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P AL BGE JRE AL ST N S
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1A (HA R'E G RO ErNEEUR I ey £ L&D F
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CHIRE T (RIEL-10C—4) 30C) FHHTAHE, 7F Ry & LA
FAA, FAKER (RIE=RL]B) FRZE R

HRERE 2 P B 3 R, (WEY XU BT ksl & Biad
XIT FRLE e Z B AT e B FR R ML E A B4 I8 IR . a4 XTI RA T &4
by, IR A . SR MR G R B B R R IR AT A R, TR
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Comprehesive Organic Transformation, VCN Publishers, 1989) &5CTH,

HREE 2P E s, N IChkEY (EF, R'E G, ROZAEY
AR S B AT ) R ICHEY (B, R'E G, RPE H) il N-
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FREN. BRIREC. BREREE. BUT M. W T R e T BEey, it
By, B RE (fitm, 12-Z 5% NN - CHE L T NN-T“HEZ
Fr el zG-1,2- —F Ok, 0k NN -ZHEZLZiE) FME . &=
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JBAEALH] (BIansAEAn )  (IEIELERE LI 10%40) , &4 1—47 5 1 RA
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w, R, THF. ZHAN RGO, UEREFERCE) , £
ik LR SR BT (Flan, B B (PA/C)  BRERY LA
(Pd/BaSO,) - B LA (PYC) BUE ML =(ZRERH (Wilkinson 4L
D R ERIZ 10%8) BIFFAE T, E4 20C—£5 150 CRRE ~
(PRIEZ 40°C —29 80°C) FHEATIRIR.

AT, B XV BRI R AR & B 2a ARy 1CHIEC T
AU RMAARMEFEARAANL D ENLTE (Larock, R C
Comprehesive Organic Transformation, VCN Publishers, 1989) &=L Hl.

AEE 2A

FERE 2 HRTE—MATAENR 11Ey (Fd, RVE G ROE
AEHUCRIFS RS ) gk, EraE 20 K2R 1H, XV
&4 (Forb, RVER GH @ T onEslE: R XV aY (EP, ROE
AEEAR I S a5 5D, TERMEIERE R T (B, (K408, (LIEH
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el L0 , XKABRFAERBEA LN EEE/EMAF (B, A
(R L0 10%48) , f£4 1—4 S MREENESEN N (kY 3
— 4 4 DNKRRIE) , L 10C—4 100°CHBEE N (BiE4 40°C—4 60
TY T, R IZR VIR EYREAITHEAE IR . T H, XU LI
EREALMT (K, FHEWRC ZAEF R . NIEFRENELl
AR BEREAD , ERMNEEERP (Fan, ([9EE. THF. ZHAA
CbiE O BR OB, MR L0 , FEREEERA LS B ET (F)
., BR ERER (PA/CH L BRI B4R (Pd/BaSOs) « i LEHIET (PO
LS = (=R (Wilkinson fEALF]D , PRIERE ERIZY 10%48) BIFF
FT, £4) 200C—2) 150CHERE T (fRik4y 40°C—2y 80°C)H N Tik
JEs

AP, R XTIV BBRER AR ER R e XV A& 8] LR A A Gt
RANRCEHEEFR (Larock, R.C., 1989) K=2H.

TERER 20 B 2 F1, X XVI AL &Yl i T riEdg: B
XVI LGRSy . R B BE TR . 7 AR T R e BE AR B =
SRR IR, TR (FImOlES 14- "8 50k, Tkl
), {EZ) 20C—4Y ISOCHREE T (JLikdy 70°C—4) 90°C) 1bFELY 10
B —41 60 /NBE BT RIBLE LUK RE B bt 24D, R BT RER
], ARTIINCREEEE T (R FEE) FIARE AL

