Rf 0.24(F70mAZ L AZ )—)L:28%7 =7 /K=90:10:1) ;
NMR(CDCIS): § 0.88(d, J=6.6 Hz, 6H), 1.46-1.92(m, 9H), 2.03(d, J=7.5 Hz, 2H
), 2.20-2.35(m, 8H), 2.47(t, J=6.9 Hz, 2H), 3.48(s, 2H), 3.63(s, 2H), 3.67(s, 2H), 3.
90(t, J=6.9 Hz, 2H), 6.92(d, J=1.2 Hz, 1H), 7.00(d, J=1.2 Hz, 1H), 7.05-7.14(m, 2H
), 7.25-7.42(m, 5H),

FEhiF13(5) N—~ P —1—(1—{3—[8—(1—=F /L7 ur’ /L) —2, 8=
FTHRER[4, 5]1FH—2—AN] et — 1TH—AIF ) — L —2— (L) —N— (
1TH—AIZ =)V —2—A VAT N) AZ LTI

TLC:Rf 0.26 (7B AZ L AF )—)1:28%7 - E=77/K=90:10:1) ;
NMR(CDCL): 6 0.88(t, J=7.2 Hz, 6H), 1.20-1.90(m, 12H), 2.11(m, 1H), 2.20-2
.30(m, 4H), 2.32-2.45(m, 4H), 2.47(t, J=6.9 Hz, 2H), 3.48(s, 2H), 3.62(s, 2H), 3.67
(s, 2H), 3.90(t, J=6.9 Hz, 2H), 6.92(d, J=1.2 Hz, 1H), 7.00(d, J=1.2 Hz, 1H), 7.04-
7.14(m, 2H), 7.22-7.42(m, 5H),

FEhap13(6) :1—(IH—AIFY —L—2— (/L) —N— ({1—[2— (8— (VT F
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=2, 8=V T AR, 5] T —2—AN) =T V] —1H—AIF Y —/L—2—
AN AT V) =N —= AT JLRAZ LTI
TLC:Rf 0.19(F7muRrZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCI): 6 0.88(d, J=6.6Hz, 6H), 1.50~1.70(m, 6H), 1.78(m, 1H), 2.03(d,
J=7.2Hz, 2H), 2.22-2.38(m, 4H), 2.31(s, 3H), 2.43(s, 2H), 2.62(t, J=7.2Hz, 2H), 2.
81(t, J=7.2Hz, 2H), 3.57(s, 2H), 3.61(s, 2H), 4.07(t, J=7.2Hz, 2H), 6.96(d, J=1.2Hz,
1H), 6.98(d, J=1.2Hz, 1H), 7.02(s, 2H),
FERaB13(7) 11— (IH—AIFV' = —2— A1) —N—({1—-[3— (8—AVTF
=2, 8=V T A R[4, 5]T AN —2—A/N) RN ] —1H—AIF Y — /L —2
— AN ATFI) = N— AT IJVAZ LTI
TLC:Rf 0.18(F7muArB i AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.50-1.83(m, 7H), 1.70-2.06(m, 2FD), 2.
03(d, J=7.2Hz, 2H), 2.20-2.38(m, 4H), 2.34(s, 3H), 2.38-2.45(m, 4H), 2.58(t, J=6.9
Hz, 2H), 3.51(s, 2H), 3.56(s, 2H), 4.00(t, J=7.2Hz, 2H), 6.91(d, J=1.5Hz, 1H), 6.99
(d, J=1.5Hz, 1H), 7.00~7.08(m, 2H),
Fhaf14:1— (B—{[tert =7 F N (AT ) VLA FT 7 mE L) —1TH— A
B )b —2—J LT R
FEHaB 1B N, =T rrar7eF —hoOMIZ] —tert— 7 FILT ATV
Xy —3— 7' % I CINE G & [FRR OB EZI T BUR OMYEfE
=T O S MG,
TLC:RI 0.81(FEFRTT /L AFZ ) — /L1 28%7 L E=77K=90:10:1) ;
NMR(CDCL): 6 0.06(s, 9H), 0.91(s, 6H), 1.90-2.02(m, 2H), 3.57(t, J=5.7Hz, 2
H), 4.49(t, J=6.9Hz, 2H), 7.16(s, 1H), 7.26(s, 1H), 9.79(s, 1H),
FHEHI5: AT {d—[({[1— B—{[tert—T TN (AT W) UL IAF T
PEJL) —1TH—AIF Y =)L —2— AV AF VT I ) AF V] T 2=} 7B Z —b
THAVEMKT ., SRS 14 TERRLIALEW (18.9 g) EATF /L [4— (TI/AF
)T =V TR W (15.2 g) A% ) — 1 (200 mL) IV L . ALV RER
FIAFL(23.2 mL) Z N A, =il TLORFMEHEL 7=, BOSHZ0 CITmAIL , KR
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fbARD 3T NI (5,33 g) 2% IR ETHIELRNH3RF IR L2, RIIGHKIC
7K (100 mL) Zh0% , FERR /L (200 mL) T2EIFTH L7z, AHEZ 58 Tt
B THRSL MK~ 32D AT LT, MK~ 220 2% A5
% AHEIERE LT, BB 5 T — (B )L TR CHRO
MATOREX NH(Fgdh4)) (n—~FH fEiE T /L=5:1—1:1) THRL, 2L
T OYVEEZ AT O LG (13.3 8) ZH2,
TLC:RI 0.83(HERRTT /L A ) — L1 28%7 L E=77K=80:20:2) ;
NMR(CDCL): 6 0.05(s, 9H), 0.91(s, 6H), 1.85-1.98(m, 2H), 3.57(t, J=5.7Hz, 2
H), 3.61(s, 2H), 3.68(s, 3H), 3.80(s, 2H), 3.85(s, 2H), 4.06(t, J=7.2Hz, 2H), 6.86(d,
J=1.2Hz, 1H), 6.95(d, J=1.2Hz, 1H), 7.22(d, J=8.4Hz, 2H), 7.29(d, J=8.4Hz, 2H),
FEhH16: AF L [4— {{[1— (B—{[tert—TFIL(PAF L) VLA
2EL) —1TH—AIF Y — b —2— A V] AF (1 —{[2— (R AT L) =hF
VIATF NS —1H—AIF =L —2— (V) ATV TINATF ) T 2= )L ] 7B Z—
I

FHEFEI3ZIBNT, FHBI L THRLIALEHORDOIZL —{[2— (FRIAF LY
V) ERFLIAF IV —1TH—AIZ Y =)L —2— L5 ER (CASB SR 51012
26-42-0) %, FHH2TH R LA A ORDVIZIEREF]15% T Hl 3 &[]
BRDBAEZATUV, LT OMVEZ A3 D8 b S E AT,
TLC:RI 0.62(FEFRTT /L AFZ ) — L1 28%7 L E=77K=90:10:2) ;
NMR(CDCL): 6 0.85-1.00(m, 15H), 0.76(t, J=8.4Hz, 2H), 0.90(s, 9H), 1.90-2.
00(m, 2H), 3.20(t, J=8.4Hz, 2H), 3.39(t, J=5.7Hz, 2H), 3.58-3.80(m, 1111), 4.08-4.
18(m, 2H), 4.97(s, 2H), 6.84(d, J=1.5Hz, 1), 6.94-7.00(m, 3H), 7.15-7.22(m, 4H)

BT AT {4—[({[1—(B8—ERurXF 7 rmEl) —1H—A(F Y —/L—2
—ANVIATF A —{[2— (NATFAVIL) ZRF VATV —TH—AIF Y — )b
—2—AIV) ATV TI) ATV T 2= 72 Z—h

THATFEKT . FERBI16 THRLIZALE® (10.3 g) 27T F7ERr7 (100 m

VTR IMDT N7 T F T B K7 VA IROT N7eR a7 7%k (40 m
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L)z, SR T2l L7z, ROSHRIZAK (50 mL) 2%, FEf2—F /L (100 mL
) T2 U7z, AHIEE SO TR A THRgL | KRR~ 7 R AT
VIR U T, BERFE~ 7 20 D AR | AIA TG LT, FRIREE i o) gAY
n<h/57 W—prep 2XY (RS 11E @R B, BT LA BT L3N, A
=M AT L3L, (n—~F Vo R T L =1:1—0: 1 >FEFETT /L AZ ) —)L 2
8%7 =7 /K=100:0:0—80:20:2), 77 & —RFGR) THEL, LL T OWHE(E
AT O A (5.85 g) 1372,
TLC:RI 0.33(HERRTT /L A ) — /L 28% 7 L E=77K=90:10:2) ;
NMR(CDCIS) : 0 0.04(s, 9H), 0.81(t, J=8.4Hz, 2H), 0.80-0.85(m, 2H), 3.31(t, J
=8.4Hz, 2H), 3.45(t, J=5.4Hz, 2H), 3.61(s, 2H), 3.63(s, 2H), 3.70(s, 3H), 3.72(s, 2
H), 3.73(s, 2H), 3.97(t, J=6.9Hz, 2H), 4.60(brs, 1H), 5.04(s, 2H), 6.87(d, J=1.5Hz,
1H), 6.93(d, J=1.5Hz, 1H), 6.95(d, J=1.5Hz, 1H), 7.00(d, J=1.5Hz, 1H), 7.21(d, J=8
4Hz, 2H), 7.31(d, J=8.1Hz, 2H),
T8 : AF v [4— {[(A—{3—[(ATF N ANAR=/) FF ] 7 e /vt —1H
—AIFY = =2—A) ATFN]LA—{[2— (FRUAF LI UL) ZhF AT L —
TH—AIZY =)L —=2—AN) AF V]I T I AF V) T ==L ] 7 8F—h
TGRSR FEREEIL 7T THE LA (7.70 g) 27 F 7R 75 (60 m
IVZEFRL, OCIZImAEIL T2, NI=F /L7 (4.04 mL) Z %, Ke\ N TAZ ALK
=T AR (1.46 mL) 2Nz, OCTIRF I HEL 72, BOSHITIK /K (100 mL) 20
A\ MElR =T /1 (100 mL) T2EHiH L7z, AHEZG 08 TOK, it TR =K
TYIFL ., WK~ R0 WCHR LT, BOKIiEE~ 7 3w DESRIH% . A
Al LTz, FRIEZ R 52 LK LT OYEEE A oG (7.70 g) %
Bz,
TLC:RI 0.80 (FEFRTT /L A ) — /L1 28% 7 L E=77K=80:20:2) ;
NMR(CDCIS): 5 0.05(s, 9H), 0.77(t, J=8.4Hz, 2H), 1.76-1.88(m, 2H), 2.99(s, 3
H), 3.24(t, J=8.4Hz, 2H), 3.61(s, 2H), 3.62(s, 2H), 3.69(s, 3H), 3.70(s, 2H), 3.76(s,
2H), 3.85(t, J=6.0Hz, 2H), 3.99(t, J=6.9Hz, 2H), 4.96(s, 2H), 6.87(m, 1H), 6.95(m,
1H), 6.99(s, 2H), 7.16-7.24(m, 4H),
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FHiB19 tert—7 T 2—{3—[2— ({[4— 2—APFT —2—FF /2T /L)~
ONMLA—AL2— (FAF AL IL) TRF ATV —1TH—AIF Y — L —2—A
T AFNVITINATF ) —1TH—AIF Y — ) —1— AV ] TN} —2, 8= 7
2[4, 515 H —8— WV ARFTT—h

TN FEPAR T FEHEFI18 THE LA EW (7.70 g) 27 h=FJ/L (80 mL)
TEMEL, e N ToA/ 7 e LI L7 (5.08 mL) M2 72, Rictert—7 F /b

2, 8=V T HFARE R[4, 5]FT H —8—HILRFTT—h5.26 g) Mz, 60TCT1
BIREFIFEHR L7z, BOSHRIZIK (100 mL) &N | FEfE=T/L (100 mL) C2[EHhHL 7=
o AHEEE G D TR AEK THRIF L, BKRR~ 7 R0 L TR LTz, MK
Wit~ 7 30 D AR HIEERE LT, Rz Py Bigik o a~hro7 W
—prep 2XY (B4 18T B W, BT L A AT L3L, AV =T AL, (
n—~F o FERTT L =80:20—0: 100—FEETT /L AZ ) — )L 28% 7 =
7K=100:0:0—80:20:2), 7 HE—FGR) THEL | LIT DM A 4 D4
LB (5.48 @) 24537,

TLC:RI 0.66 (HEFRTT /L AFZ ) — /L1 28%7 L E=77K=90:10:2) ;
NMR(CDCL): 6 0.06(s, 9H), 0.75(t, J=8.1Hz, 2H), 1.35-1.80(m, 8H), 1.45(s, 9
H), 2.11(t, J=6.9Hz, 2H), 2.24(s, 2H), 2.43(t, J=6.9Hz, 2H), 3.18(t, J=8.1Hz, 2H), 3
.22-3.50(m, 4H), 3.59(s, 2H), 3.61(s, 2H), 3.66(s, 2H), 3.67(s, 3H), 3.72(t, J=6.6Hz
, 2H), 3.75(s, 2H), 4.97(s, 2H), 6.84(d, J=0.9Hz, 1H), 6.90-7.00(m, 3H), 7.14-7.22(
m, 4H),

FehaBi19 (1) ~ S| 19 (2) :

FRBILBIZIBNTAT IV [A— (TIATFN) T == ] 77—k HgEE O
DIZHE Y 92 0B W% N C L FERIBI1 5— S Bl 16— 320 i 1 7— F2 il 18—
519 L RIEROEAEEAT VN, LU OBt Z A - DA b S 2157,
FHaFI19 (1) itert—7 T 2—{3—[2— ({(4—x=bFr —4—FF VT F ) [(
1—{[2— (FMATF LIV NL) ZRF AT —1TH—AIFZ S — )L —2—A)L) AT )L
17N AT ) —1TH—AIF ) — ) —1— AN ] 7 ue /) —2, 8=V 7HF AL R[4,
51T Hy —8—HNARXFTT—h
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TLC:Rf 0.47 (FEfE=T /L1 AF ) —)L:28% 7 L E=77Kk=90:10:2) ;
NMR(CDCL): 6 ~0.03(s, 9H), 0.83(t, J=8.4Hz, 2H), 1.23(t, J=7.2Hz, 3H), 1.38
~1.88(m, 10H), 1.46(s, 9H), 2.17(t, J=7.5Hz, 2H), 2.22-2.38(m, 4H), 2.45-2.62(m,
4H), 3.22-3.50(m, 6H), 3.70(s, 2H), 3.75(s, 2H), 3.90(t, J=6.6Hz, 2H), 4.07(q, J=7.
2Hz, 2H), 5.16(s, 2H), 6.86(d, J=1.2Hz, 1H), 6.92-6.98(m, 3H),

FaE19(2) itert—7F 0 2—{3—[2— ({ (Bb—xhFL —5—AF /T )L)
[A—{[2— (FAFATVINL) R FVIAT N —TH—AIF Y — )L —2— A V) AF
NWITINAF L) —1TH—AIZ — )L —1— AN ] Fut L}t —2, §—I 7 WA
4. 5]THy —8—HIVIRFTT—]

TLC:Rf 0.60 (FEfE=T /L : A% ) —)L:28%7 =7 /K=80:20:2) ;
NMR(CDCL): 6 ~0.02(s, 9H), 0.83(t, J=8.4Hz, 2H), 1.27(t, J=7.2Hz, 3H), 1.40
~1.58(m, 8H), 1.46(s, 9H), 1.64(t, J=6.9Hz, 2H), 1.70-1.82(m ,2H), 2.00-2.62(m, 1
OH), 3.24-3.50(m, 6H), 3.68(s, 2H), 3.73(s, 2H), 3.89(t, J=6.6Hz, 2H), 4.12(q, J=T.
2Hz, 2H), 5.18(s, 2H), 6.85(d, J=1.2Hz, 1H), 6.94(d. J=1.2Hz, 1H), 6.95(s, 2H),
Fhaf120: AT (A—{[{1—-[83— (2, s—YT7¥Aru[4. 5]7H—2—A/)
TaEN]—1H—AIF Y — L —2— AV AT L) (ITH—AIF Y — )b —2— AL AT
JV) T IAT IV T 2 =)L) TS —]

TN FERR T, 19 TAERLIALEWY (5.48 g) IZR) 7 LA fERE (20 m
L)ZMx., 60°C T2 L7z, BOSREZIREL . Bk E VA7 v ra< 57
4 —(EE )y 7 CHROMATOREX NH(PAM4)) (n—~3FH g
F=4:1—1:1-0: 1>FfE=T /L A¥ /—/L=100:0—80:20) THEHRL, L
T O E AT DR LG (3.18g) 437z,

TLC:Rf 0.40(70mAZ L i AZ )— L 28%7 =7 /K=80:20:2) ;
NMR(CDCI): 6 1.60-2.00(m, 8H), 2.38-2.55(m, 4H), 2.62-2.76(m, 2H), 3.00-
3.20(m, 4H), 3.60(s, 2H), 3.62-3.74(m, TH), 3.90(t, J=5.7Hz, 2H), 4.03(s, 2H), 6.92
(d, J=1.5Hz, 1H), 7.10-7.32(m, 7H),

FehEB21 AT A—{[{1—-[8— (8= Zu~Fi /L —2, 8-V 7H¥AR'1[4
BT H—2—A) T REN] - TH—AIF Y — /b —2— AL} AT L) (ITH— A5
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=2 —ANVATIV) T AT NN T 2=V ) T —h

FREBIBIT IV TERFI 1L TERL AL A DOROVITT ra~FH /% FEi
B2 THRRLIAL A ORI FER B 20 TH R LA S W2 V¢, Ehiplss
[FEIRROEAEEATUN, LR OMMEAE A 3 DA b S % 15T,

TLC:RI 0.29 (FERRTT /L A ) — /L 28% 7 L E=77K=80:20:2) ;
NMR(CDCI): 6 1.00-1.98(m, 18H), 2.18-2.60(m, 11H), 3.48(s, 2H), 3.59(, 2
H), 3.61(s, 2H), 3.64(s, 2H), 3.69(s, 3H), 3.92(t, J=6.9Hz, 2H), 6.92(d, J=1.2Hz, 1
H), 7.00(d, J=1.2Hz, 1H), 7.02-7.15(m, 2H), 7.24(d, J=8.4Hz, 2H), 7.35(d, J=8.4Hz
, 2H), 12.5(brs, 1H),

FehaBi21 (1) ~5hE |21 (30) :

ERFI1AZBNT, 1 —tert— 7 F LI AF L mady —3— 7 e 7O
DTS T2 A% FEREFIBIZBWTAT I A—T /AT VT x2=)b
T = DOROVIITH Y T L7 AEWZ, FEhufl21IZB T rm~Ft /o
DRV Y T 27 HLIET AT ERE VT, FEREH114— 3266411 5—FhE
Bil16— 3l 17— Fha i 18— FEha Bl 19— 20— Fha 2 1 LR OERFEE
1T U oMYA SR b S MRz,

FhEEI21 (1) :=F . N—(QH—AIF Y — L —2—A/LAF L) —N— ({1—[3—
(8—AVTFN—2, 8=V THALE[4. 5] T H—2— /L) 7R N]—1TH—A
B =)= 2= ANNATFN) TV —]

TLC:Rf 0.32(F7muArZ i AZ )—)L:28%7 L E=77Kk=90:10:1) ;
NMR(CDCI): 6 0.88(d, J=6.6Hz, 6H), 1.26(t, J=7.2Hz, 3H), 1.50-1.65(m, 6H),

1.77(m, 1H), 1.90-2.03(m, 2H), 2.03(d, J=7.2Hz, 2H), 2.22-2.40(m, 8H), 2.54(t, J=
6.9Hz, 2H), 3.39(s, 2H), 3.67(s, 2H), 3.73(s, 2H), 4.10-4.20(m, 4H), 6.95(d, J=1.2
Hz, 1H), 7.00(d, J=1.2Hz, 1H), 6.98-7.10(m, 2H),

FhaE21 (2) : AF L N—(IH—AIFY — /L —2—A/LAF L) —N— ({1—[3—
(8—AVTFN—2, 8=V THALE[4. 5] T H—2— /L) 7R N]—1TH—A
)b —=2— ANV AT )V) — B —TF=F—h

TLC:Rf 041(F7muRrF i AZ )—) L 28%7 L E=77Kk=80:10:2) ;
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NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.48-1.65(m, 6H), 1.68-1.85(m, 1H), 1.
85-1.98(m, 2H), 2.03(d, J=7.3Hz, 2H), 2.18-2.40(m, 8H), 2.53(t, J=7.0Hz, 2H), 2.6
1(t, J=6.611z, 2H), 2.85(t, J=6.6Hz, 2H), 3.50(s, 2H), 3.65(s, 2H), 3.67(s, 3H), 4.02(
t, J=6.9Hz, 2H), 6.94(d, J=1.3Hz, 1H), 6.99(d, J=1.3Hz, 1H), 7.04(s, 2H), 12.37(br-
s, 1H),

FhEm21 (3) :=F N A—[(AH—AIF Y — L —2— AL AF L) ({1 —[3—(8—
AT FN—2, 8=V THFAER[4. 51T H—2—AL) T RENL]—1TH—AIF > —
J—=2—ANNAFNV) T ] T E )T —h

TLC:Rf 0.60 (HFfgTT /L AZ )—)L:28% 7 L E=T77/K=80:20:4) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.24(t, J=7.2Hz, 3H), 1.48-2.10(m, 13H)
, 2.20-2.62(m, 14H), 3.52(s, 2H), 3.61(s, 2H), 4.05(t, J=6.9Hz, 2H), 4.12(q, J=7.2H
z, 2H), 6.95(s, 1H), 7.01(s, 1H), 6.98-7.12(m, 2H), 12.3(brs, 1H),

FhEFI21 (4) : AF v A—{[(AH—AIF Y =/ —2— AL AF V) ({1—[3—(8
—AYTTFI—2, 8=V T YA R[4, 51T H—2—A)) RN ] —1TH—AIF
—IV=2— AV AT IV T IAT IV T 2 =)L) T Z — ]

TLC:Rf 0.66 (HFfgTT /L AZ )—)L:28% 7 L E=T7/K=40:10:2) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 6H), 1.47-1.64(m, 6H), 1.69-1.93(m, 3H), 2.
03(d, J=7.5Hz, 2H), 2.20-2.36(m, 8H), 2.48(t, J=6.9Hz, 2H), 3.49(s, 2H), 3.60(s, 2
H), 3.62(s, 2H), 3.65(s, 2H), 3.70(s, 3H), 3.92(t, J=6.9Hz, 2H), 6.93(d, J=1.3Hz, 1
H), 7.01(d, J=1.3Hz, 1H), 7.07(s, 1H), 7.11(s, 1H), 7.25(d, J=8.4Hz, 2H), 7.37(d, J=
8.4Hz, 2H), 12.49(br-s, 1H),

Fhaf21(5) :=F I 5—[(AIH—AIF V' — /L —2—ANAF L) ({1—[3—(8—
AT FN—2, 8=V THFAER[4. 51T H—2—AL) T RENL]—1TH—AIF > —
I —=2—= AV RATFIV) TN Z )T —h

TLC:Rf 0.36 (7muAZ i AZ )—)L:28%7 L E=77/Kk=80:10:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.25(t, J=7.1Hz, 3H), 1.48-1.84(m, 11H)
, 1.88-2.01(m, 2H), 2.03(d, J=7.2Hz, 2H), 2.18-2.41(m, 10H), 2.46-2.58(m, 4H), 3.
51(s, 2H), 3.59(s, 2H), 4.04(t, J=7.0Hz, 2H), 4.12(q, J=7.1Hz, 2H), 6.94(d, J=1.3Hz
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, 110), 6.99(d, J=1.3Hz, 1H), 6.99-7.08(m, 2H),

FehEB21 (6) :=F L 3—U—A{[(AIH—AIF Y~ —2—ANAF ) ({1—[3
—(B—AVTFN—2, 8= TR B[4, 51T H—2—A/) Fat /] —1H—A
IEYV =2 — ANV ATF ) T IAF NN T == L) T )7 —h

TLC:Rf 0.44(F7muRrF i AZ )—)L:28%7 L E=77/Kk=80:10:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.24(t, J=7.1Hz, 3H), 1.46-1.63(m, 6H),
1.68-1.92(m, 3H), 2.03(d, J=7.1Hz, 2H), 2.11-2.37(m, 8H), 2.48(t, J=6.9Hz, 2H),
2.60(t, J=7.8Hz, 2H), 2.94(t, ]=7.8Hz, 2H), 3.47(s, 2H), 3.59(s, 2H), 3.63(s, 2H), 3.
91(t, J=7.0Hz, 2H), 4.12(q, J=7.1Hz, 2H), 6.91(d, J=1.3Hz, 1H), 6.99(d, J=1.3Hz, 1
H), 7.06(s, 1H), 7.10(s, 1H), 7.15(d, J=8.1Hz, 2H), 7.31(d, J=8.1Hz, 2H), 12.47(brs
, 1H),

Fhat21 (7) ATV A= (A@—A{[(OH—AFY =L —2—ANAF ) ({1—[3—
(8—AVT TN —2, 8=V T HAER[4. 5]T H—2—A/) 7BENL]—1H—A
)= —=2—= AN AT ) TIJATF IV} T 2= )V) 75 )T —h

TLC:Rf 0.34(F7muRrF i AZ )—) L 28%7 L E=77Kk=80:10:2) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 6H), 1.46-1.66(m, 6H), 1.70-2.01(m, 5H), 2.
03(d, J=7.1Hz, 2H), 2.23-2.38(m, 10H), 2.48(t, J=6.9Hz, 2H), 2.64(t, J=7.6Hz, 2H),
3.48(s, 2H), 3.61(s, 2H), 3.63(s, 2H), 3.67(s, 3H), 3.91(t, J=6.9Hz, 2H), 6.92(d, J=
1.3Hz, 1H), 6.99(d, J=1.3Hz, 1H), 7.06(s, 1H), 7.10(s, 1H), 7.13(d, J=8.1Hz, 2H), 7
.30(d, J=8.1Hz, 2H), 12.46(s, 1H),

FhaB21(8) ;=T 4—[({1—[3— (8= rr~"FI L —2, 8= THAL [
4. 517 —2—AV) TrENV ] —1TH—AIF Y — /L —2— AL} AF L) (1TH— A
B = —=2—=AJWAF V) TI)]TE )T —h

TLC:Rf 0.78(MFfETT /L AZ )—)L 1 28% 7 L E=T7/K=80:20:4) ;
NMR(CDCIS): 6 1.00-2.02(m, 20H), 1.25(t, J=7.2Hz, 3H), 2.15-2.60(m, 15H),
3.51(s, 2H), 3.60(s, 2H), 4.04(t, J=6.9Hz, 2H), 4.11(q, J=7.2Hz, 2H), 6.94(d, J=1.2
Hz, 1H), 7.00(d, J=1.2Hz, 1H), 6.95-7.10(m, 2H), 12.3(s, 1H),

FhaB21(9) ;=T 4—{[(1—{3—[8— (2, 2—VAF /L7 aE L) -2, 8—
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THAE R[4, 5]FH—2— AV Tt —1H—AIF Y — )L —2—A)L) AF L]
(IH—AIFY =)V —=2—ANNAFTN) T} T H )7 —h

TLC:Rf 0.55 (HFfETT /L AZ )—)L 1 28% 7 L E=T7/K=80:20:4) ;
NMR(CDCL): 6 0.85(s, 9H), 1.08-2.62(m, 20H), 3.53(s, 2H), 3.60(s, 2H), 4.03
(t, J=6.9Hz, 2H), 4.11(q, J=7.2Hz, 2H), 6.94(s, 1), 6.99(s, 1H), 7.03(s, 2H),
FEH21 (10) : AT A—[(AIH—AIFZ =)L —2— AL AT L) ({1—[3—(8—
AT FN—2, 8=V THFAER[4. 51T H—2—AL) T RENL]—1TH—AIF > —
J—=2—ANNAFNV) T ] T E )T —h

TLC:Rf 0.88(F7muAZ i AZ )—)L 1 28%7 L E=77Kk=80:20:4) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.45-2.02(m, 11H), 2.03(d, J=6.6Hz, 2H
), 2.20-2.42(m, 10H), 2.45-2.60(m, 4H), 3.51(s, 2H), 3.60(s, 2H), 3.66(s, 3H), 4.04
(t, J=7.2Hz, 2H), 6.94(d, J=1.2Hz, 1H), 7.00(d, J=1.2Hz, 1H), 7.00-7.08(m, 2I), 12
.3(brs, 1H),

FhEEI21 (11) :=F /v A—[(AH—AIF Y — L —2— AL AF V) ({1—[2—(8
— AT FN—2, =TT HAER[4, 5]F AW —2—AN)=FN]—1TH—AIF
— V=2 — ANV AT )T TH )T —k

TLC:Rf 0.38(F7muAZ i AZ )—) L 28%7 L E=7"7Kk=90:10:1) ;
NMR(CDCI): § 0.88(d, J=6.6Hz, 6H),1.25(t, J=7.1Hz, 3H), 1.46-1.69(m, 6H),
1.70-1.84(m, 1H), 1.85-1.99(m, 2H), 2.04(d, J=8.2Hz, 2H), 2.16-2.65(m, 12H), 2.7
9(t, J=6.7Hz, 2H), 3.53(s, 2H), 3.61(s, 21), 4.00-4.17(m, 4H), 6.97-7.02(m, 111), 6.
98(d, J=1.3Hz, 1H), 7.00(d, J=1.3Hz, 1), 7.03-7.09(m, 1H), 12.16-12.39(m, 1),
FhEEi21 (12) :=F /v A—[(AH—AIF Y — L —2— AL AF V) ({1—[4—(8
— AT FN—2, =TT HARER[4, 5]F AW —2—AN)TFN]—1TH—AIF
— V=2 — ANV AT )T TH )T —k

TLC:Rf 0.31(7muArBZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.26(t, J=7.1Hz, 3H), 1.45-1.99(m, 13H)
, 2.03(d, J=7.3Hz, 2H), 2.18-2.58(m, 14H), 3.49(s, 2H), 3.59(s, 2H), 4.00(t, J=7.3H
z, 2H), 4.12(q, J=7.1Hz, 2H), 6.95(d, J=1.3Hz, 1H), 7.00-7.04(m, 1), 7.02(d, J=1.
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3Hz, 1H), 7.06-7.10(m, 1H), 12.24-12.36(m, 1H),

Fhaf121 (13) :=Fn A—{[AH—AIF Y — /L —2—ANLAT L) ({1—[3—(
8—A/TFN—2, 8T WAL R[4, B]F I —2—A/L) VBV ] —1H—AIF
=2 — AV ATV TR IAT NN T 2=V ) T F—b

TLC:Rf 0.46 (370 AZ L i AZ )— L 28%7 =7 /K=80:20:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.26(t, J=7.2Hz, 3H), 1.45-1.95(m, 9H),
2.03(d, J=7.2Hz, 2H), 2.18-2.42(m, 8H), 2.48(t, J=6.9Hz, 2H), 3.48(s, 2H), 3.59(s,
4H), 3.64(s, 2H), 3.91(t, J=6.9Hz, 2H), 4.14(q, J=7.2Hz, 2H), 6.92(d, J=1.2Hz, 1H)
, 7.00(d, J=1.2Hz, 1H), 7.02-7.15(m, 2H), 7.24(d, J=7.8Hz, 2H), 7.35(d, J=7.8Hz, 2
H), 12.5(brs, 1H),

Fhaki21 (14) :=Fn A—{[({1—-[3— 8=y~ ~FI /L —2, 8= THA
v'rl4. 5]FH—2—AN) 7N ] —1H—AIF Y — /L —2— AL} AT L) (1H—
ARG = =2 —ANNATF V) T JATF ) T = =)b) 75—

TLC:Rf 0.73(F7muArZ i AZ )—)L:28%7 L E=77K=80:20:4) ;
NMR(CDCL): 6 1.00-1.98(m, 21H), 2.20-2.62(m, 11H), 3.48(s, 2H), 3.59(s, 4
H), 3.64(s, 2H), 3.91(t, J=6.9Hz, 2H), 4.14(q, J=7.2Hz, 2H), 6.92(s, 1H), 6.99(s, 1
H), 7.02-7.15(m, 2H), 7.24(d, J=8.1Hz, 2H), 7.35(d, J=8.1Hz, 2H), 12.5(brs, 1H),
FhEFI21 (15) : AT [4— ({1 —{3—=[8—(2, 2=V AT )7L )l) -2, 8
—UrHRreld. 5]5H—2— A ] 7R —1TH—A3IF Y — )L —2— (L) A
FHTAH—AIZY — )b —=2—ANVAT V) T I ATF L) T ==L ] 7 BZ—h
TLC:Rf 0.55(F7muAB i AZ )—)L28%7 L E=77K=80:20:2) ;
NMR(CDCIS): 6 0.84(s, 9H), 1.40-1.96(m, 8H), 1.99(s, 2H), 2.22-2.48(m, 8H),
2.48(t, J=6.9Hz, 2H), 3.48(s, 2H), 3.59(s, 2H), 3.61(s, 2H), 3.64(s, 2H), 3.69(s, 3H)
, 3.91(t, J=6.9Hz, 21), 6.92(d, J=1.5Hz, 11), 7.00(d, J=1.5Hz, 11), 7.02-7.15(m, 2
H), 7.24(d, J=8.1Hz, 2H), 7.35(d, J=8.1Hz, 2H), 12.5(brs, 1H),

FhE21(16) :=F v [4—{[(1—{3—[8—(2, 2—TY AT /LTt L) —2, 8
—UrHRreld. 5]5H—2— A ] 7R —1TH—A3IF Y — )L —2— (L) A
FHTAH—AIZY — )b —=2—ANVAT V) T I ATF L) T ==L ] 7 BZ—h
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TLC:Rf 0.79(F7muRrF i AZ )—)L28%7 L E=77Kk=80:20:4) ;
NMR(CDCIS): 6 0.84(s, 9H), 1.26(t, J=7.2Hz, 3H), 1.42-1.80(m, 6H), 1.80-1.9
5(m, 2H), 1.99(s, 2H), 2.22-2.46(m, 8H), 2.48(t, J=6.9Hz, 2H), 3.48(s, 2H), 3.60(s,
4H), 3.64(s, 2H), 3.91(t, J=7.2Hz, 2H), 4.14(q, J=7.2Hz, 2H), 6.92(d, J=1.2Hz, 1H),
6.99(d, J=1.2Hz, 1H), 7.02-7.15(m, 2H), 7.24(d, J=8.1Hz, 2H), 7.35(d, J=8.1Hz, 2
H), 12.5(brs, 1H),

Fhap121 (17) : AF v (B—AL(AH—AIFY =L —2—ANAF ) ({1—[3—(8
—AYTTFI—2, 8=V T YA R[4, 51T H—2—A)) RN ] —1TH—AIF
—IV=2— AV AT IV T IAT IV T 2 =)L) T Z — ]

TLC:Rf 0.55(F7muAF i AZ )—)L:28%7 L E=77Kk=80:10:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.45-1.64(m, 6H), 1.69-1.91(m, 3H), 2.
03(d, J=7.3Hz, 2H), 2.19-2.37(m, 8H), 2.47(t, J=6.8Hz, 2H), 3.49(s, 2H), 3.62(s, 4
H), 3.67(s, 2H), 3.69(s, 3H), 3.90(t, J=6.9Hz, 2H), 6.93(d, J=1.3Hz, 1H), 7.00(d, J=
1.3Hz, 1H), 7.07(s, 11), 7.11(s, 1H), 7.16-7.22(m, 1H), 7.23-7.37(m, 3H), 12.34-1
2.52(m, 1H),

FhEFI21 (18) : AT [3—({[(1—{3—=[8—(2, 2=V AT )7L )l) -2, 8
—UrHRreld. 5]5H—2— A ] 7R —1TH—A3IF Y — )L —2— (L) A
FHTAH—AIZY — )b —=2—ANVAT V) T I ATF L) T ==L ] 7 BZ—h
TLC:Rf 0.55(F7muAF i AZ )—)L:28%7 L E=77Kk=80:10:2) ;
NMR(CDCIS): 6 0.85(s, 9H), 1.42-1.61(m, 6H), 1.78-1.91(m, 2H), 1.99(s, 2H),
2.23-2.33(m, 4H), 2.40(t, J=4.8Hz, 4H), 2.47(t, J=7.0Hz, 2H), 3.49(s, 2H), 3.63(s,
4H), 3.67(s, 2H), 3.70(s, 3H), 3.90(t, J=6.8Hz, 2H), 6.93(d, J=1.3Hz, 1), 7.00(d, ]
=1.3Hz, 1H), 7.05-7.13(m, 2H), 7.15-7.23(m, 1H), 7.27-7.33(m, 3H),

Fhaf21 (19) :=F v (2E) —3— @—{[(IH—AIF Y — /L —2—A/LATF L) (
{(1-[8—=®—AVT7TF -2, =TT HRY 2[4, 5]F I —2— A1) /L] —
TH—AIZY — )b —=2— AN AF V) T IATF NN T 2 =) 77U T —h

TLC:Rf 0.34(F7muRrF i AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 0.88(d, J=6.5Hz, 6H), 1.34(t, J=7.1Hz, 3H), 1.46-1.60(m, 4H),
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1.64-1.92(m, 5H), 2.02(d, J=7.2Hz, 2H), 2.19-2.33(m, 8H), 2.46(t, ]=6.9Hz, 2H),3
.49(s, 2H), 3.59(s, 2H), 3.67(s, 2H), 3.93(t, J=6.9Hz, 2H), 4.26(q, J=7.1Hz, 2H), 6.
42(d, J=15.9Hz, 1H), 6.93(d, J=1.2Hz, 1H), 7.01(d, J=1.2Hz, 1H), 7.06(s, 11), 7.11
(s, 1H), 7.42(d, J=8.2Hz, 2H), 7.49(d, J=8.2Hz, 2H), 7.67(d, J=15.9Hz, 1H), 12.50(s
, 1H),

Fhuf21 (20) ;=T 1—@—A{[OH—AFY =L —=2—ANAF V) ({1—[3
—(B—AVTFN—2, 8= TR B[4, 51T H—2—A/) Fat /] —1H—A
SES ) —=2— AV AT V) TR IAT ) T == V) /S R VIR T —
I
TLC:Rf 0.67(Zmamds/b: AZ ) —) L 28%7 L E=7/Kk=40:10:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.11-1.22(m, 5H), 1.48-1.92(m, 12H), 1
.98-2.10(m, 2H), 2.17-2.42(m, TH), 2.49(t, J=6.7Hz, 2H), 3.51(s, 2H), 3.60(s, 2H),
3.65(s, 2H), 3.86-3.98(m, 2H), 4.09(q, J=7.1Hz, 2H), 6.93(d, J=1.1Hz, 1H), 7.01(d,
J=1.1Hz, 1H), 7.05-7.43(m, 6H),

FhEfFI21(21) :=Fv (2E) —3—[4— ({[(1—{3—[8—(2, 2=V AF LT
EV) =2, 8= YT R R[4, 51T A —2—ANV] 7 RE NV} —1TH—AIFY — )L —
2—AI)AF IV (IH—AIZ Y = )b = 2—ANATF V) TI AT V) T2 =)V [T 7))
F—h
TLC:Rf 0.73(MffETT /L AZ )—)L:28% 7 L E=T7/K=80:20:4) ;
NMR(CDCIS): 6 0.84(s, 9H), 1.26(t, J=7.2Hz, 3H), 1.40-1.60(m, 6H), 1.78-1.9
5(m, 2H), 1.98(s, 2H), 2.20-2.42(m, 8H), 2.45(t, J=6.9Hz, 2H), 3.49(s, 2H), 3.60(s,
2H), 3.67(s, 2H), 3.92(t, J=6.9Hz, 2H), 4.26(q, J=7.2Hz, 2H), 6.42(d, J=15.9Hz, 1H
), 6.92(d, J=1.8Hz, 1H), 7.00(d, J=1.8Hz, 1), 7.02-7.18(m, 2H), 7.42(d, J=8.1Hz,
2H), 7.49(d, J=8.1Hz, 2H), 7.66(d, J=15.9Hz, 1H), 12.5(s, 1H),

Fha21 (22) :=F/v (2E) —3—4—{[({1—-[8— (8= 7m~"FI /L —2, 8
—UrHRreld. 5]5H—2— A1) TR L] —1H—A3IF V) — )L —2— ()L} A
F) (IH—AIZ Y — )b —=2— AV AT V) T IAF ) T == V) T2V T7—h
TLC:Rf 0.48 (BEEE——T )L A% )— )L 28% 7 =7 /K=80:20:4) ;
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NMR(CDCIS): 6 1.00-1.95(m, 18H), 1.34(t, J=7.2Hz, 3H), 2.16-2.58(m, 11H),
3.50(s, 2H), 3.59(s, 2H), 3.67(s, 2H), 3.93(t, J=7.2Hz, 2H), 4.26(q, J=7.2Hz, 2H), 6
.42(d, J=15.9Hz, 1H), 6.93(d, J=1.5Hz, 1H), 7.01(d, J=1.5Hz, 1H), 7.06(s, 1H), 7.1
1(s, 1H), 7.42(d, J=8.4Hz, 21), 7.49(d, J=8.4Hz, 2H), 7.67(d, J=15.9Hz, 1H), 12.5(
brs, 1H),

Fhuf21 (23) ;=T 2—@—{[(UH—AFY —/L—=2—A/LAF V) ({1—[3
—(B—AVTFN—2, 8= TR B[4, 51T H—2—A/) Fat /] —1H—A
SES =2 — AN AT ) T IAT )V} T 2 =)L) —2— AT )L X )7 —h
TLC:Rf 0.83(Zmmfs/L .l AZ ) —)L 1 28%7 - FE=7 /K=40:10:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.19(t, J=7.0Hz, 3H), 1.47-1.91(m, 16H)
, 2.03(d, J=7.3Hz, 2H), 2.20-2.35(m, 7H), 2.47(t, J=7.0Hz, 2H), 3.49(s, 2H), 3.59(s
, 2H), 3.64(s, 2H), 3.92(t, J=7.0Hz, 2H), 4.11(q, J=7.0Hz, 2H), 6.92(d, J=1.3Hz, 1H
), 6.99(d, J=1.3Hz, 1H), 7.02-7.17(m, 2H), 7.21-7.47(m, 4H),

FhEf21 (24) :=Fn 3—[4—({[(1—{3—[8—(2, 2=V AF LT rt)L) —2
, 8=V ¥R R[4, BT A —2— /] RENN —1TH—AIF Y —/L—2— A1)
AFNT(AH—AIZ S =)= 2— A NATF V) TI VAT V) T == 1718 )7 —h
TLC:Rf 0.60 (HFfgTT /L AZ )—)L:28% 7 L E=T/K=80:20:2) ;
NMR(CDCIS): 6 1.00-1.95(m, 20H), 2.16-2.56(m, 12H), 2.60(t, J=8.1Hz, 2H),
2.93(t, J=8.1Hz, 2H), 3.47(s, 2H), 3.59(s, 2), 3.63(s, 2H), 3.91(t, J=7.2Hz, 2H), 4.
12(q, J=7.2Hz, 2H), 6.91(d, J=1.2Hz, 1H), 6.99(d, J=1.2Hz, 1H), 7.05(s, 1H), 7.10(s
, 110), 7.15(d, J=8.4Hz, 2H), 7.31(d, J=8.4Hz, 21), 12.5(brs, 1H),
Fhaf21 (25) :=Fn 3—U—{[{1—-[3— (88— Zu~F /N —2, 87
Farnl4. 515 —2—AN) ] —1H—AIF ) — /L —2— AL} AF L) (1
H—AIFY =) —=2—ANAF V) T AT )V T 2 =)L) S )7 —h

TLC:Rf 0.22 (HEEET )L A% )— )L 28% 7T =7 /K=80:20:2) ;
NMR(CDCL): 6 1.00-1.95(m, 21H), 2.16-2.58(m, 11H), 2.60(t, J=7.8Hz, 2H),
2.93(t, J=7.8Hz, 2H), 3.47(s, 2H), 3.59(s, 2), 3.62(s, 2H), 3.91(t, J=6.9Hz, 2H), 4.
12(q, J=7.2Hz, 2H), 6.91(d, J=1.2Hz, 1H), 6.99(d, J=1.2Hz, 1H), 7.05(s, 1H), 7.10(s
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, 1H), 7.15(d, J=8.1Hz, 2H), 7.31(d, J=8.1Hz, 2H), 12.4(brs, 1H),
FEhEF21(26) :=F /v (2E) —3—[3—({L(1—{3—[8—(2, 2= AF LT
EL) =2, 8= T HRY (4. 51T H—2—A ] — TH—AIF Y — /L —
2— AW AT ] (ITH—AIZ S — )L —2— AV AFIL) FI AF)L) T ==L ] 771
7—h
TLC:Rf 0.44(Zamadsjb b AZ )—)L28%7 - E=7 /K=100:10:2) ;
NMR(CDCL): § 0.84(s, 9H), 1.34(t, J=7.0Hz, 3H), 1.41-1.57(m, 8H), 1.76-1.9
1(m, 2H), 2.03(s, 2H), 2.18-2.32(m, 2H), 2.37(t, J=4.THz, 4H), 2.44(t, J=6.7Hz, 2H
), 3.49(s, 2H), 3.63(s, 2H), 3.69(s, 2H), 3.92(t, J=7.0Hz, 2H), 4.27(q, J=7.0Hz, 2H),
6.45(d, J=16.0Hz, 1H), 6.94(d, J=1.3Hz, 1H), 7.02(d, J=1.3Hz, 1H), 7.05-7.17(m,
2H), 7.31-7.50(m, 3H), 7.58(s, 1H), 7.69(d, J=16.0Hz, 1H), 12.44-12.66(m, 1H),
Fhaf21 (27) :=F ) (2E) —3— (B3—{[(UH—AIF Y — /L —2—A/LATF /L) (
{(1-[8—=®—AVT7TF -2, =TT HRY 2[4, 5]F I —2— A1) /L] —
TH—AIZY — )b —=2— AN AF V) T IATF NN T 2 =) 77U T —h
TLC:Rf 0.43(ZmamasRjLl: AF ) —)L:28% 7 =7 K=100:10:2) ;
NMR(CDCL): § 0.88(t, J=6.6Hz, 6H), 1.34(t, J=7.1Hz, 3H), 1.43-1.61(m, 9H),
1.80-1.89(m, 21), 1.95-2.04(m, 2H), 2.18-2.33(m, 611), 2.44(t, J=7.0Hz, 2H), 3.49(
s, 2H), 3.62(s, 2H), 3.69(s, 2H), 3.92(t, J=7.0Hz, 2H), 4.27(q, J=7.1Hz, 2H), 6.45(d
, J=16.1Hz, 1H), 6.94(d, J=1.3Hz, 1H), 7.02(d, J=1.3Hz, 1H), 7.05-7.17(m, 2H), 7.
32-7.49(m, 3H), 7.58(s, 1H), 7.69(d, J=16.1Hz, 1H), 12.46-12.59(m, 1H),
Fhuf21 (28) :=F ) 3— B—{LUH—AFY —/L—=2—ANAF V) ({1—[3
—(B—AVTFN—2, 8= TR B[4, 51T H—2—A/) Fat /] —1H—A
IEYV =2 — ANV ATF ) T IAF NN T == L) T )7 —h
TLC:Rf 0.62(F7muAZ i AZ )—) L 28%7 L E=77K=80:20:2) ;
NMR(CDCL): 6 0.88(d, J=6.4Hz, 6H), 1.23(t, J=7.2Hz, 3H), 1.44-1.63(m, 6H),
1.67-1.91(m, 3H), 2.02(d, J=7.3Hz, 2H), 2.17-2.37(m, 8H), 2.46(t, J=6.9Hz, 2H),
2.55-2.67(m, 2H), 2.94(t, J=7.9Hz, 2H), 3.47(s, 2H), 3.62(s, 2H), 3.64(s, 2H), 3.89(
t, J=7.0Hz, 2H), 4.11(q, J=7.1Hz, 2H), 6.91(d, J=1.3Hz, 1H), 6.99(d, J=1.3Hz, 1H),
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7.03-7.15(m, 3H), 7.17-7.29(m, 3H), 12.43(s, 1H),

[0430] ZEap21(29) :=F/ 3—[3—({LO—{3—[8—(2, 2=V AF LT mE /L) —2
, 8=V ¥R R[4, BT A —2— /] RENN —1TH—AIF Y —/L—2— A1)
AFNT(AH—AIZ S =)= 2— A NATF V) TI VAT V) T == 1718 )7 —h
TLC:Rf 0.64(F7muArZ i AZ )—)L 1 28%7 L E=77K=80:20:2) ;
NMR(CDCIS): 6 0.84(s, 9H), 1.23(t, J=7.1Hz, 3H), 1.42-1.61(m, 6H), 1.80-1.9
0(m, 2H), 1.99(s, 2H), 2.20-2.31(m, 4H), 2.34-2.43(m, 4H), 2.46(t, J=6.8Hz, 2H), 2
61(t, J=7.9Hz, 2H), 2.94(t, J=7.9Hz, 2H), 3.47(s, 2H), 3.63(s, 2H), 3.64(s, 2H), 3.8
9(t, J=7.0Hz, 2H), 4.12(q, J=7.1Hz, 2H), 6.92(d, J=1.3Hz, 1H), 7.00(d, J=1.3Hz, 11
), 7.03-7.16(m, 3H), 7.18-7.26(m, 3H), 12.34-12.58(m, 1H),

[0431] ZFEHaB21(30) :=F /L 3—B—{[H{1-[3— (8= Zur~"FI L —2, 8—T7
Farnl4. 515 —2—AN) ] —1H—AIF ) — /L —2— AL} AF L) (1
H—AIFY — )b —=2—ANAT V) T IAT )V} T 2 m)L) a7 —h
TLC:Rf 0.51 (FEfE=T /L A% ) — )L 28%7 =7 /K=80:20:4) ;
NMR(CDCL): § 1.00-1.92(m, 21H), 2.16-2.55(m, 11H), 2.61(t, J=7.8Hz, 2H),
2.94(t, J=7.8Hz, 2H), 3.47(s, 2H), 3.62(s, 2H), 3.64(s, 2H), 3.90(t, J=7.2Hz, 2H), 4.
11(q, J=7.2Hz, 2H), 6.92(s, 1H), 7.00(s, 1H), 7.02-7.35(m, 6H), 12.4(brs, 1H),

[0432] FEhEBl22: (4—{[({1—[8—(8—y/u~FI I —2, 8=V TH AL R[4, 5]5 4
—2—AN) TN ] —1TH—AIZ Y — )L —2— (L} AF L) (1H—AIF Y — )L —
2—ANATF V) T IAT LT = =)V ) B
[{k.84]

e
Ly
i

L Q@N\ o

FEREFAT I T, B3 TE LA SOOI 3B 21 THEELT-1k
EWE AT, Eiaklal RO ERIEZITV, LU OYPEE A 3 HEE &%
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Bz,

TLC:Rf 0.52(F7muRrF i AZ )—)L:28%7 L E=77Kk=80:20:4) ;

NMR(CD OD): 6 1.10-3.20(m, 29H), 3.42(s, 2H), 3.45(s, 2H), 3.53(s, 2H), 3.6
3(s, 2H), 3.85(t, J=7.8Hz, 2H), 6.91(d, J=1.5Hz, 1H), 7.04(s, 2H), 7.13(d, J=1.5Hz,
1H), 7.17(d, J=8.1Hz, 2H), 7.30(d, ]=8.1Hz, 2H),

FehaBi22 (1) ~ S22 (26) :

FhaF 22128 T, EEFI21 THRLIZALE oI EZEFI21 (1) ~5Ei
Bi121 (30) THERLLIZA G Db &M E W TERIEF 22 L [FEROEIEZ1TV S, LA
TOYEEE AT ORI L SRR,

Faf122 (1) :N— (AH—AIFZY — )L —2— AL AF L) —N— ({1 —[3— (8 — o
VT FN—2, 8=V TFARE R[4, 5]1FH—2—A/N) S RENL]—1H—AIF Y —
I —=2—= AV AT IV) T

TLC:Rf 0.11(7muRrF i AZ )—) L 28%7 L E=7/Kk=50:10:1) ;

NMR(CD OD): 6 0.91(d, J=6.6Hz, 6H), 1.51-1.70(m, 4H), 1.71(t, ]=6.6Hz, 2H
), 1.86(m, 1H), 1.97-2.10(m, 2H), 2.16(d, J=7.2Hz, 2H), 2.32-2.48(m, 4H), 2.54(s,
2H), 2.64(t, J=6.6Hz, 2H), 2.82(t, J=6.6Hz, 2H), 3.09(s, 2H), 3.66(s, 2H), 3.70(s, 2
H), 4.20(t, J=6.6Hz, 2H), 6.91(d, J=1.2Hz, 1H), 6.99(s, 2H), 7.11(d, J=1.2Hz, 1H),
22 (2) :N— (IH—AIF Y — 1 —2— AL AF L) —N— ({1 —[3— (8—A
VT FN—2, 8=V TFARE R[4, 5]1FH—2—A/N) S RENL]—1H—AIF Y —
J—=2—A)VAT V) — B =T T=

TLC:RI 0.20(ZRmi/Lls: AZ )—/L: 28%7 L E=7 7K=40:10:2) ;

NMR(CD OD): § 0.92(d, J=6.6Hz, 6H), 1.52-1.90(m, 8H), 1.95-2.08(m, 1H), 2
.20(d, J=7.1Hz, 2H), 2.36-2.90(m, 12H), 3.05(t, J=7.0Hz, 2H), 3.66(s, 2H), 3.69(s,
2H), 3.85(t, J=7.0Hz, 2H), 6.85(d, J=1.3Hz, 1H), 6.97-7.04(m, 3H),

Faf122(3) 14— [ (IH—AIF Y — L —2— AL AF L) ({1—[3— (8— AV TF
=2, 8=V T HAREE[4. 5]T H—2—A/N) SN ] —1H—AIX ) — /L —2
—ANWNAT ) TN T B

TLC:Rf 0.32(F7muArF L AZ )—) L 28%7 L E=77Kk=80:20:4) ;
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NMR(CD OD): 6 0.98(d, J=6.6Hz, 6H), 1.68-1.92(m, 11H), 2.11(t, J=6.9Hz, 2
H), 2.49(t, J=6.6Hz, 2H), 2.56(d, ]=7.5Hz, 2H), 2.72(t, J=7.5Hz, 2H), 2.70-2.95(m,
6H), 2.97(d, J=7.5Hz, 2H), 3.62(s, 2H), 3.67(s, 2H), 3.97(t, J=7.5Hz, 2H), 6.89(d,
J=1.5Hz, 1H), 7.02(s, 2H), 7.07(d, J=1.5Hz, 1H),

FEFI22 (4) : (A—{[(AH—AIFZY =)L —2— AL AF)L) ({1—[3— (8— AT
FN—2, 88—V T YA R[4, B]FT H—2—A/) 7N ] —1H—AIF YV — )L —
2—ANNAF ) T IATF VT 2 =)L) e

TLC:Rf 0.33(Zmmds/bb: AZ ) —) L 28%7 L E=77Kk=40:10:2) ;

NMR(CD OD): 6 0.99(d, J=6.6Hz, 6H), 1.39-1.64(m, 4H), 1.68(t, J=7.0Hz, 2H
), 1.84-2.10(m, 3H), 2.40(s, 2H), 2.47(t, J=69Hz, 2H), 2.51-2.69(m, 4H), 2.81(t, J=
6.9Hz, 2H), 2.86-2.99(m, 2H), 3.43(s, 2H), 3.45(s, 2H), 3.53(s, 2H), 3.64(s, 2H), 3.
85(t, J=7.8Hz, 2H), 6.90(d, J=1.3Hz, 1H), 7.03(s, 21), 7.10(d, J=1.3Hz, 111), 7.17(d
, JF7.9Hz, 2H), 7.29(d, J=7.9Hz, 2H),

Fhaf22 (5) :5—[(IH—AIF Y — /L —2— (N AF /L) {1—[3— (8— A/ TF
=2, 8=V T HAREE[4. 5]T H—2—A/N) SN ] —1H—AIX ) — /L —2
—ANNAFNV) TR BN

TLC:Rf 0.25(Zmmdsbl: AZ ) —) L 28%7 L E=7/Kk=40:10:2) ;

NMR(CD OD): 6 0.95(d, J=6.6Hz, 6H), 1.46-1.56(m, 4H), 1.61-1.81(m, 6H), 1
.85-1.98(m, 3H), 2.07-2.16(m, 2H), 2.37(d, J=7.3Hz, 2H), 2.39-2.45(m, 2H), 2.54(t
, J=8.4Hz, 2H), 2.58-2.71(m, 6H), 2.82(t, J=7.0Hz, 2H), 3.64(s, 2H), 3.64(s, 2H), 3
.95(t, J=7.0Hz, 2H), 6.86(d, J=1.3Hz, 1), 7.01(s, 2H), 7.06(d, J=1.3Hz, 1H),
FhEf122(6) :3— @ —{[(IH—AIF V' —L—2— AL AF)L) {1 —-[3—(8—A
VTFN—2, 8=V T A R[4, 5]F W —2—A/N) TN ] —1H—AIF YV —
W=2—=AINATFI) T AT N T == )b) TS

TLC:Rf 0.37(Zmmdsbb AZ ) —) L 28%7 L E=7/Kk=40:10:2) ;

NMR(CD OD): 6 0.96(d, J=6.6Hz, 6H), 1.50-1.86(m, 8H), 1.90-2.06(m, 1H), 2
.43-2.86(m, 12H), 2.90(t, J=7.2Hz, 2H), 2.95(t, J=7.2Hz, 2H), 3.45(s, 2H), 3.52(s,
2H), 3.63(s, 2H), 3.88(t, J=6.9Hz, 2H), 6.88(d, J=1.5Hz, 1H), 7.03(s, 2H), 7.08(d, ]
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=1.5Hz, 1H), 7.15(d, J=8.1Hz, 2H), 7.22(d, J=8.1Hz, 2H),

Fham22(7) :4— A—{[AH—AIF =L —2— AN AT L) {1 —[3—(8—A
VTFN—2, 8=V T A R[4, 5]F W —2—A/N) TN ] —1H—AIF YV —
IV —=2—=ANNAF V) TIIAF NN T 2= )b ) T Z

TLC:Rf 0.31(Zmamkivd: AZ ) — L 28% 7 =7 /K=40:10:2) ;

NMR(CD OD): 6 0.95-1.04(d, J=6.6Hz, 6H), 1.56-1.97(m, 10H), 1.96-2.10(m,
1H), 2.20(t, J=7.3Hz, 2H), 2.30(t, J=7.5Hz, 2H), 2.36(s, 2H), 2.57-2.67(m, 6H), 2.
68-2.81(m, 2H), 2.90-3.05(m, 2H), 3.47(s, 2H), 3.58(s, 2H), 3.65(s, 2H), 3.90(t, J=
6.7Hz, 2H), 6.87(d, J=1.3Hz, 1H), 7.02(s, 2H), 7.05(d, J=1.3Hz, 1), 7.16(d, J=9.0
Hz, 2H), 7.18(d, J=9.0Hz, 2H),

FEhaF22(8) :4—[({1—[3— (8—3/u~FI L —2, 8—U 7 WA (4. 5]F
H—2—A/L) 7] —1H—AIF V) — )L —2— ()L} AF)L) (IH—AIF YV — )L
—2—ANAT )T T H P