EREE 2 BB 3, fEaEE 20 FHMA ICHRK 1baY (X
d, R'E G R EAEEBMKFESR TR Bl Nk & B
AW XVIL, R NEMEERS (Elhn, RFEE, REFEERLE) , KA
BUF A EAEAA LR EEAT] (Flansaed)  (LIEER LR 10%
), 4 1—4 s AKAEMERIENT (g4 3—49 4 KR
E) , fE4 10C—4 100°CHIE/R T~ (JRIE4) 20C—4y 50°C) &, [ERT
WP Z R MR S WIEAT R R . AT, SUER IR EN AT T
(CEob, ([FRENMF S M R . Pk F IR M S E R B AA
O, TERNEHEFIF (Flm, K. THF, ZS AN e liRa
Os, MIEFEEESCE) , EEAEE LRSS LR (W, B Er
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(PA/C) . TREEY FAYAE (Pd/BaSO,) « B _EMIEH (PYC) BEMN=(=FK
EBHE (Wilkinson #EAFTD , ks EIZY 10%48) KIfFE T, 754 20
CT—2y 1S0CHIRE T (JLIEL 40°C—24 80°C) FHATHEIR .
A, B XVIT B BA SRR R i R 2 B 2b AR 1C IR T
1B &4 0] AR AR AR B B4 AE A2 (Larock, R. C., 1989)
KL
T~ 2B

(R%),

a
Y/,

/
/

n—R

\

XV

7F Murugusan, N. £ ELF] 5612359 #; £ Guay, D.55¥ Biorg. Med.
Chem. Lett. 2002, 12, 1457-1461 /; 7E Sall, D. J.Z=fJ J. Med. Chem. 2000,
43, 649-663 H1; 1F Olah, G.A., Porter, R. D.HJ J. Amer. Chem. Soc. 1971, 93,
6877-6887 1, {£ Brown, H.C.ZE A J. Amer. Chem. Soc. 1957, 79, 1906-
1909 41, #F Nenitzescu, C., Necsoiu, I. J.#] Amer. Chem. Soc. 1950, 72,
3483-3486 1; 7F Muci, A. R., Buchwald, S. L. Top. Curr. Chem.,
Springer-Verlag: Berlin Heidelberg, 2002, Vol. 219, pp. 131-209 #*;
Schefezik, E.f DE19650708 #7; #F Howard, H. R., Sarges, R. '/ E 104860
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H, #E Wang, X 25/ Tetrahedron Lett., 2000, 41, 4335-4338 1A FF T HTELL
ARFTREIR ) N-F5 AN N-22 05 ZE A0 AR B S R, 7 1Y) 77 26 e A ) — il 4% 7
v, BTA X EEE S A TEA AL . RAUEHE RN BB FiEY
TEOLT, J7AEE 4y By by ar DU i A4t O A0 B br vt 7 vk
o, B, RAESEEAD NS ESE LY (Blm, Sieeh. S
CAEE . SR EESA N, UEEATD R (B, Y
SUBRMG . NN- " HEEH B — TR, RIEVIERER) , £4-20C—
S0CHIRE N #ATAZE, BE AR el F A iR £ (i be AR i
&/ DR

N ARy BT Es (e Rk E 7 O Tl
CRR. B (pldn, @ ERERD « 88, & 8. B, ALBEEE
WAy, RIEBE A ORRA. REFERBERIGIT AR R E RS
MR ENFrF S 2R ITRERE, HEXEMEYESEUSRY
0.25 mg—%7 1500 mg M =AM, EERL 0.25—47 300 mg (HIKF]
BERZRAE) o AT, EERAMNFIENGRY 001 mg—4 10
mg/kg K. FIEE A LURIEYE TR AN RERERNRE, DX Prik 254
AR, DL B I PR GO 25 B0 5 1 28 R R0 a2E 4T i FE EA BF ) R0 8] B i 47 2R 4
o EEEENR, RTRTREEMFETRESE, Maen 850N T,
A LUK E KRB R SR EEEH, &682, BENERFES
S oy AU NEAE — B R A IRAL

TEMAL A YT LUE TR AT AU s AR R e 25 B S 2 R Y
WAREFR R A LY. EEAM, FEEAEYT LIS AR R 2 4
2y, flan, CATR LS M 2 LRl B R B AR A DL T R B gn 2
c A, REE. BRI, BEN. PEEESR. BEFE. KR, MIE. K.
B OB RS, BERC. M. VBN, B KRB, AIVESNE W
v BB PR E. XEEAEEEERB B TEIKPE S T &
TEFIER. B4, ORGYWAEY T DO QAR EGAK. — RIS
, IEHEAE TR R IR 2] 5.0 EEY% — 4 70 EE%.
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AT AR, B LLEE SRR (B, BeRiTdER . TR
~ BRERES . BERR TASAIHER) SEMAMER (Blanier (GikIok. B
WEHARZEEN « WERREMELS ER L) USRS & (B,
RORGEAIE Bl FEVE . BB R B o b, EVEF (P,
MERERR . HERFLAERINANIE 0D AL AR HAY. SROERE R [E 1A 4H
PR UL R R g T RAF IR, IR IE O T L IE ARl B FE FLTE
RYRELL S E T ERIR L B . S KPR BN BRE R AR, i
VERG o AT RS S AP R ORI R R 3k LR ARIA/ B ] (an i
TR AefEH.

N T AZes sy, v UMEFE A &9 1) Z Rl B e A v B A =
BRI AKPERIRNY S HEAT &0 (i pH KT 8) , MRFEN
i, SEAEVIAR B S ISE [k . IR KR EOE T BOE S B A i
WOE TR ILAME TES B A, B X EERE T E &1 TSl
I AR AR AR N 02 R AR HE R 2 RO B B 3 58 Al

WA LU R AR R A &8, X R DIAR P b v TR 25 SE BB I FLR.
FUo BEIBGR. BERS. M. WEVREEAT

]

SR

B # 4 &Y B 1000 nM BRI ICs(H. ARHIIEDD
X SHTyp (FERIFRA SHTp) BIEEE HE 0 HIE % AT LUR] IR TR o i 8 18
bR SR S O AR 45 A SR IR AT » S-HT 4 28 A0 S AT LA Hoyer %5 (
Brain Res., 376, 85 (1986)) HJdf AT E . 5-HTp 2461 0] LUK A
Heuring 1 Peroutka (J. Neurosci., 7, 894 (1987)) MILFEEATIN & .

M E A K HEYTE S-HTip 466 40 ME T a] LR 95 40 T 182 il
5E . ¥ bovine caudate HERB Fith, FEF T 20 KA 50 mM ) TRIS.
R (Z(EFEIEEFRERE) pH & 7.7 KEMET. AlE, K
JRTE 45000 G FEL 10 080 R, BRELERBR, FHRITEERIRYIE
BT T4 20 4% pH 2k 7.7 #] 50 mM f TRIS. RS2l . KA,
iz BIE AR 37 C R TIERSE 15 408, S, HEERAE 45000 G M HE
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O 10 408, BRELEER. BABNERRY (4 1 5 BXREFT 150
ml &2 pH 24 7.7 # 15 mM ) TRIS. 3hREZMWR T, ZZ e
0.01%FUAMER, BEE 10 uM EFMRM 4 mM &8 . [FHFT, Kixg
FEE T UK LZED 30 4%k,

SRIE, IRIE TR R FREI . A EE A . K 200 ul 7E pH N
7.7 51 50 mM TRIS. $hER RS2y P IFmAL S-F2 0% (2nMD INE(] 50 pl
20% — B E P AN/80% 25 1R /K ML T, &AL & 0.01 % HURMR, &8
& 10 uM EEMF 4 mM S LU 100 nM 8-322-DPAT ( _AEEE
WMEALZE) 1 100 nM E&ZE M (mesulergine) o HF 750 ul bovine caudate
LR BZIRED R, FHFEITREFREATIER IR 8. AR5
, BRFWAAESKE T 25°C FER 30 ib. TEIEFEERSE, FIHBOE
SFeET eSS (i1, Whatman GE/B™ i €3%) TEBER. KRG, Kk
R 4 ml pH 2 7 1) 50 mM TRIS. #HERER 2 HIEPEER =R MR E B ER
WIRE AR 5 ml KIGHAE (Aquasol 2™) B S (scintillation vial)
Hr, FAEHBEELR. TUOITEERE0N0EDRIEE 0 E. RE,
ICso (B AT AR IM 5 5 70 F0H 55