TLC:Rf 0.16 (71 AZ L i AZ )— L 28%7 =7 /K=80:20:4) ;
NMR(CDSOD) 00 1.00-2.15(m, 22H), 2.40-2.55(m, 4H), 2.58(s, 2H), 2.78(t, J=
6.6Hz, 2H), 2.86-3.20(m, 5H), 3.63(s, 2H), 3.66(s, 2H), 3.95(t, J=7.2Hz, 2H), 6.87(
d, J=1.2Hz, 1H), 7.01(s, 2H), 7.06(s, J=1.2Hz, 1H),

Fhaf22(9) :4—{[(1—{3—[8—(2, 2=V AT /LT L)L) —2, 8=V T PR
2[4, 5]FH—2—AN] 7B —1TH—AIF ) — L —2— A /L) AF /L] (IH—A
IEYV I =2 —ANATF V) T VT Z

TLC:Rf 0.16 (71 AZ L i AZ )— L 28%7 =7 /K=80:20:4) ;
NMR(CDSOD): 6 0.92(s, 9H), 1.60-2.18(m, 12H), 2.26(s, 2H), 2.50(t, J=6.6Hz,
2H), 2.60-2.75(m, 4H), 2.90(t, J=7.2Hz, 2H), 2.95(s, 2H), 3.16(t, J=7.2Hz, 2H), 3.
60(s, 2H), 3.66(s, 2H), 3.97(t, J=7.2Hz, 2H), 6.88(d, J=1.5Hz, 1H), 7.02(s, 2H), 7.0
7(s, J=1.5Hz, 1H),

Fhaf122 (10) :4—[(IH— A2 — L —2—ANAF L) ({1—[2— (8—A VT
F—2, 88—V 7R R[4, 5T H—2—AN) =F ] —1TH—AIFY —/L—2
—AWNATF )T ]T B R



WO 2008/016006 PCT/JP2007/064893

[0444]

[0445]

[0446]

164

TLC:Rf 0.14(F7RaAF L i AF ) —)L:28% 7 L E=T /K=70:30:3) ;

NMR(CD OD): 6 0.97(d, J=6.6Hz, 6H), 1.58-2.12(m, 11H), 2.41-2.54(m, 6H),
2.61-2.86(m, 8H), 3.62(s, 2H), 3.70(s, 2H), 4.07-4.15(m, 2H), 6.85(d, J=1.5Hz, 1H)
, 6.99(s, 2H), 7.10(d, J=1.5Hz, 1H),

FEhaF122(11) :4A—[(IH—AIF Y — L —2—ANATF L) ({1—[4— (8— AV
F—2, 8=V TV A E[4. 51T H—2—AN) T F/N]—1TH—AIF /) — /L —2
—AWNATF )T ]T B R

TLC:Rf 0.20(F7RAF i AF ) —)L:28% 7 L FE=T /K=70:30:3) ;

NMR(CD OD): 6 0.94(d, J=6.6Hz, 6H), 1.38-1.96(m, 13H), 2.00-2.09(m, 2H),
2.31(d, J=7.1Hz, 2H), 2.40-2.78(m, 10H), 2.91-3.00(m, 2H), 3.63(s, 2H), 3.65(s, 2
H), 3.83-3.91(m, 2H), 6.85(d, J=1.5Hz, 1H), 7.01(s, 2H), 7.06(d, J=1.5Hz, 1H),
Fhap22(12) :[4—{[A—{3—[8— (2, 2—=¥AF /LT REN) =2, 8—TTH
A4, 5]FTH—2—AN] 7N —1TH—AIF ) —)L—2— A1) AF L] (1H
— AIF S =)L —2— A VAT L) TR} AT V) T == )V R

TLC:Rf 0.43(770mAZL  AZ )— L 28%7 =7 /K=80:20:4) ;

NMR(CD OD): & 0.95(s, 9H), 1.45-1.82(m, 8H), 2.28-2.38(m, 2H), 2.47(t, J=7
.8Hz, 2H), 2.52-2.82(m, 611), 2.96(t, J=6.9Hz, 2H), 3.40-3.48(s, 4H), 3.52(s, 21),
3.67(s, 2H), 3.84(t, J=6.611z, 2H), 6.88(d, J=1.5Hz, 1H), 7.03(s, 2H), 7.07(d, J=1.5
Hz, 1H), 7.18(d, J=8.1Hz, 2H), 7.29(d, J=8.1Hz, 2H),

Fehap22(13) : B3—{[L(UIH—A3IF Y — /L —2— AL AF L) ({1—[3—(8— AV
TFN—2, 8= T PR R[4, 51T H—2— /) SRV ] - 1TH—AIF V) — /L
—2— AV AT V) T IATF VT 2 =)L) e

TLC:Rf 0.31(Zmamkivd: AZ ) — L 28% 7 =7 /K=40:10:2) ;

NMR(CD OD): 6 0.93(d, J=6.6Hz, 6H), 1.55-1.71(m, 4H), 1.76(t, J=7.0Hz, 2H
), 1.81-1.97(m, 3H), 2.25(d, J=7.1Hz, 2H), 2.42-2.58(m, 6H), 2.64(s, 2H), 2.91(t, ]
=7.3Hz, 2H), 3.48(s, 4H), 3.61(s, 2H), 3.66(s, 2H), 3.75(t, J=7.2Hz, 2H), 6.87(d, J=
1.3Hz, 1H), 6.99-7.11(m, 1H), 7.03(s, 2H), 7.08(d, J=1.3Hz, 1H), 7.13-7.24(m, 2H)
, 7.29(s, 1H),
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Fhaf22(14) : [3—{[(A1—{3—[8— (2, 2—=¥AF /LT REIN) =2, 8—TTH
A4, 5]FTH—2—AN] 7N —1TH—AIF ) —)L—2— A1) AF L] (1H
— AIF S =)L —2— A VAT L) TR} AT V) T == )V R

TLC:Rf 0.39(Zumds/Lb .l AZ )—)L:28%7 - E=7 /K=40:10:2) ;
NMR(CDSOD): 6 0.89(s, 9H), 1.54-1.74(m, 4H), 1.85(t, J=7.1Hz, 2H), 1.91-2.
05(m, 2H), 2.13(s, 2H), 2.48-2.59(m, 411), 2.67-2.78(m, 2H), 2.92(s, 21), 3.17(t, J=
7.0Hz, 2H), 3.49(s, 2H), 3.50(s, 2H), 3.59(s, 2H), 3.62-3.68(m, 2H), 3.67(s, 2H), 6.
88(d, J=1.3Hz, 1H), 7.02-7.25(m, 3H), 7.04(s, 2H), 7.09(d, J=1.3Hz, 1), 7.27(s, 1
H).

FehEB22(15) : (2E) —3— @ —A{[(1H—AF Y — 1 —2—ANAF V) ({1—[3
—(B—AVTFN—2, 8= TR B[4, 51T H—2—A/) Fat /] —1H—A
IH =)= 2—A NN AT IV) T IAT N T == )V) T UV IR

TLC:Rf 0.40(F70mAZ L i AZ )— L 28%7 =7 /K=80:20:4) ;

NMR(CD OD): 6 0.91(d, J=6.5Hz, 6H), 1.48-1.64(m, 6H), 1.64-1.88(m, 3H), 2
.05-2.16(m, 4H), 2.26(s, 2H), 2.29-2.40(m, 4H), 2.45(t, J=6.8Hz, 2H), 3.51(s, 2H),
3.61(s, 2H), 3.65(s, 2H), 3.90(t, J=6.9Hz, 2H), 6.48(d, J=15.9Hz, 1H), 6.87(d, J=1.3
Hz, 1H), 7.01(s, 2H), 7.05(d, J=1.3Hz, 1H), 7.29(d, J=8.1Hz, 2H), 7.35(d, J=15.9Hz
, 11), 7.47(d, J=8.1Hz, 211),

FehEf22(16) :1— @A—{[(AQH—AIF Y — L —2—ALAF /L) ({1—[3—(8—
AT FN—2, 8=V THFAER[4. 51T H—2—AL) T RENL]—1TH—AIF > —
JV—=2— AN AFIV) T I IAF NN T == )V) 2 7 s A ViR

TLC:Rf 0.35(Zmmds/Lb i AZ ) —)L:28%7 - E=7 /K=40:10:2) ;

NMR(CD OD): 6 0.89-0.95(m, 2H), 0.95(d, J=6.6Hz, 611), 1.33-1.42(m, 2H), 1
.43-1.79(m, 6H), 1.79-2.00(m, 3H), 2.32-2.63(m, 8H), 2.66-2.81(m, 2H), 2.86(t, J=
6.0Hz, 2H), 3.44(s, 2H), 3.58(s, 2H), 3.65(s, 2H), 3.94(t, J=7.2Hz, 2H), 6.89(d, J=1
.3Hz, 1H), 7.03(s, 2H), 7.10(d, J=1.3Hz, 1H), 7.16(d, J=8.1Hz, 2H), 7.31(d, J=8.1H
z, 2H),

Fhaf122(17): (2E) —3—[4— ({[(1—{3—[8—(2, 2— AT /L7 L)L) —2
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, 8= TR R[4, B]F A —2— AN ] BE L —1TH—AIF Y — /L —2—A)L)
AFNVIAH—AIZY — )b =2 — A VAT L) TI N AT V) 7 2=V [T VUV
TLC:Rf 0.19(BEEE—T L A% )— )L 28% 7 =7 /K=80:20:4) ;

NMR(CD OD): 6 1.02(s, 9H), 1.60-1.84(m, 6H), 1.92-2.00(m, 2H), 2.50-3.08(
m, 12H), 3.59(s, 4H), 3.75(s, 2H), 3.91(t, J=7.2Hz, 2H), 6.49(d, J=15.9Hz, 1H), 6.9
4(d, J=1.5Hz, 1H), 7.05-7.18(m, 3H), 7.33(d, J=8.4Hz, 2H), 7.52(d, J=15.9Hz, 1H),
7.56(d, J=8.4Hz, 2H),

FehEf22(18) : (2E) —3— (4—{[({1—-[8— (8—v/mr~FI /L —2, 8—TTHF
2vnl4. 5150 —2—AN) 7] —1H—AIF Y — )L —2— AL} AT L) (1H
—AIF =2 —ANWATF V) T JATF NN T =)L) TV

TLC:Rf 0.11 (BEEE——T L A% )— )L 28% 7 =7 /K=80:20:4) ;

NMR(CD OD): 6 1.15-1.90(m, 14H), 1.90-2.00(m, 2H), 2.05-2.18(m, 2H), 2.3
1(t, J=7.8Hz, 2H), 2.46(s, 2H), 2.70(t, J=7.8Hz, 2H), 3.04-3.30(m, 5H), 3.57(s, 2H)
, 3.60(s, 2H), 3.73(s, 2H), 3.90(t, J=7.2Hz, 2H), 6.50(d, J=15.9Hz, 1H), 6.92(d, J=1
.5Hz, 1H), 7.08(s, 3H), 7.34(d, J=8.1Hz, 2H), 7.47(d, J=15.9Hz, 1H), 7.54(d, J=8.4
Hz, 2H),

FhEf22(19) :2— @A—{[AH—AIFY =L —2—ANLAF /L) ({1—[3—(8—
AT FN—2, 8= TR R[4. B] T A —2—A/V) S /L] —1H—AIFY —
I —=2—= AN ATFIV) TIIAF NN T 2= )b ) — 2= AF )L as X g

TLC:Rf 0.50(Zmmds/Ll: AZ ) —) L 28%7 L E=77/Kk=40:10:2) ;

NMR(CD OD): 6 0.98(d, J=6.6Hz, 6H), 1.34-1.85(m, 10H), 1.82-2.13(m, 3H),
2.31-2.68(m, 8H), 2.77-3.12(m, 6H), 3.45(s, 2H), 3.56(s, 2H), 3.60(s, 2H), 3.76-4.
04(m, 21), 6.90(d, J=1.1Hz, 1H), 7.04(s, 2H), 7.11(d, J=0.9Hz, 1H), 7.18(d, J=8.1H
z, 2H), 7.41(d, J=8.1Hz, 2H),

FehEf22(20) :3—[4— ({[(1—{3—[8— (2, 2— T AF LT rE L) —2, 8—
THAE R[4, 5]FH—2— AV Tt —1H—AIF Y — )L —2—A)L) AF L]
(IH—AIZY =V —=2—ANATF L) TI N AT V) T 2=V [ TR g

TLC:Rf 0.26 (70 AZL i AZ )— L 28%7 =7 /K=80:20:4) ;
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NMR(CD OD): 6 1.10(s, 9H), 1.75-2.05(m, 8H), 2.58(t, J=6.9Hz, 2H), 2.90(t,
J=6.9Hz, 2H), 2.90-3.40(m, 121), 3.60(s, 2H), 3.64(s, 21), 3.89(s, 2H), 3.94(t, J=6
.9Hz, 2H), 7.02(d, J=1.2Hz, 1H), 7.12-7.28(m, 7H),

FhEf22(21) :3— @—{[({1—[3— @@=y Zmr~"FI /L —2, 8—T T HFRER[
4. 517 —2— () S ] —1TH—AIF Y — /b —2— AL} AF L) (1TH— A
B = =2—=ANAT V) T IAT IV} T 2 =)V) TS

TLC:Rf 0.29(7umAZ  AZ )—)L 1 28%7 =7 /K=80:20:4) ;

NMR(CD OD): 6 1.10-2.14(m, 18H), 2.40-2.60(m, 4H), 2.80-3.20(m, 11H), 3.
46(s, 2H), 3.54(s, 2H), 3.61(s, 2H), 3.88(t, J=7.2Hz, 2H), 6.89(d, J=1.2Hz, 1H), 7.0
3(s, 2H), 7.10(d, J=1.2Hz, 1H), 7.16(d, J=8.1Hz, 2H), 7.22(d, J=8.1Hz, 2H),
Fhaf22(22) : (2E) —3—[3— ({[(1—{3—[8—(2, 2— U AF L7 L)L) —2
, 8=V ¥R R[4, BT A —2— /] RENN —1TH—AIF Y —/L—2— A1)
AFNVIAH—AIZY — )b =2 — A VAT L) TI N AT V) 7 2=V [T VUV
TLC:Rf 0.15(Zmmds/bb: AZ ) —) L 28%7 L E=7/Kk=40:10:2) ;

NMR(CD OD): 6 1.11(s, 9H), 1.88-2.20(m, 8H), 2.99(s, 2H), 2.99-3.07(m, 2H)
, 3.15-3.20(m, 2H), 3.30(s, 6H), 3.70(s, 2H), 3.79(t, 2H), 3.92(s, 2H), 4.01(t, J=7.6
Hz, 2H), 6.54(d, J=15.9Hz, 1H), 7.03(d, J=1.1Hz, 1H), 7.19-7.22(m, 1H), 7.22(s, 2
H), 7.32-7.44(m, 2H), 7.46-7.56(m, 1H), 7.61(d, J=15.9Hz, 1H), 7.59-7.63(m, 1H)
Fhuk22(23) : (2E) —3— (83— {LUH—AFY — /L —2—A/LAF V) ({1—[3
—(B—AVTFN—2, 8= TR B[4, 51T H—2—A/) Fat /] —1H—A
IH =)= 2—A NN AT IV) T IAT N T == )V) T UV IR

TLC:Rf 0.14(ZaafR/b i AZ ) —) L 28% 7 =T 7/K=40:10:2) ;

NMR(CD OD): 6 1.05(d, J=6.6Hz, 6H), 1.86-2.23(m, 10H), 2.86-2.96(m, 2H),
2.96(d, J=7.3Hz, 2H), 3.07(s, 2H), 3.18-3.36(m, 611), 3.67(s, 2H), 3.74(s, 2H), 3.87
(s, 21), 3.97(t, J=7.4Hz, 1H), 6.54(d, J=15.8Hz, 1H), 7.00(d, J=1.3Hz, 1H), 7.19(s,
3H), 7.29-7.43(m, 2H), 7.48-7.53(m, 1H), 7.58(d, J=15.8Hz, 1H), 7.57(s, 1H),
22 (24) :3— (B8—{[(AIH—AF Y — L —2— AN AF V) ({1 —[3—(8—



WO 2008/016006 PCT/JP2007/064893

[0458]

[0459]

[0460]

168

AT FN—2, 8=V THFAER[4. 51T H—2—AL) T RENL]—1TH—AIF > —

W=2—=AINATFI) T AT N T == )b) TS

TLC:Rf 0.46 (370 AZ L i AZ )— L 28%7 =7 /K=30:10:2) ;

NMR(CD OD): § 0.93(d, J=6.6Hz, 6H), 1.55-1.73(m, 4H), 1.73-1.95(m, 5H), 2

.26(d, J=7.3Hz, 2H), 2.41-2.62(m, 8H), 2.71(s, 2H), 2.83-3.00(m, 4H), 3.46(s, 2H),
3.59(s, 2H), 3.64(s, 2H), 3.82(t, J=7.3Hz, 2H), 6.87(d, J=1.5Hz, 1H), 6.99-7.06(m,
3H), 7.07(d, J=1.5Hz, 1H), 7.08-7.24(m, 3H),

22 (25) :3—[8— ({[(1—{3—=[8— (2, 2—UAF LT at)) -2, 8-

THAE R[4, 5]FH—2— AV Tt —1H—AIF Y — )L —2—A)L) AF L]

(IH—AIF S I —=2—ANATIV) TI N AT IV) T ==L | 7S

TLC:Rf 0.53(F7muRrF i AZ )—)L:28%7 L E=77Kk=30:10:2) ;

NMR(CD OD): 6 0.88(s, 9H), 1.51-1.74(m, 4H), 1.76-1.97(m, 4H), 2.12(s, 2H)

, 2.40-2.58(m, 6H), 2.63-2.76(m, 2H), 2.83-2.98(m, 4H), 3.11(t, J=7.2Hz, 2H), 3.4

6(s, 2H), 3.57(s, 2H), 3.63(s, 2H), 3.72-3.83(m, 2H), 6.87(d, J=1.5Hz, 1H), 7.02(d,

J=7.3Hz, 1H), 7.05(s, 2H), 7.07(d, J=1.5Hz, 1H), 7.08-7.14(m, 1H), 7.14-7.26(m, 2

H).

FhaB22(26) :3— (8—{[({1—[83—(8—v/r~FI /L —2, 8= T WAL E[

4. 517 —2—AV) TrENV ] —1TH—AIF Y — /L —2— AL} AF L) (1TH— A

B =) —=2—=ANVAF V) T JATF IV T 2 =)v) TS g

TLC:Rf 049 (¥ 7/RBAZL AL )— L 28%T L E=77K=80:20:5) ;

NMR(CD OD): 6 1.08-2.10(m, 18H), 2.40-3.06(m, 15H), 3.47(s, 2H), 3.61(s, 2

H), 3.63(s, 2H), 3.86(t, J=7.5Hz, 2H), 6.89(d, J=1.5Hz, 1H), 6.99-7.06(m, 3H), 7.0

8(d, J=1.5Hz, 1H), 7.11-7.23(m, 3H),

Fhap23:[(2, 2=V AFNT R )W) FF]IATF IV A—[(AH—AIF Y — /L

—2—ANATF ) ({1 = [8— (8—A/TF)N—2, 8= TH A u[4. 5]FTH—2

— AWV T RE N ] —1TH—AIF S — )L —2— AV AT V)T ] T H )T —h
TIPSR, FEhEF122 (3) THR LA (600 mg) #N, N— AF /L

RVLTIR (DMF) (6 mL)ISEMEL | REEKFEA VD L (40 mg) . V(LT R 4 (60
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mg) , VREAF /L BT —R(68 nL)ZMNA, 40°CTI5RFHIFEIEL 72, ROSNIKIT
K (50 mL) &M%, T7rmAZL (50 mL) T2lalhhii L7z, A#EZ &8 TK, k
WCEIRI AR THES L MK RIE~ 27 oD AT LTz, MK~ 7 R
LR ARG LT, B EZ VAN Ia~ 57— (8 ) 7 il
. CHROMATOREX NH (f#fh4)) (n—~F o figoF/L=4:1-0:1)T
R | DL R OWEAE A T D A4 (50 mg) 215372,

TLC:Rf 0.73(F7muArZ i AZ )—)L:28%7 L E=77K=80:20:4) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 611, 1.21(s, 9H), 1.45-2.02(m, 13H), 2.03(d,
J=6.9Hz, 2H), 2.20-2.60(m, 12H), 3.50(s, 2H), 3.60(s, 2H), 4.04(t, J=7.2Hz, 2H), 5
.73(s, 2H), 6.95(d, J=0.9Hz, 1H), 6.98-7.10(m, 3H), 12.4(brs, 1H),

FhaE23 (1) 1 —{[ 7 "F L AFdF )R] dAF v mT i 4—[(1
H—AIFY = —=2—ANAFN) ({1-[3—(8—AYT T/ —2, 8—TTHF A1
[4. 51T I —2—A) TN ] —TH—AIF Y — )L —2— AV AT V) T ] T F
ST =k

EREFHI2312B T, rraAT L AT ORDVIZ] — /eI L LU
FIV IR F—REANT, EaHI23E FEROBRIEZI TV, LT OWiflZ 4
T OB ETRT,

TLC:RI 0.33(HEERTT /L A ) — /L 28% 7 L E=77K=80:20:2) ;
NMR(CDCL): 6 0.89(d, J=6.3Hz, 6H), 1.20-2.02(m, 28H),(s, 9H), 2.20-2.60(m
, 12H), 3.51(s, 2H), 3.61(s, 2H), 4.05(t, J=6.9Hz, 2H), 4.62(m, 1H), 6.76(q, J=5.4H
z, 1H), 6.96(d, J=0.9Hz, 1H), 6.98-7.10(m, 3H), 12.4(brs, 1H),

w24 27w [4—{[(1—{3—[8— (1 —=F L7t /l)—2, 8—TTHA
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
ARG =2 — AV AT I) T Y AT V) T == ] 78— ]

TTEFEKT . FERBI20 TERL72ALE (800 mg) 23 —~=0% /(1.3 mL
MNIEEIRL | ANV TFZ T NIV 7 e )L (657 mg) 2N 4., 20 RIS Tk
Lz, ROGNHRIZT S 7 —/1 (5 mL) ZI0Z, O°CCIZHHIL, e TRFEARY R F Y
2 (75 mg) ZMNZ T, O C TR LT, SOSHRIZ IR K 32 TN o 2/KEEHK (20
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mL) Z A, WEliRT /L (50 mL) T2l L7z, AE 258 TRk T
Vv, MK~ 7 3o LT LT, BKRilE~ 7 3w DE D% Al
WBf LU=, kA Vb r v ra< b 57 40— (F+H3 )y 71tdl CHROMATOR
EX NH@EMA)) h—~F o HEE T L =1:1-0: | >HE T )L A¥ ) —
=20:1=10: DITTHRL, LT OWIEEEZ A D59 (285 mg) 24372
TLC:Rf 0.81(I7muArF i AZ )—)L 1 28%7 L E=77K=80:20:3) ;
NMR(CDCI): 6 0.88(t, J=7.2Hz, 6H), 1.08-1.80(m, 10H), 1.80-1.94(m, 2H), 2.
10(m, 1H), 2.20-2.46(m, 8H), 2.48(t, J=6.9Hz, 2H), 3.49(s, 2H), 3.59(s, 2H), 3.61(s
, 2H), 3.64(s, 2H), 3.69(s, 3H), 3.92(t, J=6.9Hz, 2H), 6.92(d, J=1.2Hz, 1H), 7.00(d,
J=1.2Hz, 1H), 7.02-7.15(m, 2H), 7.24(d, J=8.1Hz, 2H), 7.35(d, J=8.1Hz, 2H), 12.5
(brs, 1H),

FehuBi24 (1) ~ 524 (11) :

FREBILBIZEBNTAT IV A—T AT N T 2= 7 BH— ORI Y T5
TIAE WA AT, E 15— FEH R 16— I M1 75 e 18— FE 19
—FZfiB1 20— I 24 L FERDIIEZATV N LU OARFERLEDZ1TT,
Fham24 (1) :=F N 4—{[(1—{3—[8—(1—=F L7t L)—2, 8—T7H
2vnl4. 5150 —2—AN]17 e} —1H—AIF Y — )L —2—A /L) AT /L] (1H
—AIZ =) —=2—AJVATF )T IV T X )T —

TLC:Rf 0.35(F7muArF i AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCI): 6 0.88(t, J=7.4Hz, 6H), 1.19-1.64(m, 10H), 1.25(t, J=7.1Hz, 3H)
, 1.83-2.02(m, 4H), 2.05-2.16(m, 1H), 2.28-2.58(m, 14H), 3.52(s, 2H), 3.60(s, 2H),
4.04(t, J=7.0Hz, 2H), 4.11(q, J=7.1Hz, 2H), 6.94(d, J=1.3Hz, 1H), 6.98-7.02(m, 1
), 7.00(d, J=1.3Hz, 1H), 7.03-7.08(m, 1H), 12.30-12.42(m, 1H),
FehaB24(2) . =Fv [4—{LA—A{3—-[8—(1—x=F T nrE/)—2, 8—T7
R4, 5]5H—2—AN] 7 )L} —1H—AIFZ Y — )L —2—A)L) 2T L] (1
H—AIFY =)L —=2—ANAF V) TI N AT )V) T2 =)V ] T BF—]

TLC:Rf 0.77(F7muRrF i AZ )—)L28%7 L E=77Kk=80:20:3) ;
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NMR(CDCL): 6 0.88(t, J=7.2Hz, 6H), 1.20~1.80(m, 13H), 1.80~1.95(m, 2H), 2.
14(m, 1H), 2.22-2.46(m, 8H), 2.48(t, J=6.9Hz, 2H), 3.48(s, 2H), 3.59(s, 4H), 3.64(s
, 2H), 3.91(t, J=6.9Hz, 2H), 4.14(q, J=7.2Hz, 2H), 6.92(d, J=1.5Hz, 1H), 6.99(d, J=
1.5Hz, 1H), 7.02-7.15(m, 2H), 7.24(d, J=7.8Hz, 2H), 7.35(d, J=7.8Hz, 2H), 12.5(br
s, 1H),

Fha24 (3) : AF v [3—{[A—{3—[8— (1 —=F L7 rE/N)—2, 8—TT
Farnl4. 515 —2—AN] 7 —1TH—AIF ) — /L —2— (/L) A2F L] (1
H—AIFY =)L —=2—ANAF V) TI N AT )V) T2 =)V ] T BF—]

TLC:Rf 0.44(F7muRrF i AZ )—)L:28%7 L E=77/Kk=80:10:2) ;
NMR(CDCL): 6 0.88(t, J=7.4Hz, 6H), 1.19-1.36(m, 2H), 1.38-1.62(m, 8H), 1.7
8-1.91(m, 2H), 2.05-2.15(m, 1H), 2.21-2.31(m, 2H), 2.27(s, 2H), 2.39(t, J=4.6Hz,
4H), 2.46(t, J=6.9Hz, 2H), 3.49(s, 2H), 3.62(s, 4H), 3.66(s, 2H), 3.69(s, 3H), 3.89(t
, J=6.9Hz, 2H), 6.91(d, J=1.3Hz, 1H), 6.99(d, J=1.3Hz, 1H), 7.05(s, 1H), 7.09(s, 1
H), 7.14-7.22(m, 1H), 7.24~7.34(m, 3H), 12.32-12.52(m, 1H),

Fhi24(4) :=F [3—{[A—{3—[8—(1—=F 1T rEI)—2, 8T
Farnl4. 515 —2—AN] 7 —1TH—AIF ) — /L —2— (/L) A2F L] (1
H—AIFY =)L —=2—ANAF V) TI N AT )V) T2 =)V ] T BF—]

TLC:Rf 0.44(F7muRrF i AZ )—)L:28%7 L E=77/Kk=80:10:2) ;
NMR(CDCL): § 0.88(t, J=7.4Hz, 6H), 1.17-1.36(m, 2H), 1.25(t, J=7.1Hz, 3H),
1.38-1.60(m, 8H), 1.75-1.92(m, 2H), 2.04-2.17(m, 1H), 2.21-2.30(m, 2H), 2.27(s,
2H), 2.39(t, J=4.5Hz, 4H), 2.46(t, J=6.9Hz, 2H), 3.50(s, 2H), 3.60(s, 21), 3.62(s, 2
H), 3.65(s, 2H), 3.88(t, J=6.9Hz, 2H), 4.14(q, J=7.1Hz, 2H), 6.91(d, J=1.3Hz, 1H),
6.98(d, J=1.3Hz, 1H), 7.07(s, 2H), 7.14-7.22(m, 1H), 7.23-7.35(m, 3H), 12.22-12.7
1(m, 1H),

Fhat24(5) :=F/ 3—[3—({[(1—{3—[8— (1 —=F )L/ N)—2, 8—
CTHRER[4. 5]FH—2—AN] T — TH—AIF S — )L —2— A )L) AF
WIAH—AIZY =)L —=2—ANATFIV) TI N ATF V) T == ] 7 asR )7 —h
TLC:Rf 041(F7muRrF L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
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NMR(CDCIS) ;0 0.88(t, J=7.4Hz, 6H), 1.16-1.61(m, 10H), 1.23(t, J=7.0Hz, 3H)
, 1.76-1.91(m, 2H), 2.05-2.17(m, 1H), 2.21-2.31(m, 4H), 2.33-2.51(m, 6H), 2.61(t,
J=7.8Hz, 2H), 2.94(t, J=7.8Hz, 2H), 3.47(s, 2H), 3.62(s, 2H), 3.64(s, 2H), 3.89(t, ]
=7.0Hz, 2H), 4.11(g, J=7.0Hz, 2H), 6.91(d, J=1.3Hz, 1H), 6.99(d, J=1.3Hz, 1H), 7.
02-7.14(m, 3H), 7.17-7.29(m, 3H), 12.29-12.58(m, 1H),