KKREEALEDXT 5-HT 4 45 & R I HIEE AT ARRYE T~ iR R I E .
W Gl e B FRAL, FEa B RS E 158, I 10 4437 032 M
PEVRRRE . SRS, BRIFAE 900 G T 0 10 408, Bk LEEW, IF
7E 70000 G FHE L 15 40%h. BE LEEB, BB EcRYFX&FE T
10 44582 pH 24 7.5 #) 15 mM TRIS. ERERER . B IZBIREAE 37°C H &R 15
kY, IR FRSEAUR, BRIFEA 70000 G RO 1508, BELERE
W KRR IAE SERIRY R ESFT pH 4 7.7 B 50 mM TRIS. &FRE T
, ZEWVRALE 4 mM EALEERT 0.01%FAN I ER . 1IZHRE-70°C M igfF A
BPATSEY . ZE AT LATEAE B R AR, P 10 pM B MR R AT
Kk,

IRIG, MRIE TR F LA WL S0 W BRI ER . #0
HFI AR (1%DMSO B&WRE) . K 200 ul 7£ pH 25 7.7 9 50 mM
TRIS. Eh R Eh 2 Wi F WAL DPAT GRIESN 1.5 M) i E| ERBEH+,
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ZEMRELE 4 mM &ALES. 0.01 % PR L E M. K5, K 750 ul
AEINEIX N F, FHHEREFREATIRE UBRE . K5, BE
FRCER S KR 37 C T FR 30 8. XA, Rziodyg, M 4 ml pH
7.5 B 10 mM TRIS.ZhERE: (B4 154 mM &ULAS) ¥EFMIIR. AL
HREFEMLASYATNRE SR, KRG, 1Cs [E T LURIEHIHIE o0t
REHEAEYTE S-HT1a 71 S-HT\p ZAE LRSS RS E1E A
DL P B — M RN AR BE N IR 7 VAT E o K Hartley HEME K BT K
FENKIE D XTI 5-HT ) 248, [E 5-HTp 2@ 350 mM 7E
Mellwain £BZ8 7) BV H I dE&& R U0 A i th B R 8. g B AR
A4 1 mM EGTA f] 5 mM HEPES Zii (pH 7.5) A F#2 =0HE-
Teflon® ¥ A B, F7E 4°CTFLL 35000xg B0 10 4380 HECRYI 00
24 1 mM EGTA 100 mM HEPES 233 (pH 7.5) # UAHGE
h B AR A FOREN 20 mg CRENED) 25 mg (EFD &EAM. MAT
FIRRFMEENRE PR R AR EYEE 2.0 mM MgCl,y 0.5 mM ATP. 1.0
mM cAMP. 0.5 mM IBMX. 10 mM BEEHLEZ. 0.31 mg/ml YLEZHEE. 100
uM GTP # 0.5-1 & B [P*P]-ATP (30 Ci/mmol: NEG-003—New England
Nuclear) - 7F 30°CF, BMibBELMBEMMEELOE (3 4 THmLE
=, GRS NE 20 uL A 10 pL ZAYERGE R (10x H\ZRED) 10
uL 32 nM FIEBHFIBRZ MR (10x LD 20 pL forskolin (3 pM 5
KR F 40 uL FRRNIREY) . BRI TR A EEFR: 100 pl
2% SDS. 1.3 mM cAMP. L4 40,000 dpm FH-F MM EH+ cAMP Bl
fIPH]-cAMP (30 Ci/mmol: NET-275—New England Nuclear) #) 45 mM
ATP V7. #F Salomon 2 Analytical Biochemistry, 1974, 58, 541-548 {177
IR5E B P2P)-ATP FI[P]-cAMP KI5 B . by R 6T ek e B e a4
VEME, BORHEITE S 10 pM X S-HT 2 24K/ (R)-8-OH-DPAT F1 320 nM
StF S-HTip B 5-HT #H47% L. BE, WHEAMHENTXT 5-HTa 5218
i) (R)-8-OH-DPAT F%t T 5-HT,p 32 AR 5-HT HIF AR MR L &)
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IHER « THEAEX T 32 nMAEFHIFI RS forskolin FIE A IR B ERFAME
i i 1 B Bl 7705 A R B R B 1E

AR EYITE NEF] ether-a-go-go #EFFEFE & 7@ 1E (hERG)
RIS E BT ARSI TR 77 E . Rom A ERG @18 HEK-293 4
REAEA R R PR MAT K. BRI MG R sk v
HHTRBRAER. LW SR, BEAIEPMBEIRYRE (8 96 Lo
AL 100 mg) , FEAE 20 (AFRE 4 10 mM KCLAI 1 mM MgCl, ¥4 50 mM
Tris B8 (£ 4°C, pH N 7.4) H¥Flk. K5, BEEYAE 45000 G T &
D10 8. B EEBEREE, FEESCRYEE Polytron FFCEFETELT
10 mM KC1F1 1 mM MgCL ¥ 50 mM Tris §s (£ 4°C, pH N 7.4, )
fEE J 20 mg/mL. % PVT WGA SPA Bk (£ PEI4b¥, AR FRE, FF
MBNEHRMAL D, WAEKRENR 20 mg/mL. KRG, BEIFREREASE
tH (4°C) 7£ Roto-Torque (Cole-Palmer Model 7637) _EZE4ENiEk: GEE 2
;B 2/ ETEETRE, CHIRVERAE 4°C T LL 1000 rpm Bl 5 .
¥ EEEREE, BECRY) R REF T 50 mM &7 10 mM KCL i 1 mM
MgCL ) Tris 8 (22°C, pH A 7.4, ) F{EKREN 5 mg/mL (EFER) .
G HEGETER) SPA ER/RIE AW B AR RIS . BT B BRI RE I i 4K
EE4 500 1 mg/FLF1 25 mg R A F/FL. (LAY 10% DMSO/50 mM Tris 2%
T (pH 7.4) MATHREE (10x B ZOKRE, (TR &EZ DMSOWKEN 1%) .
MR SIECAR (5 nM B 2K E 3H-dofetilide) INENELE R F) 96 fL
SPA v, ZIREFBE LML/ ERIEK TG G Lae i 1D, RE
Fi MicroBeta &t Egs Ml Em . 8, 7T RAHERRE 455 il
EP:pi @

AR SR IR B ST 5-HT i 1B sh A1 & B AR R 5 U £y
PR TS T AT DARRYE T IR 77

MIZIEFE 250-275 g, 7EMPARTE 300-600 g fUKE Charles River Y
Hartly MK RAEALE XS . EXRE, HERE THRELREAMG T, &
7am-7pm G ED 7K, HEWNK, SHFKAER
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KRR AT LLLL 1 ml/kg (B . BTE R B8 iRt &
YIRS R ARt . TELL 5.6 mg/kg FIFRIE B2 T VRS 5S-HTp {23050 ([3-(1-H
LN I 4 -2 - 5 R ER)- 1 H-05) - S- R - (3- R 2tk e -3-35)- %) /T 60 408 AR
MRS, BEMNZHT 0 28R T (sc) FHINAMEY), % 5-HTp
{503 LUARYE 1993 4F 6 A 10 H AR PCT FFiE WO 93/11106 #l 4. 7£
BEHUCE — VR ELLRT, BEABKRE T T #ENEREARE & E M T10E
&, FEZIENFABENKE 30 48, RE, ERRZIGREEE, B3
VIR B ER. RN ERE AT, B8 159 R FRE R
30 ¥ R /NIRRT A TIRENE. Kt EEHREAD)
TR e e k. BEEREEAN 6 cm HANER, I REF
30 e B RIS RIRRERE . RSE, 1IBIERE.

FECIRREEIG H, 7E-90 ZrFpisil “Tuzhy” RIELIRE, 15-60 7 BPAk
R &9 AE-30 2Bl — R E . s, 78 0 23FAM 5-HTp
R0, /&, 7& 30. 60 120 F1 240 /50 ERE . 76 FIEg i+
, TE-30 ZrBREEER T RIERLE . R RANREY 5-HTp
517, )&, 7630, 60 120 f 240 40 SV EE .

7t Newman-Keuls )5 287 X 38 M5 10208 K XU T Rl 42 =
HAT T

A gz B E PR A A AT LA D B dm Sk R R T8 o U B TR
Sumatriptan {5 A 37 1) 40 B B ik 4k W 4 B A2 2 (P. Humphrey %, Br. J.
Pharmacol., 94, 1128 (1988)) >kiFfh. iZZUE ] LI#E methiothepin ( 2 ANHY
MiEEEFFD K. 40 Sumatriptan 7] F V477 1 k8 HHAF & FREI0 1)
ANk E P PHPTE RS D . W, Fenwick Z5#AY Br. J. Pharmacol., 96, 83
(1989) 1148 T Sumatriptan THRLHI Z5EER 1