Eh24(6) :=F 1—[4—({[(1—{3—[8— (1—=F )LL) —2, 8—
CTHRER[4. 5]FH—2—AN] T — TH—AIF S — )L —2— A )L) AF
IWIAH—AIZY =) —=2—A)VAF V) TI N AT )V) T ==V 3 ra s v
RETT—h

TLC:Rf 0.45(Zmamijbda: A )—)L:28%7 =7 7K=90:10:1) ;
NMR(CDCIS) ;0 0.88(t, J=7.4Hz, 6H), 1.11-1.22(m, 5H), 1.38-1.64(m, 6H), 1.7
4-1.98(m, 2H), 2.03-2.17(m, 1H), 2.26-2.34(m, 2H), 2.40(t, J=5.5Hz, 2H), 2.48(t, ]
=7.0Hz, 2H), 3.51(s, 2H), 3.61(s, 2H), 3.65(s, 2H), 3.88-3.96(m, 2H), 4.09(q, J=7.1
Hz, 2H), 6.93(d, J=1.1Hz, 1H), 7.00(d, J=1.1Hz, 1H), 7.03-7.19(m, 2H), 7.18-7.44(
m, 4H),

Eh24(7) :=F v 2—[4—({[(1—{3—[8— (1 —=F )LL) —2, 8—
CTHRER[4. 5]FH—2—AN] T — TH—AIF S — )L —2— A )L) AF
NW]AH—AIZY =)L =2—=ANATFIV) TI N AT V) T 2= )b ] — 2= AF )L 7 1
JT7—k

TLC:Rf 0.45(Zmamijbda: A )—)L:28%7 =7 7K=90:10:1) ;
NMR(CDCIS): § 0.89(t, J=7.4Hz, 6H), 1.19(t, J=7.1Hz, 3H), 1.24-1.40(m, 2H),
1.39-1.63(m, 14H), 1.68-1.99(m, 3H), 2.06-2.22(m, 1H), 2.24-2.35(m, 4H), 2.37-2
.56(m, 5H), 3.49(s, 2H), 3.60(s, 2H), 3.63(s, 2H), 3.91(t, J=6.9Hz, 2H), 4.11(q, J=7.
1Hz, 2H), 6.88-6.95(m, 1H), 6.95-7.02(m, 1H), 7.07(s, 2H), 7.20-7.48(m, 4H),
24 (8) :=F L (2E) —3—[3—({[(1—{3—[8—(1—=Fn7rEI]N)—
2, 88—V AR R[4, 5]FH—2— AN ] A —1TH—AIF ) — /L —2— ()L
YAFIVI(AH—AIF Y — )L —=2—A)VAF V) TI N ATF V) T 2=V [ 7 70T —]h
TLC:Rf 0.40(ZamasRjLl: A ) —)L:28% 7 =7 K=100:10:2) ;
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NMR(CDCIS): § 0.88(t, J=7.3Hz, 6H), 1.34(t, J=7.2Hz, 3H), 1.39-1.58(m, 12H)
, 1.77-1.95(m, 2H), 2.05-2.16(m, 1H), 2.18-2.29(m, 2H), 2.33-2.41(m, 4H), 2.44(t,
J=6.8Hz, 2H), 3.49(s, 2H), 3.62(s, 2H), 3.69(s, 2H), 3.92(t, J=6.9Hz, 2H), 4.27(q,
J=7.2Hz, 2H), 6.45(d, J=16.0Hz, 1H), 6.94(s, 1), 7.02(d, J=0.9Hz, 1), 7.10(d, J=
13.7Hz, 2H), 7.31-7.49(m, 3H), 7.58(s, 1H), 7.69(d, J=16.0Hz, 1H), 12.45-12.60(m
, 1H),

FEhif24(9) . =F L (2E)—3—[4—({[(1—{3—[8—(1—x=F L7 rr /L) —
2, 88—V AR R[4, 5]FH—2— AN ] A —1TH—AIF ) — /L —2— ()L
YAFIVI(AH—AIF Y — )L —=2—A)VAF V) TI N ATF V) T 2=V [ 7 70T —]h
TLC:Rf 0.54(F70mAZ L i AZ )—)L28%7 =7 /K=90:10:1) ;
NMR(CDCIS): § 0.88(t, J=7.4Hz, 6H), 1.18-1.39(m, 6H), 1.39-1.59(m, 7H), 1.8
0-1.93(m, 2H), 2.05-2.16(m, 1), 2.22-2.31(m, 4H), 2.33-2.53(m, 6H), 3.50(s, 2H)
, 3.59(s, 2H), 3.67(s, 2H), 3.92(t, J=7.1Hz, 2H), 4.26(q, J=7.1Hz, 2H), 6.42(d, J=16
.1Hz, 1H), 6.93(d, J=1.2Hz, 1H), 7.00(d, J=1.2Hz, 1H), 7.04-7.14(m, 2H), 7.42(d, ]
=8.2Hz, 2H), 7.49(d, J=8.2Hz, 2H), 7.67(d, J=16.1Hz, 1H), 12.49(s, 1H),
Fhif24 (10) :=Fv 3—[4—({[A—{3—[8—(1—=F 1T rE/)—2, 8
—oT7HRER[4. 5]FH—2— A7 uE L — 1TH—A3IF Y — )L —2— (L) A
FATAH—AIZ S — )b —2—ANATF V) T IV AT ) T 2= )V T 18 )7 —h
TLC:Rf 0.54(F70mAZ L i AZ )—)L28%7 =7 /K=90:10:1) ;
NMR(CDCIS): § 0.88(t, J=7.4Hz, 6H), 1.17-1.36(m, 6H), 1.38-1.61(m, 7H), 1.7
9-1.92(m, 2H), 2.05-2.16(m, 1H), 2.24-2.32(m, 4H), 2.35-2.43(m, 4H), 2.47(t, J=7.
9Hz, 2H), 2.60(t, J=7.9Hz, 2H), 2.93(t, ]=8.2Hz, 2H), 3.47(s, 2H), 3.59(s, 2H), 3.6
2(s, 2H), 3.90(t, J=6.9Hz, 2H), 4.12(q, J=7.1Hz, 2H), 6.92(d, J=1.2Hz, 1H), 6.99(d,
J=1.2Hz, 1H), 7.03-7.11(m, 2H), 7.16(d, J=8.1Hz, 2H), 7.27-7.34(m, J=8.1Hz, 2H)
, 12.46(s, 1H),

Fhaf24(11) :=Fv 5—{[(Q1—{3—[8—(1—=F L7 RrEN)—2, 8T
PR r[4. 515 —2—AN]7ae )t —1H—A3IZ V) — )L —2— A1) AF /1] (1
H—AIZ ) — )b —=2—A/VAF L) TI NN F )T —h
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TLC:RI 0.69 (HERRTT /L AFZ ) — /L1 28% 7 L E=77K=80:20:5) ;
NMR(CDCIS): 6 0.78-1.05(m, 6H), 1.20-2.08(m, 16H), 1.25(t, J=7.2Hz, 3H), 2.
20-2.75(m, 15H), 3.51(s, 2H), 3.59(s, 2H), 4.04(t, J=6.9Hz, 2H), 4.11(q, J=7.2Hz, 2
H), 6.94(d, J=1.2Hz, 1H), 7.00(d, J=1.2Hz, 1H), 7.04(s, 2H),

Fha25:[4— {0 —{3—-[8— (1 —=F L7 rEN) =2, 8—UTHFAEE[4.
BITH—2—AN]17 BN} —1TH—AIF ) — L —2—A/L) AT V] (IH—AIFY
— IV —=2—ANAT V) T} AT V) T =)V FERE

FHa G412 BT, EapI3TE L7 E ORI I fufi 24 TE LAk
B T, FERBIAL REROEIEETTV BL T OMPEEE A T D8 &%
Bz,

TLC:RI 0.38(F7REAZL  AF ) — /L1 28% 7 L E=7 7K=80:20:4) ;

NMR(CD OD): § 1.00(t, J=7.5Hz, 6H), 1.40-2.02(m, 12H), 2.32(s, 2H), 2.44(,
J=6.6Hz, 2H), 2.60-3.02(m, 7H), 3.43(s, 2H), 3.45(s, 211), 3.54(s, 2H), 3.64(s, 2H)
, 3.84(t, J=7.5Hz, 2H), 6.90(d, J=1.5Hz, 1H), 7.03(s, 2H), 7.11(d, J=1.5Hz, 1H), 7.
17(d, J=8.1Hz, 2H), 7.29(d, J=8.1Hz, 2H),

Fehu 25 (1) ~ S| 25 (9) :

FHaH25128 VT, EfEfl24 TH IR LIZALE ORI EEFI24 (1) ~ 5
Bi124 (11) TERLIZAR S T Db EWE T, FEEf 258 RO ERIEZTTV N, LA
TNORFER AW TR,

FhEm25 (1) :4—{[(A—{3—[8—(1—=F LT rEt)N) -2, 8-V 7 ¥ Arnr[4
CBITF A —2— AN ] = TH—AIF Y — /L —2—A)L) AF /L] (IH— A4
V= 2= ANATN) TV T E

[1k.85]

-
<\j

N\/\
N
- N{c"h
CHy

HN
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TLC:Rf 0.17(F7BRAZ L AB )— )L 28%T L E=T 7K=70:30:3) ;
NMR(CDSOD): & 0.99(t, J=7.5Hz, 6H), 1.43-2.12(m, 16H), 2.40-2.66(m, 7H),
2.76-2.91(m, 6H), 3.62(s, 2H), 3.65(s, 2H), 3.89-3.98(m, 2H), 6.86(d, J=1.5Hz, 1H)
, 7.01(s, 2H), 7.06(d, J=1.5Hz, 1H),

FehB25(2) : [3—({[(1—{3—[8—(1—=Fnrut’ /) —2, 8-V TH AR
[4. 5]T H—2—AN]7 e/} —1H—AIF Y — )L —2—A/) AT L] (1H— A
B = —2—A)VATF V) T} AT V) 7 = =)V R

TLC:Rf 0.31(Zmamkivd: AZ ) — L 28% 7 =7 /K=40:10:2) ;
NMR(CDSOD): § 0.96(t, J=7.4Hz, 6H), 1.36-1.72(m, 8H), 1.76(t, J=7.1Hz, 2H)
, 1.85-1.98(m, 2H), 2.37-2.48(m, 1H), 2.49-2.77(m, 8H), 2.94(t, J=6.9Hz, 2H), 3.4
8(s, 4H), 3.62(s, 2H), 3.66(s, 2H), 3.75(t, J=7.3Hz, 2H), 6.88(d, J=1.3Hz, 1H), 6.99
-7.07(m, 1H), 7.03(s, 2H), 7.09(d, J=1.3Hz, 1H), 7.14-7.26(m, 2H), 7.29(s, 1H),
Fehap25(3) :1—[4—({[(1—{3—[8— (1 —=F L7 rE /L) —2, 8—ITH R
vrl4. 517 —2—AN]7 e —1H—AIF Y — /L —2—A)L) AF /L] (1H—
AT =) =2 —ANVAT V) TI VAT )V) T 2z o a7 asX VR g
TLC:Rf 0.A47(ZamdjLb b AZ ) —)L28%7 - FE=7 /K=40:10:2) ;
NMR(CDSOD): 6 0.88-0.95(m, 2H), 0.99(t, J=7.4Hz, 6H), 1.34-1.43(m, 2H), 1
.42-1.83(m, 10H), 1.84-2.02(m, 2H), 2.36-2.54(m, 4H), 2.57-2.92(m, 7H), 3.44(s,
2H), 3.57(s, 2H), 3.65(s, 2H), 3.92(t, J=7.3Hz, 2H), 6.89(d, J=1.3Hz, 1H), 7.03(s, 2
H), 7.11(d, J=1.3Hz, 1H), 7.15(d, J=8.1Hz, 2H), 7.31(d, J=8.1Hz, 2H),
Fehap25(4) :2—[4—({[(1—{3—[8— (1 —=F L7 rE /L) —2, 8—ITH R
vrl4. 517 —2—AN]7 e —1H—AIF Y — /L —2—A)L) AF /L] (1H—
AT =) =2 —ANVAT V) TI VAT V) T 2V ] — 2 — AT )L 7 /g
TLC:Rf 0.58(Zamads /Ll AZ )— L 28%7 - FE=7 /K=40:10:2) ;
NMR(CDSOD): § 1.01(t, J=7.5Hz, 6H), 1.41-2.02(m, 18H), 2.30-2.53(m, 411),
2.63-3.08(m, 7H), 3.39-3.50(m, 2H), 3.58(s, 2H), 3.60(s, 2H), 3.75-3.93(m, 2H), 6.
89(d, J=1.3Hz, 1H), 7.02(s, 2H), 7.11(d, J=1.3Hz, 1H), 7.17(d, J=8.2Hz, 2H), 7.40(
d, J=8.2Hz, 2H),
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Fhaf25(5): (2E) —3—[83— ({L(1—{3—[8—(Q1—=F AT RrEN)—2, 8—
CTHRER[4. 5]FH—2—AN] T — TH—AIF S — )L —2— A )L) AF
NIAH—=AIE Y =L —=2—ANAFIL) TI AT L) 7 == )V ] T 7V VR
TLC:Rf 0.13(Zmmdsbl: AZ ) —) L 28%7 L E=7/Kk=40:10:2) ;

NMR(CD OD): 6 1.06(t, J=7.4Hz, 6H), 1.64-1.82(m, 2H), 1.80-2.18(m, 11H),
2.83-2.95(m, 2H), 3.04(s, 2H), 3.13-3.38(m, 6H), 3.67(s, 2H), 3.73(s, 2H), 3.86(s,
2H), 3.97(t, J=7.2Hz, 2H), 6.53(d, J=15.9Hz, 1H), 7.00(d, J=1.3Hz, 1H), 7.17-7.21(
m, 3H), 7.28-7.44(m, 2H), 7.47-7.53(m, 1H), 7.58(d, J=15.9Hz, 1H), 7.55-7.58(m,
1H).

Fhak25(6) : (2E) —3—[4— ({LA—{3—[8—(1—=F /LT rE/)—2, 8—
CTHRER[4. 5]FH—2—AN] T — TH—AIF S — )L —2— A )L) AF
NIAH—=AIE Y =L —=2—ANAFIL) TI AT L) 7 == )V ] T 7V VR
TLC:Rf 0.56 (7muAZ i AZ )—) L 28%7 L E=77K=80:20:4) ;

NMR(CD OD): 6 0.92(t, J=7.5Hz, 6H), 1.28-1.44(m, 2H), 1.49-1.62(m, 8H), 1
.65-1.78(m, 2H), 2.05-2.28(m, 5H), 2.39-2.56(m, 6H), 3.51(s, 2H), 3.61(s, 21), 3.6
5(s, 2H), 3.90(t, J=7.0Hz, 2H), 6.48(d, J=16.0Hz, 1H), 6.87(d, J=1.3Hz, 1H), 7.01(s
, 2H), 7.05(d, J=1.3Hz, 1H), 7.29(d, J=8.2Hz, 2H), 7.35(d, J=16.0Hz, 1H), 7.47(d, ]
=8.2Hz, 2H),

Fhaf25(7) :3—[4—({[(1—{3—[8— (1—=F LT 1t/) —2, =TT HR
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
ALY =)V —=2—ANATF V) TN AT V) T 2=V ] X g

TLC:Rf 0.60(F7muAZ i AZ )—) L 28%7 L E=7"7K=80:20:4) ;

NMR(CD OD): 6 0.98(t, J=7.5Hz, 6H), 1.44-1.62(m, 4H), 1.64-1.90(m, 8H), 2
A1-2.64(m, TH), 2.68-2.97(m, 8H), 3.45(s, 2H), 3.54(s, 2H), 3.62(s, 2H), 3.87(t, J=
7.0Hz, 2H), 6.88(d, J=1.3Hz, 1H), 7.02(s, 2H), 7.07(d, J=1.3Hz, 1H), 7.16(d, J=8.1
Hz, 2H), 7.22(d, J=8.1Hz, 2H),

FhEf25(8) :3—[3—({[(1—{3—[8—(1—=F /LT rt)) —2, 8=V THR
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
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ALY =)V —=2—ANATF V) TN AT V) T 2=V ] X g
TLC:Rf 0.15(770mAZ i AZ )—)L28%7 =7 /K=80:20:2) ;
NMR(CD OD): 6 0.96(t, J=7.5Hz, 6H), 1.36-1.98(m, 12H), 2.42-2.53(m, 3H),
2.59-2.68(m, 2H), 2.69-2.81(m, 6I1), 2.88-2.96(m, 2H), 2.97-3.07(m, 2I1), 3.46(s,
2H), 3.59(s, 2H), 3.63(s, 2H), 3.81(t, J=7.5Hz, 2H), 6.88(d, J=1.3Hz, 1H), 6.99-7.0
4(m, 1H), 7.06(s, 2H), 7.07-7.09(m, J=1.3Hz, 1H), 7.10-7.25(m, 3H),
FhEf125(9) :5—{[(1—{3—[8—(1—xZF N7 rt /) -2, 8=V 7 AL'1[4
BT H—2—AN]TEEN —TH—AIF Y — /b —2— A /L) AT V] (ITH— A5
)b =2 = AVAF ) TP BN
TLC:Rf 0.33(F7muArZ L AZ )—)L 1 28%7 L E=7"7Kk=80:20:5) ;
NMR(CD OD): 6 0.96(t, J=7.2Hz, 6H), 1.40-1.80(m, 14H), 1.80-1.98(m, 2H),
2.05-2.18(m, 2H), 2.30-2.80(m, 13H), 3.64(s, 4H), 3.95(t, J=7.2Hz, 2H), 6.86(d, J=
1.5Hz, 1H), 7.02(s, 2H), 7.07(d, J=1.5Hz, 1H),
FhEF26: =Fn 4—{({1—-[3—(2, 8=V T7H¥RER[4. 5]TH—2—AN) T
eV ] —1H—AIZ == 2—A N AT ) [(1—{[2— (FUAF LT UL) =hF
VIATF N —1H—AIZS — I —2— AWV ATF V] TI )V T EZ )T —h
TNAFPKE FEAI19 (1) THRRLIZALG (1.0 g) 25 /—/1 (10 mL)
IR . ANFEAL KU A X R (5 mL) 20N %, I C 3R Lz, SOt
ARG L FREE Yy v ora~< o7 0— (8 LUy 78 CHROM
ATOREX NH(@id4)) m—~F o fipcF /1 =4:1—1:1—0: 1>fET
F IV AF )=/ =100:0—80:20) THEL , LN OWMEMEZ A3 D859 (
1.0 g) F¥7=,
TLC:Rf 0.21(7muRrF L AZ )—) L 28%7 L E=77K=80:20:2) ;
NMR(CDSOD): 6 0.02(s, 9H), 0.97(t, J=8.4Hz, 2H), 1.20(t, J=7.2Hz, 3H), 1.70
~1.88(m, 21), 1.88-2.50(m, 8H), 2.58-2.72(m, 21), 3.15-3.88(m, 14H), 4.05(q, J=7
.2Hz, 2H), 4.33(s, 2H), 4.37(s, 2H), 4.44(t, J=7.5Hz, 2H), 5.68(s, 2H), 7.58-7.65(m
, 2H), 7.70-7.80(m, 2H),
FhEFI27: =F v 4A—{({1—-[8—(8—AVTF/N—2, 8=V T ¥R 1[4, 5]F
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H=2=AN) TN ] —1TH—AIFZY =L —2— AV AF ) [(1—{[2— (FV A
FNLVN) ERFV]RAT NN = TH—AIF S =L —=2—AN) AT NI TN TH )T
—F

FHBI 3BT, Eud] 1 TERL AL G DOROVIAY T F AT TR,
FERa 2 THE R LIALE ORI IR uFI 26 TH L 7AL S & VT, Eii
BISERIERDEAEETTVN, DU O E A T DB a1 T,
TLC:RI 0.31 (FERRTT /L A ) — /L1 28% 7 L E=77K=90:10:2) ;
NMR(CDCI): 6 0.03(s, 9H), 0.83(t, J=8.4Hz, 2H), 0.89(d, J=6.3Hz, 6H), 1.23(t
, J=7.2Hz, 3H), 1.45-1.90(m, 11H), 2.04(d, J=7.2Hz, 2H), 2.17(t, J=7.2Hz, 2H), 2.1
8-2.40(m, 8H), 2.48(t, J=7.2Hz, 2H), 2.56(t, J=7.2Hz, 2H), 3.34(t, J=8.4Hz, 2H), 3.
70(s, 2H), 3.75(s, 2H), 3.90(t, J=6.9Hz, 2H), 4.07(q, J=7.2Hz, 2H), 5.16(s, 2H), 6.8
7(d, J=1.2Hz, 1H), 6.90-7.00(m, 3H),
FEfak128:4—{({1—[3— (8—AYTF N —2, 8=V T HALR[4. 5]5H—2—
AT BRENV]—1TH—AIF Y =)L —2— AV} 2T 0) [(1—{[2— (FIAF LY
V) ERFVIAT IV — TH—AIF Y — )b —2— A JV) AT )V TRV T A i

FHa B 42BN T, ERapI3TE L 7AW ORI I 27 TH LAk
B T, FERBIAL REROEIEETTV BL T OMPEEE A T D8 &%
Bz,
TLC:Rf 0.44(F7mmrZ A ) —)L:28%7 L F=7 /K=80:20:5);
NMR(CDSOD): & 0.05(s, 9H), 1.52-1.92(m, 2H), 1.98(t, J=7.2Hz, 2H), 2.10(d,
J=7.2Hz, 2H), 2.24-2.50(m, 10H), 2.55(t, J=6.9Hz, 2H), 3.30-3.52(m, 2H), 3.69(s,
2H), 3.71(s, 2H), 4.00(t, J=6.9Hz, 2H), 5.28(s, 2H), 6.87(d, J=1.5Hz, 1H), 6.89(d, ]
=1.5Hz, 1H), 7.11(d, J=1.5Hz, 1H), 7.19(d, J=1.5Hz, 1H),
FHaH29:2— (PAFNATI)) —2—FF VTN 4—{({1-[3—(8—AVTTF
=2, 8=V T HAREE[4. 5]T H—2—A/N) SN ] —1H—AIX ) — /L —2
— AN AT ) [(1—{[2— (FNIAFATIN) ZRF U IAT IV} — 1TH—AIF Y — )L
—2—AI)AFN]TI VT Z )7 —h

TN TFPRT . FEREFI28 TH R LIZLA Y (350 mg) N, N—IAF /L —2—
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ERESFL 7 ERTIR (71 mg) N, N—UAF L4 A7 IR (DMF) (5 mL) IZVAEfiEL
77, 1—eRaxs o N7 — L (HOBt) (124 mg) | vy Tl —=—F L —3— (3
—VATFILT )T e )L) IRV AIR RS (EDC) (176 mg) 204, iR T17
TR L 7o, BOGHRIZ IR /K 387~ R LKV (20 mL) 2%, ¥ 7mm Az (5
0 mL) C2EHH L7, AHEEZ G TRt Ak el ., Mok~ 3
UL TR LT, BOKEREE~ 7 R0 L& AR AIRE IR, Rl a A7 v
b7 T7 40— (B EL UL 7L CHROMATOREX NH(FEHS44)) (FRfg—=
F 2= )—/L=100:0—20:1) THERL | LU T OYEAEZ A 4 HFE 1L
HW (224 mg) B1F72,
TLC:Rf 0.44(F7muArF i AZ )—)L 1 28%7 L E=7"7K=80:20:5);
NMR(CDSOD): & 0.05(s, 9H), 1.52-1.92(m, 2H), 1.98(t, J=7.2Hz, 2H), 2.10(d,
J=7.2Hz, 2H), 2.24-2.50(m, 10H), 2.55(t, J=6.9Hz, 2H), 3.30-3.52(m, 2H), 3.69(s,
2H), 3.71(s, 2H), 4.00(t, J=6.9Hz, 2H), 5.28(s, 2H), 6.87(d, J=1.5Hz, 1H), 6.89(d, ]
=1.5Hz, 1H), 7.11(d, J=1.5Hz, 1H), 7.19(d, J=1.5Hz, 1H),
FHEFI30:2— (PAFNTI)) —2—FF /2T A—[(IH—AIF Y —/L—2—
ANATFNL) ({1 —=[8—(8—AYTFN—2, S—VTFAE R[4, 5]5FH—2—A)L)
TN —1H—AIZ Y =)V —=2— ANV ATFN) T TE )T —h

T FEREKT ., FEMBI29THRRLIZAL G (190 mg) 12N 7 LA 1 fiEE (5 m
L)ZNZ, SR CTARFRIL R U7 DO e L7z, FRIEZ S ) 7L ra< )
757 4—(F 2V 7R CHROMATOREX NHFM4)) (n—~FH
e =T L =1:1-0: 1>HFBTT /L 2— 71— =100:0—20:1) THHL
L. LU otz A4 DA b &4 (155 mg) 21572,
TLC:RI 0.53(HERRTT /L A ) — /L1 28% 7 L E=77K=80:20:5) ;
NMR(CDCI): 6 0.98(d, J=6.3Hz, 6H), 1.70-2.12(m, 11H), 2.45-3.20(m, 16H),
2.96(s, 3H), 2.99(s, 3H), 3.68(s, 2H), 3.69(s, 2H), 4.05(t, J=6.9Hz, 2H), 4.72(s, 2H)
, 6.95(d, J=1.2Hz, 1H), 7.04(d, J=1.2Hz, 1H), 7.10(s, 2H),
Feha B30 (1) ~FEHa 30 (6) :

FEREBI2612 VT, FERBI19 (1) TERLTALEMORDVIZE mF19(2) T
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HRLTALE LA EFI19 (1) TEMLIZAbEWE | FERfI29120 T, 2
—EREFT —N, N=UAF T BT IROROVITH Y T b & 8% VT, 5
Ji 51126 — FE Rt 51 27— FEfa i 28— FE R B 29— FHa B S0 & R O FAFEEAT UV, LU
T ORI EWEFTT-,

FEHaB30 (1) :2—FE Ry —d—ANZF I 4—[(1H—AIX S — L —2— ()L
ATN) ({1=[8—(8—A/TFIN—2, 8=V THAER[4. 5]TH—2—A/V) 71
EV]—1H—AIF Y — )L —2— AN AF V) T ] T Z )7 —h

TLC:Rf 0.24(F7murF i AZ )—) L 28%7 L E=77K=80:20:1) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.52-1.65(m, 6H), 1.68-2.00(m, 7H), 2.
04(d, J=7.2Hz, 2H), 2.20-2.43(m, 10H), 2.45-2.58(m, 6H), 2.61(t, J=6.0Hz, 2H), 3.
52(s, 2H), 3.61(s, 2H), 3.70(t, J=4.5Hz, 4H), 4.05(t, J=6.9Hz, 21), 4.20(t, J=6.0Hz,
2H), 6.95(d, J=1.2Hz, 1H), 7.01(d, J=1.2Hz, 1H), 7.04(s, 2H),

FHEFEI30(2) :2— (VTFATI) —2—AF /TN 4—[(IH—AIFYV —/L—
2—ANAF L) ({1—[83— (8—AVTFN—2, S—VTH AR 1[4, 5]5FH—2—
AV TN ] —1TH—AIF ) =) —2— (VI AF V) TR 1T B )7 —h

TLC:Rf 0.51(F7muRrF i AZ )—) L 28%7 L E=77K=80:20:2) ;
NMR(CDC1): § 0.88(d, J=6.4Hz, 6H), 1.13(t, J=7.1Hz, 3H), 1.23(t, J=7.1Hz, 3
H), 1.47-1.65(m, 6H), 1.68-2.00(m, 5H), 2.03(d, J=7.5Hz, 2H), 2.20-2.40(m, 8H),
2.45-2.62(m, 6H), 3.25(q, J=7.1Hz, 2H), 3.38(q, J=7.1Hz, 2H), 3.53(s, 2H), 3.62(s,
2H), 4.02(t, J=7.0Hz, 2H), 4.70(s, 2H), 6.93(d, J=1.3Hz, 1H), 6.95-7.09(m, 2H), 6.
98(d, J=1.3Hz, 1H), 12.16-12.39(m, 1H),

FhEFI30(3) :2—AF/ —2— UV —1—A LT 4—[(IH—A(IF Y/ —
N=2—=ANATFN) ({1—[3— (8—AVTF N —2, 8=V TR R[4, 5]FT H—
2—AN) T REN]—1H—AIF =)L —2— AV AT L) T ] 7 Z )7 —h
TLC:Rf 04770 AZ AZ )— L 28%7 =7 /K=80:20:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.47-2.07(m, 11H), 1.48-1.70(m, 6H), 2
.21-2.40(m, 8H), 2.45-2.62(m, 611), 3.39(t, J=6.9Hz, 2H), 3.49(t, J=6.9Hz, 2H), 3.5
3(s, 2H), 3.63(s, 2H), 4.03(t, J=6.9Hz, 2H), 4.62(s, 2H), 6.93(d, J=1.3Hz, 1H), 6.96
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~7.09(m, 2H), 6.98(d, J=1.3Hz, 1H), 12.18-12.37(m, 1H),

FREFI30(4) :2— (=T NANTI)) —2—FF /2T 5—[(1H—AIFY—/L—
2—ANAF L) ({1—[83— (8—AVTFN—2, S—VTH AR 1[4, 5]5FH—2—
AV TN ] —1TH—AIF ) — )L —2— AL AF L) T3 )] Z )7 —h
TLC:Rf 0.61 (FEfE=T /L A% ) —)L:28%7 =7 /K=80:20:5) ;
NMR(CDCI): 6 0.88(d, J=6.6Hz, 6H), 1.13(t, J=7.2Hz, 3H), 1.23(t, J=7.2Hz, 3
H), 1.45-2.00(m, 13H), 2.04(d, J=7.8Hz, 2H), 2.18-2.60(m, 14H), 3.25(q, J=7.2Hz,
2H), 3.38(q, J=7.2Hz, 2H), 3.53(s, 2H), 3.62(s, 2H), 4.03(t, J=6.9Hz, 2H), 4.72(s, 2
H), 6.93(d, J=1.2Hz, 1H), 6.99(d, J=1.2Hz, 1H), 7.03(brs, 2H),