M¥EE S-HT, sl E o LB RSN Z AR SRR E, X T 5-
HTa 4%, A BIZ RN Z44E, PH]-8-OH-DPAT 1EA%&H g (D.
Hoyer £, Eur. J. Pharm., 118, 13 (1985)) , XIF 5-HT,p 324k, f#H] bovine
caudate 1F 42 4&JE, [PHIIME Z/E R FE A (R E. Heuring #l S. T,
Peroutka, J. Neuroscience, 7, 894 (1987)) .
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T AU SIS & T VERNSE R, (IS, A KA.
B 1
2-(4- FEENRIBR L) - 2K FR Y
¥ 1-FFEEIREE (139.5 mL, 1.26 moles) . FREZHH (145 g, 1.05 moles)
F2-EARHFEE (73.7 mL, 0.7 moles) FI7K (700 mL) ¥ INFAIENR 18 /)
o A IR ER, FAZEFE R (2x700 mL) ZHL, HEIFIEL
JEHK (2700 mL) $ik. BEVETE (MgSO0» . I8, ETHRER
FIEF] 140 g F AW . 'H NMR (400MHz, CDCly) 7.79 (dd, J=1.2,
79Hz, 1H) , 7.52 (td, J=1.5, 7.5Hz, 1H) , 7.11 (m, 2H) , 3.12 (t
, J=4.8Hz, 4H) , 263 (brs, 4H) ; 239 (s, 3H) ; C NMR (
100MHz, CDCl) 191.6, 155.8, 1352, 130.0, 128.9, 122.8, 119.2,

553, 54.1, 46.3.

il 2 2
2-(4-FFE- R e 1-2E)- 2K
S HE0 1 BT ksl &Rtk &4 . P°C NMR (100MHz,
CDCly) 191.7, 156.0, 138.1, 1352, 129.9, 129.5, 1289, 128.6, 127.5

, 122.8, 119.2; MS (AP/CD 281.2 (M+H) ".

il %41 3
S- A AE-2-(4- R AE-URIEE-1-30)- K iR
FH SHE&E 1 s & RS E Y. 'H NMR (400MHz,
CDCly) 2.36 (s, 3H) , 2.61 (brs, 1H) , 3.03 (m, 4Hz) , 3.78 (s,

3H) , 7.06-7.12 (m, 2H) , 7.28 (m, 2H) , 10.37 (s, 1H) .

il &5 4
2-(2,5-— F 3L WREE-1-F5)- K g
FASHEIE 1 25T ES &8 &Y. 'H NMR (400MHz,

CDCly) 0.83 (d, 1H, J=5.8Hz) , 1.04 (d, 1H, J=6.6Hz) , 2.20-2.30 (
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brs, 1H) , 2.52 (dd, 1H, J=11.6 #1 10.0Hz) , 2.72 (dd, 1H, J=13.2 i
10.8Hz) , 2.89 (dd, 1H, J=11.6 1 2.8Hz) , 3.05-3.64 (m, 3H) , 7.21-
727 (m, 1H) , 733 (d, 1H, J=5.5Hz) , 7.56-7.60 (m, 1H) , 7.84 (
dd, 1H, J=8.0 & 1.6Hz) , 10.6 (s, 1H)> ; MS (AP/CI) 219.2 (M+H)

+

il &5 5
5-H-2-(4- FF - DR IR -1 -5k - P X
FMASHEIEE 1 U5 &S EY . 'H NMR (400MHz,
CDCl;) 235 (s, 3H) , 2.55-2.65 (m, 4H) , 3.00-3.10 (m, 4H) ,
7.11 (d, 1H, J=92 F% 48Hz) , 7.19=7.25 (m, 1H) , 7.46 (d, 1H,

J=8.8 #13.6Hz) ; 10.38 (s, 1H) .

il %1 6
2- 55 -6-(4- FF FE-URIBE-1-2E)- oK RS
FAESHI0 1 KU EEI SR8 4% . 'H NMR (400MHz,
CDCly) 2.37 (s, 3H) , 2.62-2.64 (m, 4H) , 3.11-3.14 (m, 4H) ,
6.74 (dd, 1H, J=10.4 #1 8.4Hz) , 6.84 (d, 1H, J=8.4Hz) , 7.41-7.46 (
m, 1H) , 10.25 (s, 1H) ; MS (AP/CI) 223.3 (M+H) ".

il 7
S-FFE-2- (4-FIRE-URME-1-5) KRR
M SHE 1 KU TER ST AY . 'H NMR (400MHz,
CDCly) 2.32 (s, 3H) , 2.38 (s, 3H) , 2.55-2.65 (m, 4H) , 3.05-3.09
(m, 4H) , 7.04 (d, 1H, J=8.0Hz) , 7.32-7.34 (m, 1H) , 7.61 (d,

1H, J=2.0Hz) , 10.30 (s, 1H) ; MS (AP/CD) 219.2 (M+H) ",

i %1 8

2-(3,5-— FFE- ORI 1) K
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FASHIEE 1 BT RS SR BAAY . 'H NMR (400MHz,
CDCly) 1.09 (d, 6H, J=6.4Hz) , 2.51 (t, 2H, J=11.2Hz) , 3.10-3.18
(m, 4H) , 7.08 (dd, 1H, J=3.2 & 0.8Hz) , 7.48-7.51 (m, 1H) ,
7.78 (d, 1H, J=8.0 } 2.0Hz) , 10.30 (s, 1H) ; MS (AP/CI) 219.2 (
M+H) 7,

i %451 9
2-(3.4,5-= B URIER-1-2)- 2K FH g
RIS #6017 EE &R AEY . 'H NMR (400MHz,
CDCly) 1.12 (d, 6H, J-6.4Hz) , 2.33 (s, 3H) , 2.46-2.51 (m, 2H)
, 279 (dd, 2H, J=10.8 A1 11.6Hz) , 3.06-3.09 (m, 2H) , 7.07-7.11 (
m, 1H) , 7.48-7.53 (m, IH) , 7.78 (dd, 1H, J=7.6 &% 1.6Hz) , 10.32
(s, 1TH) »

2Bl 10
2-(4-FE-[1 4| "B BR-1-55)- K F g
FESHI&6 1 KRS &R &% . 'H NMR (400MHz,
CDCly) 1.95 (p, 5.6Hz, 2H) , 2.38 (s, 3H) , 2.67 (t, J=5.4Hz, 2H
), 2.73 (d, J=4.8Hz, 2H) , 3.45 (t, J=5.8Hz, 2H) , 3.50-3.52 (m,
2H) , 6.92 (t, J=7.3Hz, 1H) , 7.02 (d, J=8.3Hz, 1H) , 7.39 (dt,

J=7.1, 1.7Hz, 1H> , 7.70 (dd, J=79, 1.7Hz, 1H) , 10.15 (s, 1H) .

B 11
2-(4- 2. F-WRIEE-1-2E)- oK AR S
M S EE 1 R ES &R A . 'H NMR (400MHz,
CDCly) 1.11 (t, J=7.3Hz, 3H) , 2.59 (g, J=7.2Hz, 2H) , 2.65 (brs,
4H) , 3.12 (t, J=4.8Hz, 4H) , 7.06-7.10 (m, 2H) , 7.50 (dt, J=7.7
, 1.7Hz, 1H) , 7.77 (dd, J=8.3, 1.9Hz, 1H) , 10.29 (s, 1H) .
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il £l 12. AR T 1
3-[5-5-2-(4- F B R BB - 1-3)- WP 56 2 |- bk g e -2-

9.0 g (40.5 mmol) 5-5-2-(4-F FE-WRPE-1-F5)- R FHEEFN 5.1 g (40.5
mmol) N- LB IELEE 1 80 mL DUSMRIERAL 2 /Mt IE B N 2] 0°C
1) 5.4 g (133.6 mmol) EALENH 80 mL VUEMIEER+ . 4 0°C 2.5 /N5
, AR NP RS R, FR SRR ER. BEIERMESET
BeopkEs B 2w OB, HAROEMN — RNERMEL HEE 3.92 g (
33%) 3-[5- 5 -2-(4- B DR B -1- 8- 0 5 -t g e -2- B (1 B [ 4. PC
NMR (100MHz, CDCly) 26.4, 39.9, 46.1, 529, 553, 1152, 1155,
115.8, 116.0, 1202, 1203, 126.7, 131.1, 1489, 157.3, 159.7, 172.8
; MSm/z290.3 (M+1) .