FhaBI30(5) 1 2—AF/ —2—r P —1—ALxF )L 5—[(1H—A(IF >/ —
N=2—=ANATFN) ({1—[3— (8—AVTF N —2, 8=V TR R[4, 5]FT H—
2—AN) TN ] —1H—AIF Y =)L —2— AL AT L) TR )]~ B )7 —h
TLC:Rf 0.61 (FEfE=T /L A% ) —)L:28%7 =7 /K=80:20:5) ;
NMR(CDCL): & 0.88(d, J=6.6Hz, 611, 1.48-2.10(m, 17H), 2.20-2.60(m, 161,
3.40(q, J=6.9Hz, 2H), 3.49(q, J=7.2Hz, 2H), 3.54(s, 2H), 3.63(s, 2H), 4.02(t, J=6.9
Hz, 2H), 4.63(s, 2H), 6.93(d, J=1.2Hz, 1H), 6.99(d, J=1.2Hz, 1H), 7.03(brs, 2H), 12
.3(brs, 1H),

FHEFI30(6) :2— (VAT NT)) —2—AFV 2T 5—[(1H—AIF Y/ —/L—
2—ANAF L) ({1—[83— (8—AVTFN—2, S—VTH AR 1[4, 5]5FH—2—
AV) TN ]—1TH—AIF ) =)L —2— AL AT L) TR )]~ % )7 —h
TLC:Rf 0.58 (FEfE=T /L : A% ) — )L :28%7 =7 /K=80:20:5) ;
NMR(CDCL): 6 0.87(d, J=6.6Hz, 6H), 1.48-1.85(m, 11H), 1.85-2.00(m, 2H), 2
.03(d, J=7.2Hz, 2H), 2.20-2.60(m, 14H), 2.96(s, 3H), 2.98(s, 3H), 3.52(s, 2H), 3.61
(s, 2H), 4.02(t, J=6.9Hz, 2H), 4.71(s, 2H), 6.92(d, J=1.2Hz, 1H), 6.99(d, J=1.2Hz, 1
H), 6.99-7.06(m, 2H), 12.2(brs, 1H),

FHEH31:2— (PAFLT)) —2—AF V2T 4—{[(1—{3—[8—(1—xF
NTae ) —2, 8= T AR R[4, 5T —2— (] —1TH—A3IFY

— ) —=2—AN) AF LT (AH—AIF Y — )L —2—ANNATF V) TI )V T Z )T —h
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FhaH24128 T, EEFI20 TH R LIALE O RDVIZEEFI 26 THERLTZ
b5 W% < FEl ] 24— F2hip 28 — SN {51 29— FE i ] 30 LA Bk DI 21T
W BUF ORI b A AT,

TLC:RI 0.36 (7 REAFL AF ) — /L1 28% 7 L E=7 7K=10:20:2) ;
NMR(CDCL): 6 0.88(t, J=7.4Hz, 6H), 1.18-1.37(m, 2H), 1.38-1.65(m, 8H), 1.8
5-2.18(m, 5H), 2.28-2.45(m, 8H), 2.46-2.62(m, 6H), 2.96(s, 3H), 2.98(s, 3H), 3.53(
s, 2H), 3.62(s, 2H), 4.03(t, J=6.9Hz, 2H), 4.71(s, 2H), 6.93(d, J=1.3Hz, 1H), 6.96~
7.12(m, 3H), 11.98-12.56(m, 1H),

FehaB31 (1) ~FEa |31 (5) :

FREBI 26123V T, FEHafI19 (1) TARLALE ORIz FEmEI19(2) T

BRLTALE B LT FERMBI19 (1) THRLIAbEWE , ERFI2912F80) T, 2
—bERaX Yy —N, N=YAF LT BT IROMRDOITHE Y 325 WE v, &
it B 26— FEfi s 24— F i ] 28— FE i 51l 29— F B B0 &L [Al Bk D #fEZA TN, LA
TORFEIUCL AW E 1T,
FHEFI31 (1) :2— (=T NTI) —2—FF /=T 4—{[(1—{3—-[8— (11—
TFNTaEN) =2, =TT AR R[4, 5T H—2— (/] e —1H— A3
)= —=2—AN) ATV (ATH—AIF S =)V —=2—ANVATF ) TINTH )T —h
[1k:86]

NWJ/\/WTO\J\N(\%

A g
TLC:RI 0.36 (7 REAFL AF ) — /L1 28% 7 L E=7 7K=10:20:2) ;
NMR(CDCL): § 0.88(t, J=7.4Hz, 6H), 1.13(t, J=7.1Hz, 3H), 1.18-1.37(m, 5H),
1.38-1.65(m, 8H), 1.82-2.20(m, 5H), 2.27-2.45(m, 8H), 2.46-2.64(m, 6H), 3.25(q,
J=7.1Hz, 2H), 3.38(q, J=7.1Hz, 2H), 3.54(s, 2H), 3.62(s, 2H), 4.02(t, J=6.9Hz, 2H),
4.70(s, 2H), 6.93(d, J=1.3Hz, 1H), 6.95-7.12(m, 3H), 12.03-12.51(m, 1H),
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[0501] FEHEfFS1(2):2—A4F%/—2— (1—ru)=1)xF L 4—{[(1—{3—[8—(1

[0502]

[0503]

[0504]

—ZF T aeN) —2, 8T AR R[4, B]F A —2— (/L] eV —1H—
AIZY =) —2— AV AF V] (AH—AIF Y — )b —2—ANNAFN) TINTZ )T
—h

TLC:Rf 0.38(F7muAZ i AZ )—)L:28%7 L E=7 /K=10:20:2) ;
NMR(CDCL): 6 0.88(t, J=7.3Hz, 6H), 1.18-1.37(m, 2H), 1.38-1.66(m, 8H), 1.7
6-2.18(m, 9H), 2.27-2.45(m, 8H), 2.46-2.63(m, 6H), 3.39(t, J=6.8Hz, 2H), 3.44-3.
57(m, 4H), 3.63(s, 2H), 4.03(t, J=6.9Hz, 2H), 4.62(s, 2H), 6.93(d, J=1.3Hz, 1H), 6.
96-7.09(m, 3H), 12.12-12.46(m, 1H),

FREFI31(3) :2— (AT NT)) —2—AFVxF ) 5—{[(1—{3—[8—(1—
TFNTaEN) =2, =TT AR R[4, 5T H—2— (/] e —1H— A3
)b =2 =AW ATV (IH—AIF =)L =2 — ANV AT IL) TI )V H )T
—h

TLC:Rf 0.56 (BT )L AF ) — )L 28% 7 L E=7 /K=80:20:5) ;
NMR(CDCL): § 0.88(t, J=7.5Hz, 6H), 1.20-1.80(m, 14H), 1.84-2.00(m, 2H), 2.
12(m, 1H), 2.30-2.58(m, 14H), 2.96(s, 3H), 2.98(s, 3H), 3.52(s, 2H), 3.61(s, 2H), 4
.02(t, J=6.9Hz, 2H), 4.71(s, 2H), 6.93(m, 1H), 6.98(m, 1), 6.98-7.06(m, 2H), 12.3
(brs, 1H),

FHEH31 (4) :2— (V=T NTI)) —2—AF /=T 5—{[(1—{3—[8—(1—
TFNTaEN) =2, =TT AR R[4, 5T H—2— (/] e —1H— A3
)b =2 =AW ATV (IH—AIF =)L =2 — ANV AT IL) TI )V H )T
—h

TLC:Rf 0.63(FERE=T /L : AF ) — )1 28% 7 L E=77K=80:20:5) ;
NMR(CDCL): 6 0.88(t, J=7.2Hz, 6H), 1.12(t, ]=7.2Hz, 3H), 1.18-1.84(m, 17H)
, 1.84-2.00(m, 21), 2.12(m, 1H), 2.30-2.58(m, 14H), 3.25(q, J=7.2Hz, 2H), 3.38(q,
J=7.2Hz, 2H), 3.53(s, 2H), 3.62(s, 2H), 4.03(t, J=7.2Hz, 2H), 4.72(s, 2H), 6.94(m,
1H), 6.99(m, 1H), 6.99-7.06(m, 2), 12.3(brs, 1H),

FhEFI31(5) :2—AF Y —2—(1—trIV=r)=F L 5—{[(1—{3—-[8—(1
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—ZF )T ae)L) =2, 8= TR R[4. 5] T A —2— (/L] RE L —1H—
AT = =2—A) AT IV (AH—AIZY =)L =2—ANATF ) T B )
7=k
TLC:RI 0.62(FEFRTT /L A ) — /L1 28% 7 L E=77K=80:20:5) ;
NMR(CDCL): § 0.88(t, J=7.5Hz, 6H), 1.20-2.08(m, 20H), 2.12(m, 1H), 2.30-2.
58(m, 14H), 3.40(t, J=6.9Hz, 2H), 3.49(t, J=6.9Hz, 2H), 3.53(s, 2H), 3.62(s, 2H1), 4.
02(t, J=6.6Hz, 2H), 4.63(s, 2H), 6.93(d, J=1.2Hz, 1H), 6.99(d, J=1.2Hz, 1H), 6.99~
7.08(m, 2H), 12.3(brs, 1H),
Fhap132:2— (NP TI) AT V] =N, N= VAT —1TH =AY — /b —
1— AR TIR

FHEHI 512 T, EEFI 14 THRLIZALEORDYIZ2 =RV —N, N
—VAF N —1H—AIFV — )L — 1 —ZJVRTIRE ATV A—TI)AF LT =
=T F— DRIV T I D TEHIL 5L RO ERIEEZT TV, B
TOMMEEE A T OB WA,
TLC:RI 0.50(Zmmis/Lls: AZ )—/L:28%7 L E=77K=90:10:1) ;
NMR(CDCIS): 6 2.85(s, 6H), 3.84(s, 2H), 4.07(s, 2H), 7.00(d, J=1.8Hz, 1H), 7.
24(d, J=1.8Hz, 1H), 7.25-7.35(m, 6H),
Fha133: 2— [ (R UNATL— (B—A{[tert =T F IV (P AT IV) VUL A F T
2EL) —1H—AIZ Y — ) —2—A )] AT )L} TI ) AT L] —N, N—U AT )L —
1H—AIZY —)L—1— AR TIR

FHH 3TN T, FEHBI L TH LI B ORI I B 14 TERR LAk
B EhEH2THRLIAL S ORDVIZEZIEF 32 TE LI LG W AT
 EREBISEFREDBRAEET TV, LU F OMIEEE A 3 R L A a1,
TLC:RI 0.40(ZRmi/Lls: AZ )—/L: 28%7 L E=77K=90:10:1) ;
NMR(CDCI): 6 0.03(s, 6H), 0.89(s, 9H), 1.65-1.80(m, 2, 2.71(s, 6H), 3.47(t
, J=6.0Hz, 2H), 3.81(s, 2H), 3.88(s, 2H), 3.93(s, 2H), 4.02(t, ]=6.0Hz, 2H), 6.85(d,
J=1.2Hz, 1H), 6.88(d, J=1.2Hz, 1H), 7.00(d, J=1.2Hz, 1H), 7.20-7.35(m, 6H),
FhEBI34: 2— [ (VA1 — (B—EREF 7 BE L) —1TH—AIF Y —/L—2
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—ANWIATF NN TI) AF ] =N, N=UAF /L —1TH—AIF Y — /)L — 1 — ALk
7R

FEhEFI1 72BN T, FEEFI 16 THRRLAL A OROITEIGHISSTEK L
bWz T, FERBIL7 LR OERAEZATV, LU OYIEEZ A3 oG
WaART=,
TLC:RI 0.38(Zmmsl/Lls: AZ /=)L 2807 L F=7/K=90:10:1) ;
NMR(CDCI): 6 1.90-2.05(m, 2H), 2.75(s, 6H), 3.53(t, J=5.4Hz, 2H), 3.76(s, 2
H), 3.85(s, 2H), 3.91(s, 2H), 4.16(t, J=6.6Hz, 2H), 6.88(d, J=1.5Hz, 1H), 6.95(d, J=
1.5Hz, 1H), 7.03(d, J=1.5Hz, 1H), 7.23(d, J=1.5Hz, 1H), 7.20~-7.35(m, 3H), 7.40-7.
45(m, 2H),
FhiH35:3— (2—{[ XV ({1 —[AFILT) ARz /L] — 1TH— A3
— V=2 — AN AT ) TIIAT I —TH— A — )b — 1 —A)V) T at ) A%
I AIVIRT—h

FEhE 1 8IZB T, FEhEfl 17 TH L AL B OROITEIEHI 34 TEHK L
{bB W% N CHRBI 1 8L [FEEDEAEZATV N, LU F O EZ A 3 DI L&
g s e
TLC:RI 0.40(ZmmsR/Lls: AZ ) —)L 2807 L F =7 K=90:10:1) ;
NMR(CDCL): 6 1.96-2.08(m, 2H), 2.73(s, 6H), 2.98(s, 3H), 3.75(s, 2H), 3.86(s
, 2H), 3.92(s, 2H), 4.06-4.17(m, 4H), 6.87(d, J=1.3Hz, 1H), 6.92(d, J=1.3Hz, 1),
7.02(d, J=1.7Hz, 1H), 7.23(d, J=1.7Hz, 1H), 7.25-7.33(m, 5H),
FhEBI36 tert—7 T 2—[3— (22— {[~U V{1 —=[ (AT NT)) AR
SNV = 1TH—AIF Y =)L —=2— AV AT V) T IATF NV — TH—AIF Y — )L —
1—AV) 7 urL]—2, 8= 7 WA R[4, 5]5 o —8—H/LRFLT—h

FEHEFEI1 NN T, FEhEF 18 TH L AL A OROITESGHIS5 TEHK L
fbB W% A CTHERBI1 9L [ DEAEZATV N, LU T OB EZ A 3 1 L5
g s e
TLC:RI 0.37(ZmmsR/Ll: AZ /=)L 2807 L F=7K=90:10:1) ;
NMR(CDCIS): 6 1.43-1.74(m, 17H), 2.20(t, J=6.2Hz, 2H), 2.27(s, 2H), 2.47(t,
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J=6.2Hz, 2H), 2.71-2.72(m, 6H), 3.23-3.34(m, 2H), 3.34-3.45(m, 2H), 3.80(s, 2H),
3.87(s, 2H), 3.92(s, 2H), 3.97(t, J=7.0Hz, 2H), 6.84(d, J=1.3Hz, 1H), 6.88(d, J=1.3
Hz, 1H), 7.00(d, J=1.7Hz, 1H), 7.22(d, J=1.7Hz, 1H), 7.24-7.35(m, 5H),
FHBI37T N—~ U —1—{1—-[3—(2, 8= 7 ¥ A4, 5]7H—2—A/L
Y7 L] —1H— A — )L —2— ()L} —N— (1H—AIFV —/L—2— ()L A
FNN)AZ LTI

FHEHEN61Z33N T, FEHBI5 TH LI B ORI FERBI36 TE LAk
By T HEIEBI6 & RO BRIEEZT TV, LT OWEEE A3 DIE L AW %15
77,
TLC:RI 0.15(ZRER/LL: AZ )=/ 28%7 L E=7 7K=50:10:1) ;
NMR(CDCIS) 6 1.55-1.88(m, 8H), 2.26(t, J=6.9Hz, 2H), 2.31(s, 2H), 2.50(t, J
=6.9Hz, 2H), 3.00-3.13(m, 4H), 3.47(s, 2H), 3.65(s, 2H), 3.67(s, 2H), 3.89(t, J=6.9
Hz, 2H), 6.90(d, J=0.7Hz, 1H), 7.00(d, J=0.7Hz, 1H), 7.09(s, 2H), 7.23-7.42(m, 5H
)o
FREFI3 :N—~_ b —1— (IH—AIF Y —/L—2—A/L) —N— ({1—[3— (8
—AVTFN—=2, 8=V T VA R[4. B]TH—2—A/L) T aE )] - 1H—AIFY
IV = 2= AN AT I) AF LTI

FEha B3I I THEME| 1 TE L TAL A ORI —AF )V T 1T —)1 %
 FERBI20ROIZEZ B3 7T TE LI LG W TR HI 3 LRk O EE
1T U oMYA SR b S MRz,
TLC:RI 0.15(ZRER/LL: AZ )=/ 28%7 L E=7 7K=50:10:1) ;
NMR(CDCIS) 6 1.55-1.88(m, 8H), 2.26(t, J=6.9Hz, 2H), 2.31(s, 2H), 2.50(t, J
=6.9Hz, 2H), 3.00-3.13(m, 4H), 3.47(s, 2H), 3.65(s, 2H), 3.67(s, 2H), 3.89(t, J=6.9
Hz, 2H), 6.90(d, J=0.7Hz, 1H), 7.00(d, J=0.7Hz, 1H), 7.09(s, 2H), 7.23-7.42(m, 5H
)o
FHEF39:1— (IH—AIFY = —2—A) —N—({1—[8— (8—AVTF /L —
2, 8=V T WAL R[4, B]F A —2—A/) SV ] —1TH—AIF Y — /L —2— AL
FATF ) AZ LTI
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Feha B 38 TH R L7-ALE 4 (700 mg) OFFNE (6 mL) I Z20% K b/ T2 L

# (140 mg) Z N4, PSRN ZKFE TREIRLIZ, POGRZ50°C TSRFRIFLFRL 72

o BOSHRZ B A (Fdn4h) THIML TKIBIb/ T VT MR FE AR . AR I
LTc, B Vv ra< 757 0— (B 133 7 CHROMATOREX
NH (Fsh4)) (HERE =T /L A% ) — =30 1) TR, DL Otttz A9 5
REAVAH (200 mg) Z157=,
TLC:Rf 0.16 (7muAZ i AZ )—) L 28%7 L E=7"7Kk=90:10:1) ;
NMR(CDCI): 6 0.89(d, J=6.6Hz, 6H), 1.50-1.66(m, 6H), 1.79(m, 1H), 1.90-2.
02(m, 2H), 2.06(d, J=7.2Hz, 2H), 2.24-2.42(m, 8H), 2.55(t, ]=6.9Hz, 2H), 3.80(s, 2
H), 3.85(s, 2H), 4.02(t, J=6.9Hz, 2H), 6.91(d, J=1.2Hz, 1H), 6.99(d, J=1.2Hz, 1H),
7.01(s, 2H),
FERaB40: AT 2—{[(IH—AIF V=)L —2— AL AF L) ({1—[3—(8— AV
TFN—2, 8T HARE R[4, B]F A —2—A/) T RENN]—1TH—AIF Y —L
—2— AN AT V) TR IAF I}~ S —h

%
A

FRBI 3T, FEHEHI L TERLIZALEHDORDVIZAT L 2=
VT — N FEEHI2THRLIALE ORI ERERI 39 TH LG %
VT RGBS FRRDBAEEATU N, LA F O 2 A 3 DI S E Tz,
TLC:RI 0.41(F7REAFL AF ) — L 28% 7 L E=77K=90:10:1) ;

HN /N

NMR(CDCIS): 6 0.88(d, J=6.6Hz, 6H), 1.45-1.84(m, 9H), 2.03(d, J=7.2Hz, 2H),
2.16-2.32(m, 8H), 2.42(t, J=6.9Hz, 2H), 3.51(s, 2H), 3.54(s, 2H), 3.84-3.90(m, 5H
), 3.97(s, 2H), 6.90(d, J=1.2Hz, 1H), 6.98(d, J=1.2Hz, 1H), 7.03-7.14(m, 2H), 7.35(
dt, J=1.2, 7.5Hz, 1H), 7.46(dt, J=1.2, 7.5Hz, 1H), 7.52(dd, ]J=7.5, 1.2Hz, 1H), 7.83(
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dd, J=7.5, 1.2Hz, 1H),

FehaBi40 (1) ~Fha 40 (16) :
FHEF3BITINT2— AT LT 3 — L ORI Y 757 LT ERB LI
g FEREHIA0IZIB N TAT IV 2— ALy o= ROV Y 357
LT ERG LT M Z T, SN B 38— FEHE 51| 39— Bl 40 & [FIEE OHEREZ

1TV, LN ORI S 215 T,

FEaf140 (1) : 2— [(IH—AIF Y — L —2— AL AF L) ({1—[3— (8— AV TF
=2, 8=V T A R[4, 5]T AN —2—A/N) RN ] —1H—AIF Y — /L —2
—ANWNATF ) T J2H ) — )L

TLC:Rf 0.20(7muAZ i AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCI): 6 0.88(d, J=6.6Hz, 6H), 1.50-1.66(m, 6H), 1.76(m, 1H), 1.88-2.
05(m, 2H), 2.03(d, J=7.2Hz, 2H), 2.23-2.40(m, 8H), 2.52(t, J=6.9Hz, 2H), 2.78(t, ]
=5.1Hz, 2H), 3.64-3.78(m, 6H), 4.04(t, J=6.9Hz, 2H), 6.93(d, J=1.5Hz, 1H), 7.00-7
.04(m, 3H),

FhEF140 (2) : AF v 3—{[(AH—AIF Y — /L —2—ANLAF /L) ({1—[3—(8—
AT FN—2, 8= TR R[4. B] T A —2—A/V) S /L] —1H—AIFY —
JV—=2— AV AF L) T IAF ) F—h

TLC:Rf 0.35(F7muArF i AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): & 0.88(d, J=6.6Hz, 61D, 1.43-1.90(m, 9H), 2.02(d, J=7.2Hz, 2H),
2.18-2.34(m, 8H), 2.45(t, J=6.9Hz, 2H), 3.49(s, 2H), 3.62(s, 2H), 3.72(s, 2H), 3.88
-3.96(m, 5H), 6.93(d, J=1.2Hz, 1H), 7.00(d, J=1.2Hz, 1H), 7.03-7.14(m, 2H), 7.41(
t, J=7.8Hz, 1H), 7.60(d, J=7.8Hz, 1H), 7.94(d, J=7.8Hz, 1H), 8.09(s, 1H),
FEHEFEI40 (3) : AF IV A—{[(AH—AIF Y — L —2—ANNAF /L) ({1—[3—(8—
AT FN—2, 8= TR R[4. B] T A —2—A/V) S /L] —1H—AIFY —
JV—=2— AV AF L) T IAF ) F—h

TLC:Rf 0.37(7muRrF i AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCI): 6 0.88(d, J=6.6Hz, 6H), 1.48-1.92(m, 9H), 2.02(d, J=7.2Hz, 2H),
2.20-2.34(m, 8H), 2.46(t, J=6.9Hz, 2H), 3.49(s, 2H), 3.61(s, 2H), 3.71(s, 2H), 3.88
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-3.95(m, 5H), 6.93(d, J=1.2Hz, 1H), 7.01(d, J=1.2Hz, 1H), 7.05-7.15(m, 2H), 7.48(
d, J=8.1Hz, 2H), 8.01(d, J=8.1Hz, 2H),

FEHaR 40 (4) :3—{[(AH—AIFY — L —2— AN AF L) ({1—[3— (8— AV TF
=2, 8=V T HAREE[4. 5]T H—2—A/N) SN ] —1H—AIX ) — /L —2
—ANNAT )T I JATF I T = ) —)b

TLC:Rf 0.30(F7muAZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.50~1.70(m, 6H), 1.77(m, 1H), 1.95-2.
10(m, 4H), 2.20-2.40(m, 4H), 2.42(s, 2H), 2.46(t, ]=6.9Hz, 2H), 2.61(t, ]=6.9Hz, 2
H), 3.48(s, 2H), 3.61(s, 2H), 3.64(s, 2H), 3.92(t, J=7.5Hz, 2H), 6.73-6.82(m, 2H), 6
.91(d, J=1.5Hz, 1H), 6.97(m, 1H), 7.01(d, J=1.5Hz, 1H), 7.09(s, 2H), 7.14(t, J=7.5H
z, 1H),

FEHaf40 (5) :4—{[(AH—AIFY — L —2— AN AF L) ({1—[3— (8— AV TF
=2, 8=V T HAREE[4. 5]T H—2—A/N) SN ] —1H—AIX ) — /L —2
—ANNAT )T I JATF I T = ) —)b

TLC:Rf 0.30(F7muAZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 6H), 1.48-1.66(m, 6H), 1.70-1.98(m, 3H), 2.
06(d, J=7.2Hz, 2H), 2.20-2.40(m, 8H), 2.54(t, J=6.9Hz, 2I), 3.52(s, 2H), 3.56(s, 2
H), 3.61(s, 2H), 3.94(t, J=6.9Hz, 2H), 6.72(d, J=8.4Hz, 2H), 6.91(d, J=1.2Hz, 1H),
7.01(d, J=1.2Hz, 1H), 7.07(s, 2H), 7.13(d, J=8.4Hz, 2H),

FEHaR40 (6) 12— {[(AH—AIFY — /L —2— AN AF L) ({1—[3— (8— AV TF
=2, 8=V T HAREE[4. 5]T H—2—A/N) SN ] —1H—AIX ) — /L —2
—ANNAT )T I JATF I T = ) —)b

TLC:Rf 0.31(7muArBZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 0.89(d, J=6.6Hz, 6H), 1.50~1.66(m, 6H), 1.72-1.96(m, 3H), 2.
06(d, J=7.2Hz, 2H), 2.20-2.40(m, 8H), 2.48(t, J=6.9z, 2H), 3.63(s, 2H), 3.65(s, 2
H), 3.78(s, 2H), 3.99(t, J=6.9Hz, 2H), 6.82(dt, J=1.5, 7.5Hz, 1H), 6.92(dd, J=7.5, 1
.5Hz, 1H), 6.94(d, J=1.5Hz, 1H), 7.04(d, J=1.5Hz, 1H), 7.07(s, 2H), 7.10(dd, J=7.5,
1.5Hz, 1H), 7.19(m, 1H),
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FEHaE40 (7) ' N— (IH—AIF Y — 1 —2— AL AF L) —N— ({1 —[3— (8—A
VTFN—2, 8=V T A R[4, 5]F W —2—A/N) TN ] —1H—AIF YV —
J—=2—= AV AT N) X F TR
TLC:Rf 0.52(HFfETT /L AZ )—)L:28% 7 L E=T7/K=80:10:2) ;
NMR(CDCL): 6 0.89(d, J=6.4Hz, 6H), 1.34-2.18(m, 19H), 2.23-2.34(m, 4H), 2
.35(s, 2H), 2.39(t, J=6.9Hz, 2H), 2.54(t, J=6.9Hz, 2H), 2.67-2.81(m, 1H), 3.55(s, 2
H), 3.63-3.70(m, 2H), 4.09(t, J=6.9Hz, 2H), 6.95(d, J=1.3Hz, 1H), 7.01(d, J=1.3Hz,
1H), 7.05(s, 2H), 12.13-12.82(m, 1H),
FEREFEIA0(8) :N— (1H—AIF Y — /L —2— (L AF L) —N— ({1—[3— (8— 1
VTFN—2, 8=V T A R[4, 5]F W —2—A/N) TN ] —1H—AIF YV —
IV —=2—AIVI AT V) T TasF T
TLC:Rf 0.52(HFfETT /L AZ )—)L:28% 7 L E=T7/K=80:10:2) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 6H), 1.01-1.42(m, 6H), 1.48-1.65(m, 6H), 1.
68-2.10(m, 9H), 2.20-2.42(m, 8H), 2.46-2.61(m, 3H), 3.65(s, 2H), 3.78(s, 2H), 4.0
1(t, J=7.0Hz, 2H), 6.91(d, J=0.9Hz, 11), 6.99(s, 3H), 11.69-12.60(m, 1H),
FEha 140 (9) ;=T @—{[(IH—AIFZ YV — /L —2—ANAF /) {1 —[3—(8
—AYTTFI—2, 8=V T YA R[4, 51T H—2—A)) RN ] —1TH—AIF
— IV =2— AV AT IV T I IATF IV T 2 )% ) T2 E—h
TLC:Rf 0.20(70mAZ i AZ )—)L:28%7 =7 /K=90:10:1) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.30(t, J=7.1Hz, 3H), 1.45-1.65(m, 6H),
1.68-1.80(m, 1H), 1.80-1.95(m, 2H), 2.03(d, J=7.3Hz, 2H), 2.14-2.39(m, 8H), 2.4
9(t, J=6.9Hz, 2H), 3.47(s, 2H), 3.59(s, 2H), 3.60(s, 2H), 3.90(t, J=6.9Hz, 2H), 4.28(
q, J=7.1Hz, 2H), 4.61(s, 2H), 6.88(d, J=8.6Hz, 2H), 6.93(d, J=1.3Hz, 1H), 7.00(d, ]
=1.3Hz, 1H), 7.03-7.16(m, 2H), 7.33(d, J=8.7Hz, 2H), 12.39-12.60(m, 1H),
Fhaf40 (10) :=F v (B—{[AH—AIFY =L —2—ANAF /L) ({1—[3—(
8—A/TFN—2, 8T WAL R[4, B]F I —2—A/L) VBV ] —1H—AIF
= 2= AN AT ) T I IATF I T2 /%) TS —b
TLC:Rf 0.28(F70mAZ i AZ ) —)L:28%7 =7 /K=90:10:1);
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NMR(CDCL): 6 0.88(d, J=6.4Hz, 6H), 1.29(t, J=7.1Hz, 3H), 1.41-1.92(m, 9H),
2.03(d, J=7.3Hz, 2H), 2.16-2.37(m, 8H), 2.47(t, J=6.9Hz, 211), 3.47(s, 2H), 3.61(s,
2H), 3.64(s, 2H),3.91(t, J=7.0Hz, 2H), 4.26(q, J=7.1Hz, 1H), 4.61(s, 2H), 6.76-6.8
3(m, 1H), 6.92(d, J=1.3Hz, 1H), 6.95-7.13(m, 4H), 6.99(d, J=1.3Hz, 1H), 7.24(dd, ]
=7.9, 7.5Hz, 2H), 12.31-12.58(m, 1H),

FhEF40(11) :=F v [4—{[(1—{3—[8—(2, 2—T AT /LTt L) —2, 8
—UrHRreld. 5]5H—2— A ] 7R —1TH—A3IF Y — )L —2— (L) A
FNITAH—AIZY =)V —=2—ANATFT ) TINATFN) T = /% ] 7 82—
TLC:Rf 0.26 (770 AZL i AZ )—)L 1 28%7 =7 /K=90:10:1) ;
NMR(CDCIS): 6 0.84(s, 9H), 1.30(t, J=7.1Hz, 3H), 1.43-1.61(m, 6H), 1.79-1.9
3(m, 2H), 1.99(s, 2H), 2.24-2.34(m, 4H), 2.34-2.45(m, 411), 2.49(t, J=7.0Hz, 2H), 3
AT(s, 2H), 3.59(s, 2H), 3.60(s, 2H), 3.90(t, J=7.2Hz, 2H), 4.28(q, J=7.1Hz, 2H), 4.
61(s, 2H), 6.88(d, J=8.6Hz, 2H), 6.93(d, J=1.3Hz, 1H), 7.00(d, J=1.3Hz, 1H), 7.03-
7.16(m, J=10.6Hz, 2H), 7.33(d, J=8.6Hz, 2H), 12.38-12.61(m, 1H),

FhEm 40 (12) ;=750 G—{[({1—[8— (8= r/r~"FI /N —2, 8—VTFA
v'rl4. 5]FH—2—AN) 7N ] —1H—AIF Y — /L —2— AL} AT L) (1H—
AIZ =)V —=2—ANATFIV) T JATF NN T 2 )H2) T eI —h

TLC:Rf 0.54(F7muRrF i AZ )—)L28%7 L E=77K=80:20:2) ;
NMR(CDCL): 6 1.01-1.27(m, 6H), 1.30(t, J=7.1Hz, 3H), 1.47-1.67(m, 8H), 1.8
0-1.94(m, 4H), 2.15-2.35(m, 5H), 2.39-2.57(m, 6H), 3.47(s, 2H), 3.59(s, 2H), 3.60(
s, 2H), 3.90(t, J=6.9Hz, 2H), 4.28(q, J=7.1Hz, 2H), 4.61(s, 2H), 6.88(d, J=8.8Hz, 2
H), 6.93(d, J=1.3Hz, 1H), 7.00(d, J=1.3Hz, 1H), 7.07(s, 1H), 7.11(s, 1H), 7.33(d, J=
8.8Hz, 2H), 12.41-12.57(m, 1H),

FhEH40 (13) ;=T (3—{[{1—[8— (88— 7r~"FI /N —2, 8—VTFA
v'rl4. 5]FH—2—AN) 7N ] —1H—AIF Y — /L —2— AL} AT L) (1H—
AIZ =)V —=2—ANATFIV) T JATF NN T 2 )H2) T eI —h

TLC:Rf 0.27(70mAZ L AZ )—)L:28%7 =7 /K=90:10:1) ;
NMR(CDCL): 6 0.93-1.97(m, 18H), 1.29(t, J=7.1Hz, 3H), 2.13-2.61(m, 11H),
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3.48(s, 2H), 3.61(s, 2H),3.64(s, 2H), 3.91(t, J=6.8Hz, 2H), 4.26(q, J=7.1Hz, 2H), 4.
61(s, 2H), 6.76-6.82(m, 1), 6.92(d, J=1.1Hz, 1H), 6.94-7.15(m, 4H), 6.99(d, J=1.1
Hz, 1H), 7.17-7.33(m, 1H), 12.34-12.56(m, 1H),

FhEFl40 (14) :=F v [3—{[(1—{3—[8—(2, 2—T AT /LTt L) —2, 8
—UrHRreld. 5]5H—2— A ] 7R —1TH—A3IF Y — )L —2— (L) A
FNITAH—AIZY =)V —=2—ANATFT ) TINATFN) T = /% ] 7 82—
TLC:Rf 0.42(F7muRrF i AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCIS): 6 0.84(s, 9H), 1.29(t, J=7.1Hz, 3H), 1.43-1.60(m, 6H), 1.79-1.9
2(m, 2H), 1.98(s, 2H), 2.22-2.33(m, 4H), 2.34-2.43(m, 411), 2.47(t, J=6.9Hz, 2H), 3
A48(s, 2H), 3.61(s, 2H), 3.63(s, 2H), 3.91(t, J=6.9Hz, 2H), 4.26(q, J=7.1Hz, 2H), 4.
61(s, 2H), 6.77-6.83(m, 1), 6.92(d, J=1.3Hz, 1), 6.95-7.14(m, 4H), 6.99(d, J=1.3
Hz, 1H), 7.24(t, J=7.9Hz, 1H), 12.34-12.58(m, 1H),

FhEfF140 (15) :=F v 2—7n4n—5—{[(1H—AIF V' — )L —2— (L AT )L
){1=[8—=(@®—AVTF N —2, 8=V THARER[4. 5]FTH—2— (/) T rE /L]
—1H—AIZ Y =)L =2— AV ATIV) T IAT NN T 2 /%) T BH—h
TLC:Rf 0.60 (HFfgTT /L AZ )—)L:28% 7 L E=T77/K=80:20:4) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 6H), 1.29(t, J=7.2Hz, 3H), 1.44-1.95(m, 9H),
2.03(d, J=6.6Hz, 2H), 2.15-2.40(m, 8H), 2.48(t, J=6.9Hz, 211), 3.48(s, 2H), 3.58(s,
4H), 3.91(t, J=6.9Hz, 2H), 4.24(q, J=7.2Hz, 2H), 4.70(s, 2H), 6.88-7.15(m, 7H), 1
2.4(brs, 1H),

Fhak40 (16) :=F v (B—{[(AH—AIFY =L —2—ANAF /L) ({1—[3—(
8—A/TFN—2, 8T WAL R[4, B]F I —2—A/L) VBV ] —1H—AIF
= 2= AN AT IV) T I JATF IV = 2= ANF T T = )F L) TS —b
TLC:Rf 0.48 (BEEE——T )L A% )— )L 28% 7 =7 /K=80:20:4) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.27(t, J=7.2Hz, 3H), 1.42-1.92(m, 9H),
2.03(d, J=7.2Hz, 2H), 2.15-2.40(m, 8H), 2.47(t, J=6.9Hz, 211), 3.47(s, 2H), 3.57(s,
2H), 3.59(s, 2H), 3.88(s, 3H), 3.90(t, J=6.9Hz, 2H), 4.24(q, J=7.2Hz, 2H), 4.68(s,
2H), 6.84(d, J=8.1Hz, 1H), 6.88-7.15(m, 611), 12.4(brs, 1H),
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FhEpla1: 2—{L(AH—AIF Y =L —2— AL AF L) {1—[3— (8— A/ TF )L
—2, 8= TR R[4, 5]TH—2—AN) Ve ] —1H—AIF ) — L —2—A
JARATF ) T IATF VR R

FHa G412 BT, ERapI3TE L 7L G ORI FE /40 TH LAk
B T EIEBIAE RO BRIEEZT TV, LT OWEEE 3 D12 L A W15
77,

TLC:Rf 0.48(F7muArF i AZ )— )L 28%7 L E=7/K=50:10:1) ;

NMR(CD OD): § 0.93(d, J=6.6Hz, 6H), 1.68-2.08(m, 9H), 2.23(d, J=7.2Hz, 2H
), 2.45-2.62(m, 4H), 3.00(t, J=6.9Hz, 2H), 3.07(s, 2H), 3.20-3.33(m, 2H), 3.40(s, 2
H), 3.70(s, 2H), 3.86(t, J=6.9Hz, 2H), 3.95(s, 2H), 6.86(d, J=1.2Hz, 1), 6.93(s, 2
H), 6.96(d, J=1.2Hz, 1H), 7.22-7.30(m, 3H), 7.43(m, 1H),

FehaBial (1) ~5hE 41 (10) :

FRBlALIZIB T, FERHIA0THRRLIZAL G ORI I #1140 (1) ~FhE
Bi140 (16) THERLIZA G Db & E IV TERIEF]4 1 L [FBROEIEZTTV S, LA
TORFEIUEWEATIZ,

FEhaBl4A1 (1) : 3—{[(IH—AIFY =L —2—ANLATF L) ({1—[3— (8—AVTF
=2, 8=V T A R[4, 5]T AN —2—A/N) RN ] —1H—AIF Y — /L —2
— AN AT V) T ATV DA

TLC:Rf 0.33(F7muArZ L AZ )—) L 28%7 L E=7/K=50:10:1) ;

NMR(CD OD): § 0.96(d, J=6.6Hz, 6H), 1.57-1.85(m, 8H), 1.94(m, 1), 2.28(t,
J=6.9Hz, 2H), 2.37-2.48(m, 4H), 2.58-2.75(m, 6H), 3.54(s, 2H), 3.62(s, 2H), 3.65(
s, 2H), 3.93(t, J=6.9Hz, 2H), 6.86(d, J=1.2Hz, 1H), 7.03(s, 2H), 7.05(d, J=1.2Hz, 1
H), 7.28-7.34(m, 2H), 7.84(m, 1H), 7.94(s, 1H),

FERaFlA1(2) A—{[(AH—AIFY =L —2—ANATF L) ({1—[3— (8—AVTF
=2, 8=V T A R[4, 5]T AN —2—A/N) RN ] —1H—AIF Y — /L —2
— AN AT I) T JATF VR R ER

TLC:Rf 0.31(F7muArF L AZ )—)L:28%7 L E=7"/Kk=50:10:1) ;

NMR(CD OD): § 0.96(d, J=6.6Hz, 6H), 1.56-1.80(m, 8H), 1.96(m, 1H), 2.18(t,
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J=6.9Hz, 2H), 2.32(s, 2H), 2.46(d, J=7.2Hz, 2H), 2.54(t, J=6.9Hz, 2H), 2.60-2.80(
m, 4H), 3.54(s, 2H), 3.60(s, 2H), 3.67(s, 2H), 3.89(t, J=6.9Hz, 2H), 6.88(d, J=1.2H
z, 1H), 7.02(s, 2H), 7.05(d, J=1.2Hz, 1H), 7.29(d, J=8.4Hz, 2H), 7.90(d, J=8.4Hz, 2
H),

FEREFEIAL(3): A—{[(AIH—AIFZ Y — )L —2— AN AF L) ({1—[3— (8— AT
FN—2, 88—V T YA R[4, B]FT H—2—A/) 7N ] —1H—AIF YV — )L —
2—AINATIV) T AT VT = )% ) Bl

TLC:Rf 0.43(770mAZ L i AZ )—)L28%7 =7 /K=30:10:2) ;

NMR(CD OD): 6 0.94(d, J=6.6Hz, 6H), 1.46-1.84(m, 8H), 1.84-2.00(m, 1H), 2
18-2.79(m, 12H), 3.42(s, 2H), 3.55(s, 2H), 3.62(s, 2H), 3.87(t, J=7.0Hz, 2H), 4.38(
s, 2H), 6.82-6.93(m, 3H), 7.02(s, 2H), 7.07(d, J=1.5Hz, 1H), 7.19(d, J=8.8Hz, 2H)
FEREFEIAL(4) : B—{[(AIH—AIFZY — )L —2— AN AF)L) ({1—[3— (8— AT
FN—2, 88—V T YA R[4, B]FT H—2—A/) 7N ] —1H—AIF YV — )L —
2—AINATIV) T AT VT = )% ) Bl

TLC:Rf 0.34(7mnRAZ AL )— b 28%7 =7 7Kk=70:30:3) ;

NMR(CD OD): & 0.95(d, J=6.4Hz, 6H), 1.51-2.01(m, 9H), 2.24-3.14(m, 12H),
3.46(s, 2H),3.61(s, 2H), 3.65(s, 2H), 3.78(t, J=7.3Hz, 2H), 4.39(s, 2H), 6.76-6.86(
m, 3H), 6.88(d, J=1.1Hz, 1H), 7.05(s, 2H), 7.08(d, J=1.1Hz, 1H), 7.19(t, J=8.0Hz, 1
H),

Fhaf41(5) :[4— ({[(1—{3—[8— (2, 2= T AT LT BEN) —2, 8~V T WA
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
AIZY =)= 2= ANRAT ) TN AT N) 7 = /3% 1 ik

TLC:Rf 0.39(F7muRrF i AZ )—) L 28%7 L E=77Kk=30:10:2) ;
NMR(CDSOD): & 0.91(s, 9H), 1.47-1.81(m, 8H), 2.13-2.28(m, 2H), 2.28-2.41(
m, 2H), 2.46-2.73(m, 6H), 2.80-2.98(m, 2H), 3.41(s, 2H), 3.51(s, 2H), 3.64(s, 2H),
3.88(t, J=7.0Hz, 2H), 4.41(s, 2H), 6.84-6.93(m, 3H), 7.02(s, 2H), 7.07(d, J=1.3Hz,
1H), 7.19(d, J=8.8Hz, 2H), 159
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Fhaf141(6) : (4—{[({1—=[3— (88— r~"FT /L —2, 8=V 7 ¥ A4, 5]
TH—=2—AN) 7N ] —1TH—AIF =) —2— AV} AT L) (1H—AIF ) —
IV —=2—ANAF V) T I IAF NN T = %) HEE

TLC:Rf 0.40(70mAZ L i AZ )— L 28%7 =7 /K=30:10:2) ;

NMR(CD OD): 6 1.08-1.46(m, 6H), 1.49-1.76(m, 6H), 1.76-1.92(m, 4H), 1.9
-2.10(m, 2H), 2.20-2.39(m, 4H), 2.63(t, J=6.5Hz, 2H), 2.70-2.87(m, 4H), 2.87-3.0
6(m, 1H), 3.42(s, 2H), 3.56(s, 2H), 3.61(s, 2H), 3.86(t, J=7.1Hz, 2H), 4.33-4.43(m,
2H), 6.81-6.92(m, 3H), 7.02(s, 2H), 7.08(d, J=1.3Hz, 1H), 7.18(d, J=8.6Hz, 2H),
Fhal41(7) : (B—{[({1—=[3— (88— Zr~"FT /L —2, 8=V 7 ¥ A4, 5]
TH—=2—AN) 7N ] —1TH—AIF =) —2— AV} AT L) (1H—AIF ) —
IV —=2—ANAF V) T I IAF NN T = %) HEE

TLC:Rf 0.30(F7muArZ i AZ )—) L 28%7 L E=7/K=70:30:3) ;

NMR(CD OD): § 1.03-2.13(m, 18H), 2.23-3.13(m, 11H), 3.46(s, 2H), 3.62(s, 2
H), 3.64(s, 2H), 3.86(t, J=6.7Hz, 2H), 4.39(s, 2H), 6.74-6.87(m, 3H), 6.88(d, J=1.1
Hz, 1H), 7.04(s, 2H),7.08(d, J=1.1Hz, 1H), 7.19(t, J=7.8Hz, 1H),

FERa41 (8) :[3— ({L(1—{3—[8— (2, 2—VAF T rtIL) —2, 8=V T H A
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
AIZY =)= 2= ANRAT ) TN AT N) 7 = /3% 1 ik

TLC:Rf 0.65(F7muAZ i AZ )—)L 1 28%7 L E=7/K=70:30:3) ;

NMR(CD OD): 6 0.89(s, 9H), 1.53-1.77(m, 4H), 1.80-1.99(m, 4H), 2.10-2.24(
m, 2H), 2.47-2.65(m, 4H), 2.67-2.86(m, 2H), 2.92-3.10(m, 2H), 3.16-3.37(m, 211),
3.47(s, 2H), 3.61(s, 2H), 3.65(s, 2H), 3.67-3.76(m, 2H), 4.40(s, 2H), 6.73-6.88(m,
3H), 6.89(d, J=1.3Hz, 1H), 7.06(s, 2H), 7.09(d, J=1.3Hz, 1H), 7.20(t, J=7.8Hz, 1)
Fhaf41(9): (2—7 A —5—{[(1TH—AIF /=)L —2—A/LAF L) ({1—[
3—(8—AVTTFN—2, 8—YTH AL 1[4, 5] H—2—A/N) )] —1H—
A = =2 —AJNATFIV) T IATF T = )%3) BElE

TLC:Rf 0.41(F7mmAF : AF ) —)L:28% 7 L E=T /K=80:20:5) ;
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NMR(CD OD): 6 0.94(d, J=6.6Hz, 6H), 1.40-2.00(m, 9H), 2.18-3.18(m, 12H),
3.44(s, 2H), 3.55(s, 2H), 3.67(s, 2H), 3.77(t, J=7.5Hz, 2H), 4.46(s, 2H), 6.72-6.79(
m, 1H), 6.82-6.89(m, 2H), 7.00(d, J=11.4, 8.4Hz, 1), 7.05(s, 2H), 7.09(d, J=1.2Hz
, 1H),

Fehasi41 (10) : G—{[(AIH—A3IF YV — /L —2—ALAF L) ({1—[3—(8— 1AV
TFN—2, 8= T PR R[4, 51T H—2— /) SRV ] - 1TH—AIF V) — /L
— 22— AN ATF ) FIIATF IV —2— ANF LT = )% ) BElE

TLC:Rf 0.40(F7RBEAZL AL )— L 28%T L E=77K=80:20:5) ;

NMR(CD OD): 6 0.94(d, J=6.6Hz, 6H), 1.60-1.98(m, 9H), 2.18-3.35(m, 12H),
3.39(s, 2H), 3.57(s, 2H), 3.65(s, 2H), 3.68(t, J=8.1Hz, 2H), 3.83(s, 3H), 4.41(s, 2H)
, 6.71(d, J=2.1Hz, 1H), 6.79(dd, J=8.4, 2.1Hz, 1H), 6.86-6.92(m, 2H), 7.04(s, 2I),
7.08(d, J=1.5Hz, 1),

Fhapl42: =5 [4—{[(1—{3—[8— (1 —x=F /L7 N)—2, 8-V 7 W%
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
ARG = —=2—ANNATF V) TV ATF ) 7= /%] 75—

[1k:88]

y“@/\w
A

Feha B 2412 BN TIMEBI 20 TH L 7AL SO ROVIZENw@HI37 TERLL 2
HWZ . FRBIA0IZEBNTAF L 2= T — ORIz F L 4—
RIVIVT = )%y 75— N T, F2ifil 24— 520 51 39— S 1l 40 & [l ko
BEEATVN, DL T OMYEEE A D b S 1R,

TLC:Rf 0.60 (FEfE=T /L A% ) — )L :28%7 L E=7 /K=100:30:3) ;
NMR(CDCL): 6 0.88(t, J=7.4Hz, 6H), 1.19-1.37(m, 5H), 1.38-1.63(m, 8H), 1.7
2-1.93(m, 2H), 2.05-2.17(m, 1H), 2.23-2.34(m, 4H), 2.35-2.44(m, 4H), 2.48(t, J=6.
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9Hz, 2H), 3.47(s, 2H), 3.55-3.63(m, 4H), 3.89(t, J=6.9Hz, 2H), 4.27(q, J=7.1Hz, 2
H), 4.60(s, 2H), 6.83-6.90(m, 2H), 6.92(d, J=1.3Hz, 1H), 6.99(d, J=1.3Hz, 1H), 7.0
1-7.14(m, 2H), 7.27-7.35(m, 2H), 12.47(s, 1H),

FEhusa2 (1) ~FEhupl42(8) :

FERaB42128 0T, =TI 4=V T = )% T I~ ORDOVIZH Y 15
TTERZE W TERGIA2& R OEEZITV LUT ORI EWZF3T,
Fhipla2 (1) :=F [B3—{[A—{3—[8—(1—=F 1T rt/)—2, 8T
Farnl4. 515 —2—AN] 7 —1TH—AIF ) — /L —2— (/L) A2F L] (1
H— A =)L —=2— A NAT V) TN AT V) T = )% ] T4 —h
[1k:89]

G
7»/\©
A

TLC:Rf 0.60 (HEfgTTF /L AF )— /L1 28%7 L E=77K=100:30:3) ;
NMR(CDCL): 6 0.88(t, J=7.4Hz, 6H), 1.17-1.37(m, 5H), 1.37-1.61(m, 8H), 1.7
9-1.92(m, 2H), 2.05-2.17(m, 1H), 2.22-2.32(m, 4H), 2.34-2.43(m, 4H), 2.47(t, J=T7.
OHz, 2H), 3.48(s, 2H), 3.61(s, 2H), 3.63(s, 2H), 3.91(t, J=7.0Hz, 2H), 4.26(q, J=7.1
Hz, 2H), 4.61(s, 2H), 6.79(m, 1H), 6.92(m, 1H), 6.95-7.13(m, 5H), 7.19-7.29(m, 1
H), 12.44(s, 1H),

42 (2) :=F L {[3—{[(1—{3—[8— (1 —=F )7 rE/N)—2, 8-
THRER[4. 51FH—2— AN ] e —1TH—A3IF Y — )L —2— (L) AF L]
(IH—AIF Y =)L —=2—A)VAF V) TI N ATF V) T 2=V F A 7B H—]
TLC:Rf 0.55(F70AZ L i AZ )— L 28%7 =7 /K=80:10:2) ;
NMR(CDCL): 6 0.88(t, J=7.3Hz, 6H), 1.15-1.35(m, 5H), 1.39-1.62(m, 8H), 1.7
8-1.92(m, 2H), 2.05-2.17(m, 1H), 2.24-2.32(m, 4H), 2.39(t, J=5.0Hz, 4H), 2.47(t, |
=6.9Hz, 2H), 3.48(s, 2H), 3.61(s, 2H), 3.63(s, 2H), 3.64(s, 2H), 3.91(t, J=6.9Hz, 2
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H), 4.15(q, J=7.2Hz, 2H), 6.92(s, 1H), 6.99(s, 1H), 7.05(s, 11), 7.09(s, 1H), 7.22-7
.33(m, 3H), 7.45(s, 1H), 12.24-12.58(m, 1H),

FhEfl42(3) :=F v {[6— ({L(1—{3—[8—(1—=FATrENL)—2, 8=
THAER[4. 51T H —2—AN]TBE N} — TH—AIF ) — )L —2— A /L) AF )L ]
(AH—= ALY =2 = ANNAT)V) T I NAT V) =2—=F T F)V]AF T8
—F

TLC:Rf 0.55(F7muAF i AZ )—)L:28%7 L E=77Kk=80:10:2) ;
NMR(CDCL): 6 0.88(t, J=T.4Hz, 6H), 1.15-1.56(m, 13H), 1.74-1.86(m, 2H), 2.
04-2.24(m, 5H), 2.31-2.43(m, 6H), 3.49(s, 2H), 3.67(s, 2H), 3.79(s, 2H), 3.86(t, J=
7.0Hz, 2H), 4.29(q, J=7.1Hz, 2H), 4.72(s, 2H), 6.90(d, J=1.3Hz, 1), 6.99(d, J=1.3
Hz, 1H), 7.07(d, J=2.7Hz, 1H), 7.08(s, 1H), 7.12(s, 1H), 7.19-7.26(m, 1H), 7.52(dd
, J=8.4, 1.THz, 1H), 7.66-7.75(m, 3H), 12.34-12.62(m, 1H),

Ehaf424) . =F L 3—[5—({[(1—{3—[8—(1—=F )L/t L)—2, 8—
CTHRER[4. 5]FH—2—AN] T — TH—AIF S — )L —2— A )L) AF
NWAH—AIZY =)L —=2—=ANNATF)V) TI N AT V) —2—=F =)L [ X )7
—F

TLC:Rf 0.26 (770 AZL i AZ )—)L 1 28%7 =7 /K=90:10:1) ;
NMR(CDCI): § 0.82-0.95(m, 6H), 1.20-1.37(m, 5H), 1.38-1.62(m, 8H), 1.87-
1.99(m, 2H), 2.04-2.18(m, 1H), 2.28-2.45(m, 6H), 2.51(t, J=7.0Hz, 2H), 2.61-2.71(
m, 2H), 3.11(t, J=7.6Hz, 2H), 3.55(s, 2H), 3.61(s, 2H), 3.80(s, 2H), 4.03(t, J=6.9Hz
, 2H), 4.15(q, J=7.1Hz, 2H), 6.64(d, J=3.4Hz, 2H), 6.77(d, J=3.4Hz, 2H), 6.95(d, J=
1.4Hz, 1H), 7.01(d, J=1.4Hz, 1H), 7.03-7.08(m, 1H), 7.08-7.15(m, 1H), 12.37-12.5
7(m, 1H),

FEhat42(5) :=F /N 4—[5—({[(1—{3—[8— (1 —=F )L/ Nn)—2, 8—
CTHRER[4. 5]FH—2—AN] T — TH—AIF S — )L —2— A )L) AF
WIAH—AIZY =)V —=2—ANVATF V) TI AT V) —2—F =)V 7% )7 —h
TLC:Rf 0.26 (770 AZL i AZ )—)L 1 28%7 =7 /K=90:10:1) ;
NMR(CDCL): 6 0.88(t, J=7.4Hz, 6H), 1.19-1.37(m, 5H), 1.38-1.63(m, 8H), 1.8
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1-2.05(m, 4H), 2.05-2.18(m, 1H), 2.25-2.45(m, 10H), 2.50(t, J=6.9Hz, 2H), 2.83(t,
J=7.6Hz, 2H), 3.55(s, 2H), 3.62(s, 2H), 3.80(s, 2H), 4.02(t, J=6.9Hz, 2H), 4.13(q,
J=7.1Hz, 2H), 6.61(d, J=3.4Hz, 1H), 6.77(d, J=3.4Hz, 11), 6.95(d, J=1.3Hz, 1), 7.
01(d, J=1.3Hz, 1H), 7.02-7.17(m, 2H), 12.32-12.64(m, 1H),

Fhaa2(6) :=F/ [6—{[Q1—{3—[8—(1—=FLT7rt))—2, 8—7
Farnl4. 515 —2—AN] 7 —1TH—AIF Y — )L —2— (/L) AF L] (1
H—AIFY =)L —2—ANAF V) TI N AT )V) —2—=AFT Tz )F ] 7 85—k
TLC:Rf 0.76 (HffgTT /L AZ )—)L 1 28% 7 L E=T7/K=80:20:4) ;
NMR(CDCL): 6 0.88(t, J=7.8Hz, 6H), 1.27(t, ]=7.2Hz, 3H), 1.40-1.92(m, 12H)
, 2.12(m, 1H), 2.18-2.55(m, 10H), 3.47(s, 2H), 3.57(s, 2H), 3.59(s, 2H), 3.87(s, 3H
), 3.90(t, J=6.3Hz, 2H), 4.23(q, J=7.2Hz, 2H), 4.68(s, 2H), 6.84(d, ]=7.8Hz, 1H), 6.
88-7.02(m, 4H), 7.02-7.16(m, 2H), 12.4(brs, 1H),

Fhapla2(7) : AF v [4—{[A—{3—-[8— (1 —=F L7 rE/N)—2, 8—T7T
Farnl4. 515 —2—AN] 7 —1TH—AIF Y — )L —2— (/L) AF L] (1
H—AIZ ) — )b —2—ANAF L) TI VAT V) 7= /%] 75—

TLC:Rf 0.64(Zamds/Lb v AZ ) —)L:28%7 - E=7/K=90:10:1) ;

NMR(CD OD): & 0.89(t, J=7.4Hz, 6H), 1.20-1.40(m, 2H), 1.41-1.93(m, 10H),
2.07-2.21(m, 1H), 2.25-2.35(m, 4H), 2.37-2.56(m, 6H), 3.47(s, 2), 3.48(s, 2H), 3.
59(s, 3H), 3.81(s, 2H), 3.89(t, J=7.0Hz, 2H), 4.62(s, 2H), 6.87(d, J=8.4Hz, 2H), 6.9
1(d, J=1.1Hz, 1H), 6.99(d, J=1.1Hz, 1H), 7.07(s, 2H), 7.31(d, J=8.4Hz, 211),
Fhipl42(8) : AF v [3—{[(1—{3—[8— (1 —=FL7rE/N)—2 8—TF
Farnl4. 515 —2—AN] 7 —1TH—AIF Y — )L —2— (/L) AF L] (1
H—AIZ ) — )b —2—ANAF L) TI VAT V) 7= /%] 75—

TLC:Rf 0.64(Zamds/Lb v AZ ) —)L:28%7 - E=7/K=90:10:1) ;
NMR(CDCL): 6 0.89(t, J=7.4Hz, 6H), 1.18-1.39(m, 2H), 1.38-1.66(m, 4H), 1.7
0-2.05(m, 6H), 2.11-2.20(m, 1), 2.25-2.34(m, 4H), 2.36-2.55(m, 6H), 3.47-3.50(
m, 4H), 3.63(s, 2H), 3.79(s, 3H), 3.90(t, J=7.0Hz, 2H), 4.64(s, 2H), 6.74-7.04(m, 5
H), 7.07(s, 2H), 7.16-7.32(m, 1H),
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[0553] FEhafla3:[4—({[(1—{3—[8—(1—=F L7 ut)L)—2, 8—U7H A’ r[4.

[0554]

[0555]

517 —2—AN]17aE i} —1H—AIF )~ —2—ANV) AT L] (1IH—AIFY
— =2 —AINATF V) T IV AT V) T = )5 TR
[{£90]

V n g
A

FHa G412 BT, ERapI3TE LA G ORI I fuf42TE LTk
B T, FERGIAL FREOBIEZTTV, LU T Ok E A 9 S8 &%
Bz,

TLC:Rf 0.29(F7/RBAZL 1 AZ )— )1 28%7 L E=T /K=100:50:5) ;

NMR (DMSO—D ): § 0.85(t, J=7.4Hz, 611), 1.20-1.45(m, 4H1), 1.46-1.65(m, 6

H), 1.65-1.82(m, 2H), 2.19-2.67(m, 11H), 3.40(s, 2H), 3.47(s, 2H), 3.50(s, 2H), 3.8
2(t, J=7.0Hz, 2H), 4.21(s, 2H), 6.73(d, J=8.6Hz, 2H), 6.81(d, J=1.1Hz, 1), 6.93-7.
01(m, 2H), 7.11(d, J=1.1Hz, 1H), 7.16(d, J=8.6Hz, 2H),

FehuBia3 (1)~ 43 (6) :

FRBIASIZIBNT, FERHA2 THRRLIZAL G oRb0Ic N pl42 (1) ~FhE
Bl42 (5) THRLIZM Y4 H(b A2 AT EHaBI43EREOERIEZT T, L
TNORFER AW TR,

Fham43 (1) [3—({LA—{3—[8—(1—=F LT rE/N) -2, 8-V T FAE
(4. B]F A —2— AN 17} —1H—AIF Y — L —2—A/V) AF /LT (IH— A
B =)= 2—AJVAF V) TI VAT V) 7 = )% Il

[{k91]
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S
y“@
A

TLC:Rf 0.38(F7muAZ i AZ )—) L 28%7 L E=7/K=70:30:3) ;
NMR(CD OD): 6 0.97(t, J=7.4Hz, 6H), 1.37-1.94(m, 12H), 2.33-3.05(m, 11H),
3.46(s, 2H), 3.61(s, 2), 3.65(s, 2H), 3.75-3.88(m, 2), 4.39(s, 2H), 6.75-6.86(m,
3H), 6.86-6.90(m, 1), 7.04(s, 2H), 7.06-7.10(m, 1H), 7.18(t, J=8.1Hz, 1),

[0556] FEhEfkl43(2) {[3—{[(1—{3—[8— (1 —=F L7 rL /L) —2, S—VTFAE
2[4, 5]FH—2—AN] 7B —1TH—AIF ) — L —2— A /L) AF /L] (IH—A
T = 2= ANNAT ) TN AT IV) T 2=V T ERRR
TLC:Rf 0.49(Zamds/Lb b AZ )—)L28%7 - E=7 /K=40:10:2) ;
NMR(CD OD): 6 0.96(t, J=7.5Hz, 6H), 1.35-1.93(m, 12H), 2.35-2.81(m, 9H),
2.85-3.01(m, 2H), 3.47(s, 2H), 3.56(s, 2H), 3.63(s, 2H), 3.65(s, 2H), 3.87(t, J=7.4H
z, 2H), 6.86(d, J=1.3Hz, 1H), 6.90-6.98(m, 1), 7.02-7.08(m, 3H), 7.13-7.24(m, 2
H), 7.37(s, 1H),

[0557] SEhEfl43(3) :{[6—{[(1—{3—[8—(1—=FL7mL /L) -2, S—VTHFAE
2[4, 5]FH—2—AN] 7B —1TH—AIF ) — L —2— A /L) AF /L] (IH—A
IF == 2= ANATF V) TINATF V) —2—F T F )L A % L R
TLC:RI 0.42(Zmmis/Lls: AZ )—/L: 28%7 L E=7 7K=40:10:2) ;
NMR(CD OD): & 0.99(t, J=7.5Hz, 6H), 1.36-1.95(m, 16H), 2.28(t, J=6.4Hz, 2
H), 2.49-2.98(m, 5H), 3.61(s, 2H), 3.62(s, 2H), 3.70(s, 2H), 3.88(t, J=7.0Hz, 2H), 4
.49(s, 2H), 6.88(d, J=1.5Hz, 1H), 7.00-7.06(m, 3H), 7.15(d, J=2.5Hz, 1H), 7.22(dd,
J=8.9, 2.5Hz, 1H), 7.36(dd, J=8.2, 1.7Hz, 1H), 7.68-7.76(m, 3H),

[0558] FEhafl43(4):3—[6— ({[(1—{3—[8— (1 —=F 7 rt/l)—2, 8—T T H#X
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
AIZY =)V =2 —AIVATF V) TI N AT V) —2—F =)L [ S s g
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TLC:Rf 0.59(F7muRrF i AZ )—) L 28%7 L E=77Kk=30:10:2) ;
NMR(CD OD): 6 0.96(t, J=7.5Hz, 6H), 1.37-1.54(m, 2H), 1.55-1.85(m, 8H), |
.91-2.11(m, 2H), 2.37-2.54(m, 3H), 2.57-2.84(m, 8H), 2.96(t, J=7.0Hz, 1H), 3.06(t
, J=6.9Hz, 2H), 3.59-3.71(m, 6H), 3.88(t, J=7.2Hz, 2H), 6.66(d, J=3.4Hz, 1H), 6.72
(d, J=3.4Hz, 2H), 6.89(d, J=1.4Hz, 1H), 7.03(s, 2H), 7.12(d, J=1.4Hz, 1H), 173
43 (5) :4—[6—({[(1—{3—[8—(1—=F LT rt)) =2, 8=V THX
v'rl4. 5]FH—2—AN]7TREN—1H—AIF Y — /L —2—A)L) AF /L] (1H—
A =N =2—=ANATI) TN AT )V) —2—F =)V [ 7 2
TLC:Rf 0.59(F7muRrF i AZ )—) L 28%7 L E=77Kk=30:10:2) ;
NMR(CD OD): 6 0.98(t, J=7.5Hz, 6H), 1.41-1.82(m, 10H), 1.83-2.02(m, 4H),
2.22(t, J=7.2Hz, 2H), 2.31-2.41(m, 2H), 2.43(s, 2H), 2.49-2.59(m, 1H), 2.65(t, J=7.
OHz, 2H), 2.69-2.94(m, 6H), 3.56-3.74(m, 6H), 3.93(t, J=7.2Hz, 2H), 6.64(d, J=3.4
Hz, 1H), 6.76(d, J=3.4Hz, 1H), 6.89(d, J=1.4Hz, 1H), 7.02(s, 21), 7.10(d, J=1.41z,
1H),
FhE143(6) : [6— ({[(1—{3—[8— (1 —=F L7 rEN) -2, §— VTP ALE
[4. 51T H—2— A ]/} —1TH—AIF Y — /L —2—A/L) AF /L] (1H— A
B =)= 2= ANVATFT V) TN AT ) — 2= ANF LT = /% JHER
TLC:Rf 0A47(F7RBAZL AL )— L 28%T L E=77K=80:20:5) ;
NMR(CD OD): & 0.93(t, J=7.5Hz, 6H), 1.24-1.83(m, 12H), 2.15-2.90(m, 11H),
3.38(s, 2H), 3.54(s, 2), 3.64(s, 2H), 3.78-3,92(m, 21), 3.82(s, 3H), 4.42(s, 2H),
6.76-6.91(m, 4H), 7.00-7.10(m, 2H), 7.07(d, J=1.5Hz, 1H),
Fhpl44: N—~_2 b —1—{1—[3— (2, 8= 7 HFRR[4. B]FTH—2—A/L
YR L] —1TH—AIZ Y — L —2— ()L} —N— AFJLAZ LTI
FEREBINTINT, EE 2 TE L TAL A DOROVIIN = AF )LD LTI
> AT ERHI9— FERup 10— FE a6 11—/ f 26 & [FEROE/EZ1 TV, Lo
T OYYEEE AT ORI SRR,
TLC:Rf 0.05(Zamds/L b AZ )—)L:28%7 - E=7/K=90:10:1) ;
NMR(CDCL): 6 1.50-1.65(m, 6H), 1.75-1.90(m, 2H), 2.16(s, 3H), 2.25-2.35(m
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, 4H), 2.51(t, J=6.6Hz, 2H), 2.80-2.90(m, 4H), 3.51(s, 2H), 3.60(s, 2H), 4.04(t, J=6
.6Hz, 2H), 6.87(d, J=1.2Hz, 1H), 6.92(d, J=1.2Hz, 1H), 7.20-7.35(m, 5H),

[0562] FEHiBl45: N—~_ P —1—{1—[3— (8—A/TF I —2, 8=V T HA'n[4,
517 —2—A) 7N ] —1H—AIF Y — /L —2— AV} —=N—AT)LAZ T
>

FHBI 3BT, Eud] 1 TERL AL G DOROVIAY T F AT TR,
Feha i 2 TH R LTAL S OROVIZE 44 TH R L& E VT Fi
BISE FERDEAEETTVN, LU N OWIEE A 3 DR UL A %1572,

TLC:RI 0.37(ZRmi/Ll: AZ )—/L:28%7 L E=77K=90:10:1) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 611), 1.50-1.70(m, 611), 1.70-1.90(m, 311), 2.
04(d, J=7.2Hz, 2H), 2.16(s, 3H), 2.25-2.35(m, 8H), 2.49(t, J=6.9Hz, 2H), 3.51(s, 2
H), 3.60(s, 2H), 4.03(t, J=6.9Hz, 2H), 6.87(d, J=1.2Hz, 1H), 6.92(d, J=1.2Hz, 1H),
7.20-7.35(m, 5H),

[0563] FEHiBl46:1—{1—[8—(8—AYT TN —2, 8=V T ¥ AL r[4. 5]FTH—2—A
)T EE ] —1TH—AIZ Y — L —2— AL} —N—AFJLAZ LTI

FIEFISNTIN T, EIEBISSTARLIAL AW OROVICHEEHIA5 TR
L& % O CTERMHISOLFRBROERIEZI T, LT OMPEMZ A T D LA
g s e
TLC:RI 0.28(Zmmi/Lls: AZ )—/L:28%7 L E=77K=90:10:1) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 611), 1.55-1.65(m, 611), 1.70-1.95(m, 311), 2.
04(d, J=7.2Hz, 2H), 2.25-2.40(m, 8H), 2.45(s, 3H), 2.51(t, J=7.2Hz, 2H), 3.81(s, 2
H), 4.03(t, J=6.9Hz, 2H), 6.86(d, J=1.2Hz, 1H), 6.95(d, J=1.2Hz, 1H),

[0564] Fehapla7: =Fn (2—{[({1—-[8—(8—AYTF/N—2, 8=V THAL1[4. 5]
TH—=2—AN) TN ] —1TH—AIF YV — )L —2— AL} AT )L) (AT IL) T ] A
TN —1H—AIZ ) — )L —1—A)) TEF—F

FENEHI I F T, FEMaf2 THRRLIAL G ORI TN 46 TH R L=AL
Bz T, FEMBI3E RO BIEZTTV, LU T Ok EE A 9 s &%

1577,
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TLC:Rf 0.27(70mAZ L AZ )—)L:28%7 =7 /K=90:10:1) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 61), 1.24(t, J=7.2Hz, 3H), 1.50-1.90(m, 9H),
2.05(d, J=7.2Hz, 2H), 2.24(s, 3H), 2.12-2.38(m, 8H), 2.50(t, J=6.9Hz, 2H), 3.61(s,
4H), 3.94(t, J=6.9Hz, 2H), 4.15(q, J=7.2Hz, 2H), 4.75(s, 2H), 6.85(d, J=1.2Hz, 1H)
, 6.87(d, J=1.2Hz, 1H), 6.94(d, J=1.2Hz, 1H), 6.96(d, J=1.2Hz, 1H),

FEhaB47 (1) ~FEhupl47 (9) :

FREHIATIZINT, EfI1 AR LT (22— R —1TH— A7 —)L
—1—A) T eZ—bDOROVITH Y T 57 VT ERZ T, FEfil4 7L RO #
TEZATUV BL N ORI AW E1RT=,

FhEla7 (1) :2— 2—{[{1—-[8—(8—AYT T —2, 8—VTHAr'1[4. 5]
FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A
FLt—1H—AIFY —)L—1—A)L)=F )—)L

TLC:Rf 0.16 (70 AZ L i AZ )—)L:28%7 =7 /K=90:10:1) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.52-1.90(m, 9H), 2.03(d, J=7.2Hz, 2H),
2.24-2.36(m, 11H), 2.50(t, J=6.9Hz, 2H), 3.70(s, 2H), 3.72(s, 2H), 3.80(t, J=5.4Hz
, 2H), 3.92(t, J=6.9Hz, 2H), 4.00(t, J=5.4Hz, 2H), 6.86(d, J=1.2Hz, 1H), 6.90(d, J=
1.2Hz, 1H), 6.96(d, J=1.2Hz, 1H), 6.97(d, J=1.2Hz, 1H),

FhEFI47(2)  1—{1—[3— (8—AYT TN —2, 8=V THArr[4. 5]TH—2
—AW) T EE ] —1TH—AIF Y — L —2— AV} —=N—{[1— (2= A F T T L)
—1H—AIFY =)L —=2—ANV]AT IV} —=N—AF NAZ LTI

TLC:Rf 0.20(70mAZ i AZ )—)L:28%7 =7 /K=90:10:1) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 6H), 1.50-1.87(m, 9H), 2.03(d, J=7.2Hz, 2H),
2.21-2.38(m, 11H), 2.48(t, J=6.9Hz, 2H), 3.28(s, 3H), 3.49(t, J=5.4Hz, 2H), 3.63(s
, 2H), 3.64(s, 2H), 3.92(t, J=6.9Hz, 2H), 4.00(t, J=5.4Hz, 2H), 6.87(d, J=1.2Hz, 1H
), 6.93(s, 2H), 6.94(d, J=1.2Hz, 1H),

FhE a7 (3) :=Fn 3—(2—{[{1-[8—(@8—AYTFN—2, 8T THAL
2[4, 5]Th—2—AN) TN ]—1H—AIF ) — )b —2— AL} AT L) (AFIL)
TIIAF N —1TH—AIF Y — )b —1—A)V) TR )7 —h
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TLC:Rf 0.60(F7muAZ i AZ )—) L 28%7 L E=77/K=80:20:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.24(t, J=7.1Hz, 3H), 1.47-1.66(m, 6H),
1.69-1.85(m, 3H), 2.04(d, J=7.3Hz, 2H), 2.16-2.40(m, 11H), 2.49(t, J=6.9Hz, 2H),
2.60(t, J=6.9Hz, 2H), 3.64(s, 2H), 3.65(s, 2H), 3.95(t, J=6.9Hz, 2H), 4.07-4.19(m,
4H), 6.87(d, J=1.3Hz, 1), 6.88(d, J=1.3Hz, 1), 6.92(d, J=1.3Hz, 1), 6.95(d, J=1
.3Hz, 1H),

Fha47 (4) . =Fn 4—C—{L{1-[8—(B—AVTF /N —2, 8=V THFAL
2[4, 5]Th—2—AN) TN ]—1H—AIF ) — )b —2— AL} AT L) (AFIL)
TIIAT N —1H—AIF Y — v —1—AN) T HZ )T —Fh

TLC:Rf 0.57(F7muRrF i AZ ) —)L28%7 L E=77K=80:20:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.26(t, J=7.1Hz, 3H), 1.48-1.65(m, 6H),
1.70-1.86(m, 3H), 1.86-1.99(m, 2H), 2.04(d, J=7.3Hz, 2H), 2.17-2.39(m, 13H), 2.
48(t, J=7.0Hz, 2H), 3.62(s, 2H), 3.64(s, 2H), 3.86(t, J=7.1Hz, 2H), 3.93(t, J=6.9Hz,
2H), 4.12(q, J=7.1Hz, 2H), 6.86(d, J=1.3Hz, 1H), 6.89(d, J=1.3Hz, 1H), 6.95(d, J=
1.3Hz, 1H), 6.96(d, J=1.3Hz, 1H),

Fha47 (5) . =Fn 5—C—{L[{1-[8—(8—AVTF/N—2, 8= THFAL
2[4, 5]Th—2—AN) TN ]—1H—AIF ) — )b —2— AL} AT L) (AFIL)
TIIAT N —1H—AIZ Y — )b —1—AN) X HF )T —h

TLC:Rf 0.56 (7muAZ i AZ )—)L:28%7 L E=77K=80:20:2) ;
NMR(CDCL): 6 0.89(d, J=6.6Hz, 6H), 1.25(t, J=7.1Hz, 3H), 1.46-1.72(m, 10H)
, 1.72-1.90(m, 3H), 2.06(d, J=7.1Hz, 2H), 2.20-2.36(m, 9H), 2.36-2.46(m, 4H), 2.5
0(t, J=6.9Hz, 2H), 3.61(s, 2H), 3.64(s, 2H), 3.80(t, J=7.1Hz, 2H), 3.94(t, J=6.9Hz,
2H), 4.12(q, J=7.1Hz, 2H), 6.85(d, J=1.3Hz, 1H), 6.89(d, J=1.3Hz, 1H), 6.94(d, J=1
.3Hz, 1H), 6.96(d, J=1.3Hz, 1H),

Fhaw47 (6) : AF L 2—[2—{[{1—-[8—(8—AYT TN —2, 8=V T AL
2[4, 5]Th—2—AN) TN ]—1H—AIF ) — )b —2— AL} AT L) (AFIL)
TIIAT I —1TH—AIF =)L — 1 — A L) AT L] P

TLC:Rf 0.66(7muAZ i AZ )—)L 1 28%7 L E=77/K=80:20:2) ;
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NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.45-1.64(m, 6H), 1.66-1.85(m, 3H), 2.
03(d, J=7.3Hz, 2H), 2.12-2.37(m, 111), 2.44(t, J=6.9Hz, 2H), 3.55(s, 2H), 3.61(s, 2
H), 3.82(t, J=6.9Hz, 2I), 3.93(s, 3H), 5.50(s, 2H), 6.47(dd, J=7.7, 0.9Hz, 1H), 6.76
(d, J=1.3Hz, 1H), 6.82(d, J=1.3Hz, 2H), 7.04(d, J=1.3Hz, 1H), 7.29-7.45(m, 2H), 8.
03(dd, J=7.7, 1.5Hz, 1H),

Fhaw47 (7)) AF L 3—[C2—{[{1=-[8—(8—AYT T —2, 8=V T AL
2[4, 5]Th—2—AN) TN ]—1H—AIF ) — )b —2— AL} AT L) (AFIL)
TIIAT I —1TH—AIF =)L — 1 — A L) AT L] P

TLC:Rf 0.66(7muAZ i AZ )—)L 1 28%7 L E=77/K=80:20:2) ;
NMR(CDCL): 6 0.88(d, J=6.6Hz, 6H), 1.46-1.64(m, 6H), 1.66-1.87(m, 3H), 2.
03(d, J=7.3Hz, 2H), 2.12-2.37(m, 111), 2.44(t, J=6.9Hz, 2H), 3.62(s, 2H), 3.64(s, 2
H), 3.79(t, J=6.9Hz, 2H), 3.91(s, 3H), 5.06(s, 2H), 6.76-6.87(m, 2H), 6.92(d, J=1.3
Hz, 1H), 6.99(d, J=1.3Hz, 1H), 7.06-7.19(m, 1), 7.38(t, J=7.7Hz, 1H), 7.70-7.82(
m, 1H), 7.89-8.02(m, 1H), 181

FhaE47 (8) : AF N 4A—[2—{[{1—-[83—(8—AYT T —2, 8=V T AL
2[4, 5]Th—2—AN) TN ]—1H—AIF ) — )b —2— AL} AT L) (AFIL)
TIIAT I —1TH—AIF =)L — 1 — A L) AT L] P

TLC:Rf 0.61(F7muArF i AZ )—) L 28%7 L E=77Kk=80:20:2) ;
NMR(CDCL): § 0.88(d, J=6.6Hz, 6H), 1.46-1.64(m, 6H), 1.66-1.86(m, 3H), 2.
04(d, J=7.1Hz, 2H), 2.14-2.38(m, 111), 2.45(t, J=6.9Hz, 2H), 3.59(s, 2H), 3.62(s, 2
H), 3.79(t, J=7.0Hz, 2H), 3.91(s, 3H), 5.10(s, 2H), 6.82(d, J=1.3Hz, 1H), 6.83(d, J=
1.3Hz, 1H), 6.93(d, J=1.3Hz, 1H), 6.96-7.08(m, 3H), 7.97(d, ]=8.4Hz, 2H),
FhaE47 (9) : AF L 5—[2—{[{1-[8—(8—AYT TN —2, 8=V T AL
2[4, 5]Th—2—AN) TN ]—1H—AIF ) — )b —2— AL} AT L) (AFIL)
TIIAF N —1TH—AIFZ Y — ) — 1 —A)L) AF L] —2—T71a 77—k

TLC:Rf 0.63(F7muAZ i AZ )—)L:28%7 L E=77K=80:20:2) ;
NMR(CDCL): 6 0.88(d, J=6.4Hz, 6H), 1.47-1.65(m, 6H), 1.69-1.89(m, 3H), 2.
04(d, J=7.1Hz, 2H), 2.17-2.38(m, 111), 2.47(t, J=7.0Hz, 2H), 3.65(s, 2H), 3.67(s, 2
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H), 3.88(s, 3H), 3.93(t, J=7.0Hz, 2H), 5.14(s, 2H), 6.09(d, J=3.5Hz, 1H), 6.87(d, J=
1.3Hz, 1H), 6.92-6.99(m, 3H), 7.05(d, J=3.5Hz, 1H),

Fha48: 2—{[{1—[83—@®—AVTF I —2, 8—TTHAER[4. 5]F7TH—2
— A T ]—1H—AIFZ Y — )L —2— AL} AT L) (AT V) FI AT )L —

TH—A3IZ Y — )L — 1 —A)L) fiEiR

FHa B 42BN T, ERapI3TE L 7AW ORI I/ f47 TE LAk
B T EIEBIAE RO BRIEEZT TV, LT OWEEE 3 D12 L A W15
77,

TLC:Rf 0.14(F7muRrF i AZ )—) L 28%7 L E=7/K=50:10:1) ;

NMR(CD OD): § 0.94(d, J=6.6Hz, 6H), 1.60-1.98(m, TH), 1.98-2.10(m, 2H), 2
.10(s, 3H), 2.32(d, J=6.6Hz, 2H), 2.50-2.68(m, 4H), 2.74(t, J=6.9Hz, 2H), 2.81(s, 2
H), 3.00(t, J=6.9Hz, 2H), 3.60(s, 2H), 3.65(s, 2H), 4.03(t, J=6.9Hz, 2H), 4.59(s, 2H
), 6.88(d, J=1.2Hz, 1H), 6.90(d, J=1.2Hz, 1H), 7.07(d, J=1.2Hz, 1H), 7.11(d, J=1.2
Hz, 1H),

FehuBila8 (1) ~ Sk 48 (7) :

FHEH 4812 T, EFEFIA7 TH R LIALE ORI EEHI47 (1) ~FEi
B147 (9) THRRLIZM Y T DB W% VT, FERaHIA8 LR DBEEZT TV, LL
TNORFER AW TR,

Fham48 (1) :4— C—{[H{1—-[3—(8—AYT T —2, 8—TTHAER[4. 5]
FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A
TN} —1H—AIF =)L — 1 —A)L) T H N

TLC:Rf 0.38(F7muAF i AZ )—) L 28%7 L E=77Kk=30:10:2) ;

NMR(CD OD): § 0.94(d, J=6.6Hz, 6H), 1.56-1.80(m, 6H), 1.82-2.05(m, 5H), 2
11, 3H), 2.16(t, J=7.0Hz, 2H), 2.30(d, J=7.1Hz, 2H), 2.48-2.62(m, 6H), 2.64(s, 2
H), 2.83(t, J=7.0Hz, 2H), 3.63(s, 2H), 3.67(s, 2H), 3.91-4.11(m, 4H), 6.88(d, J=1.5
Hz, 1H), 6.89(d, J=1.3Hz, 1H), 7.13(d, J=1.5Hz, 1H), 7.15(d, J=1.3Hz, 111),
Fha48(2) :5— 22— {[H{1—-[3—(8—AYT T —2, 8—TTHAER[4. 5]
FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A
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Ft—1H—AIFZ ) — )L —1— A)L) X Z i

TLC:Rf 0.24(F7muRrF i AZ )—) L 28%7 L E=77Kk=30:10:2) ;

NMR(CD OD): 6 0.93(d, J=6.6Hz, 6H), 1.47-1.80(m, 10H), 1.80-2.00(m, 3H),
2.11-2.21(m, 5H), 2.26(d, J=7.3Hz, 2H), 2.37-2.46(m, 2H), 2.46-2.61(m, 6H), 2.68
(t, J=7.0Hz, 2H), 3.55-3.68(m, 4H), 3.91(t, J=7.5Hz, 2H), 4.00(t, J=6.9Hz, 2H), 6.8
4-6.93(m, 2H), 7.09-7.19(m, 2H),

FhEFI48 (3) :3— 22— {[({1—-[8—(8—AYT T —2, 8—VTHAr'1[4. 5]

FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A

FIt—1H—AIZ Y — L —1—A)L) S/

TLC:Rf 0.20(70mAZ i AZ )— L 28%7 =7 /K=30:10:2) ;

NMR(CD OD): 6 0.93(d, J=6.6Hz, 6H), 1.55-1.77(m, 6H), 1.79-2.01(m, 3H), 2
.13(s, 3H), 2.26(d, J=7.0Hz, 2H), 2.39-2.63(m, 10H), 2.73(t, J=7.0Hz, 2H), 3.63(s,

2H), 3.66(s, 2H), 4.01(t, J=6.9Hz, 2H), 4.21(t, J=7.3Hz, 2H), 6.88(m, 2H), 7.11(d, ]
=1.3Hz, 1H), 7.18(d, J=1.5Hz, 1H),

Fha48(4) :2—[(2—{[{1-[8—(8—AYTF N —2, 8=V T HFAr1[4. 5]
FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A

F I —1H—AIF Y — )b — 1 — A V) AT L2 D E R

TLC:Rf 0.34(F7muRrF L AZ )—) L 28%7 L E=77Kk=30:10:2) ;

NMR(CD OD): 6 0.93(d, J=6.6Hz, 6H), 1.53-2.06(m, 9H), 2.08(s, 3H), 2.26(d,
J=6.4Hz, 2H), 2.36-2.77(m, 8H), 2.78-3.00(m, 2H), 3.56(s, 2H), 3.60(s, 2H), 3.96(
t, J=7.1Hz, 2H), 5.59(s, 2H), 6.60(dd, J=7.3, 1.7Hz, 1H), 6.84(d, J=1.5Hz, 1H), 6.9
6(d, J=1.5Hz, 1H), 7.09(d, J=1.5Hz, 1H), 7.15(d, J=1.5Hz, 1H), 7.18-7.35(m, 2H),

7.62-7.76(m, 1H),

Fha48(5) :3—[(2—{[{1—-[8—(8—AYTFN—2, 8=V T HFAr1[4. 5]
FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A

F I —1H—AIF Y — )b — 1 — A V) AT L2 D E R

TLC:Rf 0.27(70mAZ L AZ ) —)L28%7 =7 /K=30:10:2) ;

NMR(CD OD): 6 0.96(d, J=6.6Hz, 6H), 1.51-1.75(m, 6H), 1.75-2.04(m, 3H), 2
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.18(s, 3H), 2.31(t, J=7.3Hz, 2H), 2.36-2.47(m, 4H), 2.51-2.81(m, 6H), 3.60(s, 2H),
3.63(s, 2H), 3.85(t, J=6.9Hz, 2H), 5.20(s, 2H), 6.85(d, J=1.5Hz, 1), 6.94(d, J=1.5
Hz, 1H), 7.00-7.08(m, 2H), 7.10(d, J=1.5Hz, 1H), 7.31(t, J=7.6Hz, 1H), 7.74-7.82(
m, 1H), 7.82-7.91(m, 1H),
FhEB148(6) :4—[(2—{[({1—-[83— (8—AVTF N —2, 8= T HFAR'1[4. 5]
FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A
F I —1H—AIF Y — )b — 1 — A V) AT L2 D E R
TLC:Rf 0.31(F7muRrF L AZ )—) L 28%7 L E=77Kk=30:10:2) ;
NMR(CD OD): 6 1.00(d, J=6.6Hz, 6H), 1.57-1.86(m, 8H), 1.94-2.09(m, 1H), 2
.18(s, 3H), 2.28(t, J=6.9Hz, 2H), 2.39(s, 2H), 2.53-2.69(m, 4H), 2.71-3.05(m, 411),
3.59(s, 2H), 3.61(s, 2H), 3.77(t, J=7.0Hz, 2H), 5.17(s, 2H), 6.88(d, J=1.5Hz, 1H), 6
.97(d, J=1.5Hz, 1H), 7.01-7.08(m, 3H), 7.10(d, J=1.3Hz, 1), 7.90(d, J=8.411z, 2I)
FhaFIA8 (7) :5—[2—{[{1—=[83— (8—AVTF N —2, 8= T HFAR'1[4. 5]
FH—=2—AN) TN ]—1H— A — )L —2— A )L} AT L) (AT L) T 1A
F I —1H—AIZ S =) — 1 —AN) AF L] —2—T T FILIR
TLC:Rf 0.27(70mAZ L AZ ) —)L28%7 =7 /K=30:10:2) ;
NMR(CD OD): 6 0.95(d, J=6.6Hz, 6H), 1.55-1.78(m, 6H), 1.81-2.00(m, 3H), 2
19(s, 3H), 2.27-2.85(m, 13H), 3.64(s, 2H), 3.72(s, 2H), 3.93(t, J=6.8Hz, 2H), 5.20(
s, 2H), 6.26(d, J=3.2Hz, 1H), 6.84(d, J=3.2Hz, 1H), 6.87(d, J=1.3Hz, 1H), 6.91(d, ]
=1.3Hz, 1H), 7.10(d, J=1.3Hz, 1H), 7.17(d, J=1.3Hz, 1H),
FhE a9 2—{[({1—[4— (R AT V) RV V] —1TH—AIF Y —/L—2
—ANNATF ) (AFI) T IATF V=N, N=V AT )L —1TH—AIF ) — )b —1—
AV TIR

Fhf4 (1) (618 mg) LR =T /L7 (0.80 mL) BEOTFRF7ERr7 72 (5 mL)
ZOCTHIEL., A7 F L raapk~<—h0.39 mL) 28 F L7 KIibEiE% 20
[, OCTHRFEL=%2  ATHLICH A2 7 A (R 4) TAIRL -, AIE0CITm AN
L. KFE(bARTFEFFIT A (108 mg) Z /KRB ST TINA Tz, OGN K], 0°C
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THPEL 7214 INKEE(L T RY KRR TR . 7 A7 ChitiLe, B
A 2 A AR K ORI L L MK RS~ 2 RS0 L TR LT, B RiEE TR 2
Z A% ARG LT, B E VBN Ia~ 57— (BT L AS ) —
JL28%7 =T K=1:0:0—70:27:3) THILL | LUTF OMIEEA A3 D81t
H 8 (220 mg) 15372,

TLC:RI 0.16 (ZREAR/LL A )—/L:28% 7 L E=7 7K=80:20:1) ;
NMR(CDCL): § 2.30(s, 31D, 2.83(s, 6H), 3.71(s, 210, 3.83(s, 2H), 4.67, 210,
5.27(s, 2H), 6.85(d, J=1.2Hz, 1H), 6.95(d, J=1.2Hz, 1H), 6.97(d, J=1.5Hz, 1H), 7.0
5(d, J=8.4Hz, 2H), 7.21(d, J=1.5Hz, 1H), 7.30(d, ]=8.4Hz, 2H),

FhEF150: 2—{[{[1— A=) = 1TH—AIZ Y — )b —2— A V] AT
WY AT ) TIIAT =N, N=U AT )L — TH—AIF ) — )b — 1 — AR T
=

FhaHlA9THERRLIALE W (215 mg) LR T /LT I-(0.29 mL) DY AF LA
RFUR (3 mL) VEIRIZ R b — eV 85K (164 me) 2% 7=, IOGHE =R
TR L7, BOSIRICINKER LT NY Aok E N2 T2, KIgEyraary T
R U7z, A2 SR A K TUEIR L, KRR ~ 7 %D TR LT, K
Wilig~ 7 30 DA% T PRI, REE I r e~ o7 o— ([
BETT IV A )= b 28% T =T K=1:0:0—70:27:3) THEL ., LL F oWt
oz A9 oE8EY (1.21 ¢) 2157,

TLC:Rf 0.31(Zmuids/bda: AZ )—)L:28%7 =7 7K=80:20:1) ;

141

NMR(CDCIS) 16 2.04(s, 3H), 2.82(s, 6H), 3.70(s, 2H), 3.82(s, 2H), 5.43(s, 2H),
6.85-7.80(m, 6H), 7.82(d, J=8.1Hz, 2H), 9.98(s, 1H),
FERa51 itert— 7T 2—{4—[Q2—{[{1—=[ (AT ILTI)) ALR=/L]—
TH—AIFY — )b —=2—= AV AT )V) (RAF V) T IATF IV —1TH—AIF Y — /L —
1=A) AT NN D=2, 8=V T A R[4, 5T A —8— W ARFLT—
I

FHEHI 12T, EREFI10TH R LIZALE O RDVIZEEFHIS0THER L
bEW% RV THERMBIL L EFREOBRIFEITV, LT OMIEE AT 01 EY)
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g s e
TLC:RI 0.43(ZRmi/Ll: AZ )—/L:28%7 L E=77K=80:20:1) ;
NMR(CDCIS): 6 1.41-1.67(m, 15H), 2.31(s, 3H), 2.35(s, 2H), 2.57(t, J=6.7Hz,
2H), 2.83(s, 6H), 3.22-3.43(m, 4H), 3.54(s, 2H), 3.72(s, 2H), 3.84(s, 2H), 5.25(s, 2
H), 6.86(d, J=1.3Hz, 1H), 6.95(d, J=1.3Hz, 1H), 6.97(d, J=1.3Hz, 1H), 7.00(d, J=7.
THz, 2H), 7.22(d, J=1.3Hz, 1H), 7.24(d, J=7.7THz, 2H),
FERaF52:1—{1—[4— (2, 8—VF7HFREE[4. B]FH—2— A/LAF L) N
N]—1H—AIFZ =L —2— AL} —N— (1H—A3IF V' — /)L —2— ()L AF)L) —
N—AF VAL T I

FENEHI61Z 31T, FEMal 5 THRRLIAL G ORI FENufF51 THRR LAt
B T, M6 LR DB EZT TV, LT Ok E% A4 ARk &%
Bz,
TLC:RI 0.56 (ZRmR/LL: AZ )— /L 28%7 L FE=7 7K=80:20:4) ;
NMR(DMSO—D): § 1.36(, J=5.4Hz, 4H), 1.51(t, J=6.9Hz, 2H), 2.06(s, 3H),
2.25(s, 2H), 2.37-2.47(m, 2H), 2.51-2.64(m, 4H), 3.46(s, 4H), 3.52(s, 2H), 5.15(s,
2H), 6.74-6.97(m, 3H), 7.02(d, J=7.8Hz, 2H), 7.13(d, J=1.5Hz, 1H), 7.20(d, J=7.8H
z, 2H), 11.63-12.25(m, 1H),
FHaH53:1— (IH—AIFY = —2—AL) —N—[(1 —{4—=[(8—A/TF /)L
—2, =Y 7Y AREE[4. 5]TH —2—AN) AT NI —1TH—AIF Y — )1
—2—AN) AT V] =N—=AFIVAZ LTI

FHBI I T, Eadl 1 TERLIALE ORI AY T F LT VTR %,
Fhah 2 THRLIAL G ORDOVIZEmBIS2 TH R LIZAb G2 T E i
BISE FERDEAEETTVN, LU N OWIEE A 3 DR UL A %1572,
TLC:RI 0.50(ZRmi/Lls: AZ )—/L:28%7 L E=77K=80:10:1) ;
NMR(DMSO—D ): § 0.81(d, J=6.6Hz, 6H), 1.36-1.57(m, 6H), 1.63-1.76(m, 1
H), 1.89-2.00(m, 2H), 2.06(s, 3H), 2.14-2.32(m, 6H), 2.36-2.47(m, 2H), 3.41-3.50(
m, 4H), 3.52(s, 2H), 5.16(s, 2H), 6.80(d, J=1.2Hz, 1H), 6.82-6.98(m, 2H), 7.02(d, J
=8.1Hz, 2H), 7.09-7.17(m, 1H), 7.21(d, J=8.1Hz, 2H), 11.09-12.56(m, 1H),
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FhaEs4:1—[1—@A—{[8— (1 —=FL7rEN) -2, 8—UTHAER[4. 5]
FH—=2— AN HNVRZIL R DL) —1TH—A3IF YV — )L —2— (/L] —N— (1H
—AIZY = —2—A)VATF V) —=N—AF )V AZ LTI

FHEFEIBIZINT, FEMBIATH LI E ORI IEMmHI4 (1) THRRLTZ
fbEW% T FEBI5— S0 516 — F2h il 24 LRI D BEEATU N, LN Otk
([ S Y b U a7 g i
TLC:RI 0.35(ZRmis/Ll: AF )—/L:28%7 L E =7 7K=80:10:1) ;
NMR(DMSO—D ): 6 0.72-0.94(m, 6H), 1.05-1.59(m, 8H), 1.60~1.84(m, 2H),
2.00-2.09(m, 3H), 2.09-2.46(m, 5H), 3.15(s, 2H), 3.33-3.58(m, 6H), 5.19-5.30(m,
2H), 6.61-6.90(m, 2H), 6.92-7.14(m, 3H), 7.14-7.24(m, 1H), 7.34-7.53(m, 2H), 11.
64-12.08(m, 1H),

Fehii54 (1) ~ Sk 54 (2) :

Iz T, FEEfF4 (1) THRRLIAL B ORI Y T2k &%
NT, Ehaf54& RIBRDOEIEZATV, BL T OARFBIUL S EFTT-,
FEhEE54(1):1—(1—{3—[8— (1—=F L7t L) —2, 8— 7 A4, 5
15h—2—AN]—3—FF /7L —1H—AIF Y —/L—2— (/L) —N— (11
—AIZY = —2—A)VATF V) —=N—AF )V AZ LTI
TLC:Rf 0.30(F7muAZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): 6 0.88(t, ]=7.2Hz, 6H), 1.20-1.58(m, 8H), 1.62-1.82(m, 2H), 2.1
4(m, 1H), 2.27(s, 3H), 2.32-2.57(m, 4H), 2.77(t, J=7.2Hz, 2H), 3.15(s, 1H), 3.32(s,
1H), 3.41(t, J=7.2Hz, 1H), 3.52(t, J=7.2Hz, 1H), 3.58-3.63(m, 4H), 4.36(t, J=7.2Hz
, 2H), 6.96-7.10(m, 4H),
EhEE54(2):1—(1—{4—[8— (1—=F L7t L) —2, 8—I 72’14, 5
15h—2—AN]—4—FF /T F I} —1H—AIF YV —L—2—A)L) —N— (11
—AIZY = —2—A)VATF V) —=N—AF )V AZ LTI
TLC:Rf 0.30(F7muAZ L AZ )—) L 28%7 L E=77Kk=90:10:1) ;
NMR(CDCL): § 0.88-0.95(m, 6H), 1.20-1.58(m, 8H), 1.60-1.85(m, 2H), 2.10-
2.58(m, 12H), 3.15(s, 1H), 3.32(s, 1H), 3.40(t, J=7.2Hz, 1H), 3.48-3.63(m, 5H), 4.1
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0(t, J=7.2Hz, 2H), 6.93(m, 1H), 6.96-7.10(m, 3H),
[AEW 0 2 hta 3]

AFEIUCE ORI, FIZIE AIEIULE R CXCRAFETUEZ A T528
ACBE WO EMA R D875, T KL AVARIEF I LA
NG G T ORI G OFFHEIMERNZ & (B 2L, VAAREAE (RARE —
R R) DVAZIPMENZ & M Z A T Db G WA DBV AT 2@ O H BN T
OB RENNENZE) | ENHDALEWE T TR Ty 7 LT AR A AW O 5
B R SR O AERN TEBEN D Z LT, LL FOERET /2981l o
TRE STz,

AFEWDOWNE S EIL, LA T DI AR E W2 TG T 27212, IE RS L
Ol BB L FITHE R E OB BRZIA Tob DT D, LA M IZEER 85 1k
Rz,

FeiR L= 391z, HIVACDARBMN o2 BIK THHCXCRAITHEATHZ %
FHE TG DAT) == 7§ DT, HIVER W T oA R TITHZ L
NIV EHER 2 FETHD, UL, HIVERBEAZ)—= 2T 56280%, %
DEFNDEEL SHBEHRI T, — 5, THlatEmPE (X4) HIV—1&SDF
— 13 EZCXCRAITHEE AT D2 MDD HIVIIESDFE — VI 5 DCXCRAFKE S
A7, A ONZCXCRAPIDSDF — 1B L OHIVAESHALIZIL, TS0 9 B R %
RHLBDETMLAFD, 1> T, BEFDOHAIDSHE Giis G e L E AR 7 77
— P IK) & B2 D EEFE CHOHIV O ~DW % 2B E T 2L A a5 A
T 57280 HIVORDVIZCXCRAOHRPEY T R THOHSDF — 12 W27 w2 A
FROFIH TR TH D,

BARANZIE, SDF —1ECXCRADFKEA Z I E T DAL EMEAI)—=0 7T 5%
LT, BlziE, —R7ULLIESDF — 1ECXCRAZFEIL THNDZERHHAL T
HENTHR & O A2 RE 25 R0 FE M ATRE TH D,

(SR 1E]
FBRGI1 : EFSDE — 1O CEMAMRA~DRE A% 25 L SR
fEAREEN T (HEPES, BSATA) TENTHIIFRCEMAIIIZHBR L AL 1
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—SDF — 1 (PerkinElmer) Z#s L4 CT60 77 A F =X —h L7, MIGSHTZCE
M0 GEF/B membrane filter plate (Packard) TEGH S L T A S, Vo ke
i E PR AR K (phosphate buffered saline: BLF, PBSEME, ) T3EIVEHF L7214, 47
B HMicroscint+20 (Packard) 2 1% 72, CEMMIREIZHS & L7 e &% Top Cou
nt (Packard) Z HVNCTHRITEL . #25R (LA OILE =R (%) 2 L0 FOFHE AT I H
Lz,

[F1]

fiFE#x= {((Et—Ea) / (Et—Ec)l X100
Et: #Z5 (L S AR o 12RO R ST RE =
Ec: #5 L& &L T T—SDF — 101 000{E B O AU ESDF — 1 (Pepm Tech) %
WU B DR RE S
Ea: #5# LA W4A TN U Ol iR R

FRBN R LI X TOARFEIULEWIL, 10 n MOPRFETH0%LL Lo ERZ
RUTz, Bl R, FEhaf21 (4)  FEhaf22 (4) . FEhE25 (1), FEhakl40(12) , 5
fafil4a1 (6) ., Ehmpla2, FEhuplas, FMp40(13), Fhsl41 (7)., FEhafla2 (1)
L EhEpa2(4) , Fha43 (1), FEhafl43(2) , FEiafl43(3), BIOEEHI47 (4
) TEBLIALEMDIC_ fiiE, TAE A, T.4nM, 20.7nM, 6.6nM, 3.0nMELT, 4.4
nM, 3.0nM, 4.0nM, 3.0nMEL T, 4.5nM, 3.0nMEL T, 4.4nM, 6.3nM, 9.3nM, 13.6n
M, 4.3nMTH-77,

SEERB2 A AERRY NS B T T S R OB S T IS B ARARIE R — A
R TORMES

(1) VBB ERTAE

MEM (minimum essential medium) {5 HiCFARL 72 F v A =— XN LAF —fili i 3k
BRI (CHL/TU) ARMT0E (7 X 10 cells/mL) %2, 967X 7 L —h (9677 = /L 7Y TRk
LTV —I)IZ100 g L/ welh B (L 527 = /L) UMUK 24 TG 2 LTz, K14
96T —hD B{EEEREL, 25 u M= b ) — L LI AL T AT
7N H )—)L T (NBD-PE) &5 TeMEMES i (BL R, NBD-PER; Hi W45
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o N MR ET2 I IR S T2 IR BE O LG W2 100 w1 L/ wel A THIABIFFRTALERL 72
o FALB W ORLE R EIES, 50, 100, 20033 L T400 0 MELT-, Bk BRI R 138
fit 7 A4 1 (amiodarone hydrochloride) &L, # DALE R IX1.25, 2.5, 5, 108
F OO0 MELT, 7238 AL E W iR I BEALE 2 hrr— L (MEMBS #EoD 7¢) 35 JJONB
D-PEz - h2— L (NBD-PER; HIIZDMSO% 10043 D1 2N Z 726 D) 24550 = /L%
T CIRERIZER R LT, B538 K T2, PBS(5)100 10 L/well T2HIGEAHL , WST— 1%y
I Ray =)V HDZED 2T 2 )V R DT AT OMPEY = UIZMEMES HiE100 12
L&EMAAIB053 KGR LTz, &0 =L OEOEIREE~ A7 m 7 L —R)—4 (Molecula
r Devicesft:, SPECTRA max M2; il K485nm, K 535nm) 2 T
MEL,

(2) fEbT

2 H 8 X 27 2 L O E N T, NBD-PEZ b — L2542 o N8 - H N
(%)%, FRtat R REHWTHE ML,
[#2]

U AEEERHEEME (%) =100X{ (FERYE e imeg —EBAE o he—1
wOEHEE) 7 (NBD-PE= > b o —/ /L fEoHE —MAE o b o — A a R E) |

(3)  MbfaEAE Rk

VMR EERNE THIELZ96 /X7 L — e | 7L —B)—4 (Molecular Devicestt:
. SPECTRA max M2) TEWFE450nm, fHiEHF690nm THIEL Prefz R
72, PreflliE L7296 X7 L —RZPremix WST—1%5 u L/well¥"2il %72, 2~4
IRFIRIET 214 | PrelliE & [RIERICHIE LATUIZ KD 7o, WE LTS D\ 75
VRavhr— Ul E 5z, AREDSPreffiz 512 6 L, ARSI R (%)
X FRLRHEAREHWTRN L,
[#43]

MR (%) =100 [ (FERHEOD)  (NBD-PEz=» br—/-0OD) |

(4) HE

BRI T L7 IAF e Dl RV R E RN D | 25% LA Loz R L7z
AR 2 S HIE LT, 7238 IR EE iR 2 3o\ RIS IE =R 2350 % LA T
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D HEIIARARIER = AFFEAEH O BOHELH L2207,

ZOREF PR, TR Ty b ST AKER RS R Ty b ST RV EL, F
TIXTaR Ty b EN T VATV NI E GG T ORISR
TR H B EICED RS E 2T RSN AU ST, a0k e
E7 Iz TR AR E R — 3 A R TRARIE R — 3 AF AR MR 2
LWy InoTz, BlAIE, FEhEf122(3) , FEhafl22(4) . FEhp125 (1) . Ehapila1 (6
) FEREHIA3, FEREHIAL (7). BROFEwEEI43 (1) TERLIALEM DOV NE &
FERINER T LL FORDO@EYTHHT-,

[#1]
BB EIEEINEG) T
CEY | ueanonssoum|  E
FReH22(3) 70 EH
EHE22(4) 16 =TS
SEHEH25(1) 16 =TS
SEHEH41(6) 16 =TS
EHEH143 16 [ELES
TR 21 [E1E3
FFEHI43(1) 14 [E1ES

FEBR 3 : Biacore CERERIERE) S513 A5 L% FHV = A TS BSR4 24l

(1) VAR — L

10mMD1, 2—F LA AL —sn—27 ) —3—VUofE —F DL (LU, DO
PALES T, ) ZaadoL AEHE T ALY — 2 —"TCTHAE L, 0.6mLOPBS /5% AF /L
ZIVARF TR (LR, DMSOEMET, ) A IRINLT2, AT o7 A% — 12T 18
U SRR S0 L 72, VAR — AFRELER B (Avestingl) L2 D) T
Y — LB ERE L [E AL RTIZPBS/5%DMSO T0.5mMIC A R L 7=,

(2) WEAS Py

10mMPDODMSO¥%HE2 1 LIZ1 X PBS%38 1 LINL . 5121 X PBS,/5%DMSO
%360 1 LY, PBS,/5%DMSOH#&H FES0 1 MZFHSIL , e L7z,

(3) o3#r

LUF O3 #1134 TBiacore S51 CBGkRHARE) > AT L&A L, MIE & FITBiac

ore SH1 Control soft TR EL,
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MERIEZ 3T CITHEL, /N7 7—ELTPBS,/5%DMSO (pH7.4) 2 iz, &
Y —F 1%, Series S Sensor Chip L1, o h—FKmE EoH)
ARy FOIH1DIZDOPAZ [ EIVL , HROAR Y MIV T 7L AELTHIVVZ,
10 1 L/ 53 DY RIS VAR — AD R E 21T o7, RIZ30 1 L/ 53 DY T
AW ZRIMUAR EAEZE Lz, MESM4Z L FIZRE T,

7 e A7 57— PBS,/5%DMSO (pH7.4)

MIEEEE :37°C.

oY —F w7 :Series S Sensor Chip L1.

T VAR — AEEARIRAEL0 1 L Jr AL S & O BAEHRIERFIZ30 1 L 53

A 20mMCHAPS (83— [(8—a 73N/ mE L) —UAF LT U E=A]—1—
S AVIRVEEIR) AV e LT v a— b/ 50mMOKER LT R AR IR =4
0,/ 60 (IRFELL) IR A (60F) .

(4) F—2P

T —Z M IBiacore S51 Evaluation SoftZz U, AbdichenH® 5k (Anal
ytical biochemistry, 328, 233-243 (200)) IZ&~>TIT~7=,

V7 7L ADEEELSIWZRE AL AR ADE (RU) IZOWT, Yo 7 VERIRIC
B ENDDMSOR L DU INRAEMIE LI, o7 oy FETRE L, EBIT,
ZZTRLNAEIXIARY — LADF ¥ 7 F v — BB D720 | E OV AVIVEFD
¥y 7 Fr—mTERAEL, 10063Z )T THiEfES L 7= (i IEfE =1000000 X RU (
PRI BW) /o B IR G Y RU (VRY —L4)),

a7 ja—)b TIAE R TUTTII AT I BRI e kas
Fr— L ELTHRINL , fifE L AR ADZEB DRI L0~ 15% AN THHZ L2 s LTz

(5) HIE

HIEHZ OREA L AR ADIEN 1508, EThot b Bz Btk & e Lz,

ZDORER, PlAAR, TR Ty b ST AKER RS R Ty b ST RV EL, F
TIXTaR Ty b EN T VATV NI E GG T ORISR
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TR H BRI IO POSESZT | RSN AF UL S WIX, Biacore (kS
) S51T AT b = N LA BB & 3l 5% CARARY R — 3 AR EAFE H )3
KNz ohoTz,

BT, 22 (3) , Fhupl22(4)  FehBi25 (1) | 41 (6) , Fhufl43
CFEEBIA1(7)  BIOFERAIA3 (1) THERRLIALEDORE G AR ADE (RU
NELLFOROWMYTHHT=,

[322]

o HEELARADE .
EREH22(3) 29.9 (=TS
EEHI22(4) 23.4 =Tk
S HEFI25(1) 28.3 [E1ES
EHEHI41(6) 72.9 [E1ES

EHEHI42 36.1 [T
EHEH41(T) 63.6 fas
431 41.2 &

SEBRBA - MR 22 PR T U (LR R~ D 2R HR)

1MA4E495 1 L3TCTHR T VAL Fa—a e, ffli§ 2% E O g (10
g/mL7 B RVEHK) 25 1 LI, 3T°CTA L F a—T a2t L7 (e
JREE100 ng/mL) , A2 \—Tal BlARIEL 3 L OB0 /T RS #Z 100 1 LEEHL
L. 7 b=l ImLERA U ChUS I I &8 7, SOSE 1E#23000rpm T 104y [
wO L, RIEE R DRI TR L7t R a K, 7 =L (1,1) TH
HARLLC/MS/MS (API5000) IZTordT Uiz, BT 5728 ORIESIHIALE Wi
2D LTz,

A REY AE 7 VINZA NS/ | #=Y gWiavi N 2 A=A NS/ =¥ (W b2 i N~ S
LT BRIy LS NI AN R VIS EH T DLW EOREILEM TH
DEEITE, T DB DR E R, BEOEDIEWDBERNIZIBNT, R
REHBHFICLDOSESZT | BRSNIAL SO AR R F Lz,

L ORGH, T T AL AN T AR Ty TSI KR I TR Ty I bE oA
JVIRHE EIRT R T S SN VIR F LV A S AT AAREL S WIL,
WP CZDIFEAE NI NDZEN o1, HlZE, 7aRoy 7 fvani=sn
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R VNVEEGHTHEGWMTHD, FhupI31, Fhuafl31 (1), Ehifil40(12) .
FE 40 (13)  FEhafla2, FEMp142 (1) THRRLIALEWD, ENENERNIT
BWTEREEN, AT DGOt T 72ob3 625 (1), FEhufl25 (1)
FEEHIA1(6), FEhEFIA1(7), FhEFl43, Fhasl43 (1) THRLIALEm DA
T, DL FOROBEY TH o7z,

(23]
= EEATER |ERSh-EEeY0
HETBEW | Siimam | EriEon)
SR S 25(1) 80
EEFI3101) EHEFI25(1) 93
EFHFI40(12) EEF41(6) 76
EFFI40(13) EEF4T 96
SEE 42 S HEI43 99
SErEHI4201) EREH43(10 97

SEBRBIS : foe i I T (Cmax) 38 X OVERARBE A 2888 (Vss) OIE

T Db S EFEEL , 60 CITINEAL =Y = /L VT (B4 s B AT HRA LS
FEED) PR AE L 20mg/mLICFRRE L7215 . TR AR K CLORS AL €, SHITAE
BHRITT2REARL T, RN Gk S Uz, il DA%, 60°CITingL
720 =W VT ITE IR LU Bmg/mLIZ I U728 | VER 2R K TAPBRL Tlmg/mL&
L7, Zive, S EIME L TEE T OIRML, YEA Y 470 E0.2mg/
mLEL72b O G E LT, S RN G1E, Crl: CD(SD) %7 b (ErE, A AT
/LA USRS L) DREIRED | IRV G (1mg/kg) 2 Hh o] S ¢ G-
L7z (n=3), A& G1E, Crl:CD(SD) %7 M (FEME, A AT v—/L AU —HE
AT, OG- (1mg/kg) &, V' 7 2 HWTHEIICE N~ 5L (n
=3), &EITHA T TIT0n, KITH BCERSE T, #IRNE 505613 5
%5, 15, 304y, 1. 2, 4, 6, SBLU24M[#1T, BTG OHAIT R 515, 3
053 B ZONRFHZICEHFRIR LD~ U V% N T0. 35mLER M. L 72, 755
M=K L, 12000rpm T3 43 st 0% . MMEE /3 B L7z, SR G- D54
(T, —80CTIHRAFLIZMATRAEHIRMEL | MAEEEFL00 1 LICP AR HEAHE 100 1
LBEIO7Eh=Rr2mLZ R THERL . 2500rpm T1055 [l L L7z,

Z DR N B G- OBA T, 100 1 L& NITEERE(L A 1 LEDRFN T EIIL
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BB HIAT o7, DI O G % DR AR Tl B L% & A 7 =]
UL 100, FRIEIZ67 % Y AT )L ALERF T R 150 10 LA N2 CTREEMEL . %020
1w LEHAWTLC /MS,/ MSIZED 55812 . LL FOFRMTITo7,
[LC&A]

4 & Waters 2795 (WatersflL) |

ST A5 25 Unison UK-C18, 3.0 1 m particle size, 2.0mm X 30mm (%2 M
XY

GINT AT IR - 3R

200 0 L 47

B#)E :5mM IPC-PFAA-TKEIR /7 Er=F1(9,/1—-1,79),
[MS /" MSGfF]

HEE & : Quattro micro APl (Micromass ) |

Scan type:MRM,

Polarity: Positive,

Ion Source:ESI,

FmS— AT T, BB BT D et DE IR LTz,
—HDOERNE GAL ST DN TIL, L FOBLE T2, —80°CTHRAFELT
AR AR L . MAERCEIS0 1 LI EBER AR HE50 1 LB L O BEF=FJ/L 1mL
ZUSNUTHFEL, 3000rpm T1043 im0 L7z, i 5m DI Tzl L s %
VEREZK T RR=RV (1,71) THEML, USRI DOLC /MS,/MS

TIRTICfE LTz,

[LC&A]
PIEIEE : 12003 ) — RV AT ATV F7 v — i) |
S3MT 45 I Asahipak ODP-50 2D, 2x150 mm (REF1E TAk:H) |
GINT AT IR - 3R
W E : 5mM IPC-PFFA-T/KISIK /7 B = L (T TV ) |
V200 1 L 570

[MS /" MSGfF]
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3 & - APT5000 (Applied Biosystems ) |

Scan type:MRM,

Polarity : Positive,

Ion Source:Turbo Spray,

FmF—AF N B REHI BT D2t D& IR LTz,

AR 0D A b A T B HERS 1A WinNonlin 4.0, 1 CRFATL . & H5 IR B8 25 A1 25 7l
(Vss) ZHL LT, P50 @i iR & (Cmax) (2L TR, ARFHICR TS
SR D AT H B Wi E O SEIEZ KD | ey RV MEE R U T2 RE R D SRR %
i RS LT,

SQ2) T SRS NS/ (=Y (Wi N -2 N =1 A = 4 W b2 % P~ = el G =
Ry ST NV ARF LV Ba 5 R 3 D AT UL B W 0 fc i i HP i Cmax %
 BIUFEAR U, 7285, Rl Db B R 5% ITABMEN TR Ty 7 Th
DA, Z OB ERNIZIBN T, BERSCH RS LD S EZ T, A
SNTACE WO IR L PR Cmax ZIE LTz, Bl IE, LR 3 L5725 0 i
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This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

L. Claims Nos.: 27, 28
because they relate to subject matter not required to be searched by this Authority, namely:

Claimg 27 and 28 pertain to methods for treatment of the human body by
therapy and thus relate toa subject matter which this International Searching
Authority is not required, under the provisions of Article 17(2) (a) (1) of
the PCT and Rule 39.1(iv) of the Regulations under the PCT, to search.

2. |:| Claims Nos.:
because they relate to parts of the international application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. |:| Claims Nos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. IIT Observations where unity of invention is lacking (Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:

L. |:| As all required additional search fees were timely paid by the applicant, this international search report covers all searchable
claims.

2. |:| As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment of
any additional fee.

3. |:| As only some of the required additional search fees were timely paid by the applicant, this international search report covers
only those claims for which fees were paid, specifically claims Nos.:

4. |:| No required additional search fees were timely paid by the applicant. Consequently, this international search report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:

Remark on Protest |:| The additional search fees were accompanied by the applicant’s protest and, where applicable,
the payment of a protest fee..

|:| The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

|:| No protest accompanied the payment of additional search fees.
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<Subject of searchs

Claimg 1-14, 20-26, 29 and 30 include great many compounds having
various combinations of substituents within their scopes. However,
among these compounds, those which are supported by the description
in the meaning within PCT Article 6 and disclosed in the meaning within
PCT Article 5 are limited to an extremely small part of the compounds
as claimed.

Further, it is unclear as to what types of compounds the “prodrug”
recited in claims 1, 20, 25, 26, 29 and 30 includeg within its scope.
Therefore, claims 1, 20-26, 29 and 30 do not comply with the requirement
of clearnesg in the meaning within PCT Article 6, too.

Such being the case, the search was made within a reasonable scope
of burdenbagedon the scope supportedbyanddisclosedinthedesgscription.
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