& 13: EARER T2
3-[2-(4- AR Bk g8 -1 -3%)- W " L |- Ak PR B -2 - i

W& 1 HIEREE (2.02 g, 9.90 mmol) A& LER 11 <R3:ﬂT9§§
) (5.02 g, 29.6mmol) AYTE/K THF (20 mL + 5 mL V&¥E) VR-& 8 L
I nE] 0°C K NS AR 1.0 M NaHMDS #)767K THF 8% (30 mL
» 30 mmol) . FEEMSERE, BRIVIRE VIR Z 05 H 7 IR T
18 /INEF. H7K (30 mL) MEIRNEEYF . HIEEWH CHCL (30 mL
) FHL, BKAEREE CHCL (2x20 mL) ZEE. K& FHEIZERY A
ERUKPES . TR (NaySO,) JFRGEHBEIIRERE M4, ZEEH LR LM
BEREEE 3 /NI, REIEvE, SRS EMREERE (254 g 95%) . °C
NMR (100MHz, CDCly) 173.3, 152.1, 129.7, 129.0, 128.0, 122.5,
118.9, 55.4, 52.5, 46.2, 39.9, 26.6; MS (AP/CI) 2722 (M+H) .

B 14
3-[2-(4-"FFE-WRBE-1-56)- W R 356 - ML P e -2 -
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A EHI&E 13 2200 AR &R &9, P°C NMR (100MHz,
CDCl;) d 173.3, 152.8, 1384, 129.7, 129.63, 129.57, 129.0, 128.5,
128.0, 127.3, 122.3, 118.8, 63.3, 53.6, 52.7, 40.0, 26.6; MS (AP/CI
) 348.1 (M+H) *,

il &4 15
3-15- S -2~ (4- FE B - DR IR -1 - 38) - W 2 | - Nk s 452 - T
FASHI&F 13 ZUE 7R &rEL &4, °C NMR (100MHz,
CDCly) d 26.5, 40.0, 462, 53.0, 55.5, 557, 114.1, 1149, 120.0,

127.5, 130.3, 131.2, 146.5, 155.1, 173.1; MS (AP/CD) 302.3 (M+H) °

o]

&5 16
3-[2-(4-F EE-WRBE-1-F)- W R 25 | - WR e -2- T
FH S#160 13 ROH AR &R &Y. °C NMR (100MHz,
CDCly) d 233, 26.6, 42.4, 462, 522, 555, 1182, 121.8, 1284,

129.3, 129.4, 130.3, 1343, 152.4, 1672; MS (AP/CD) 286.3 (M+H) ~

il & Bl 17
3-[2-(2,5- B BRI -1-56)- W ) Ik e -2 -
FIFR 5610 13 RIS B4 . “C NMR (100MHz,
CDCL) d 17.5, 19.6, 26.6, 40.0, 51.1, 53.8, 53.9, 63.8, 123.4, 1243
, 127.3, 1289, 129.2, 1304, 133.6, 151.6, 173.4; MS (AP/CD) 2863

(M+H) ",

&5 18

31532 (4~ FF B VR B 1 ) WP | R -2 T
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A S #6013 2005 EH &Rk &4, °C NMR (100MHz,
CDCl;) d 23.3, 26.5, 424, 462, 52.5, 55.5, 1154, 1156, 1166,
116.8, 119.5, 119.6, 129.4, 131.2, 131.2, 133.1, 148.7, 159.1, 166.7
. MS (AP/CD) 304.2 (M+H) *.

il %1 19
3-[2-5F-6-(4- FF ZE-YR IR -1-25)- W R -k g e -2 -
S0 13 K000 7B Sl &R &4, °C NMR (100MHz,
CDCly) d 252, 273, 40.7, 41.4, 462, 53.0, 55.7, 111.5, 111.7,
116.6, 116.6, 123.0, 1232, 127.8, 127.9, 153.8, 153.9, 160.9, 163.4

, 180.7; MS (AP/CI) 292.3 (M+H) 7,

il 41 20
3-12-(3.,4,5-= FA B YR BE-1-J&)- YV K 38| -LL i e -2 -
R #1450 13 25U T ikl ik &4, °C NMR (100MHz,
CDCl;) d 183, 26.6, 29.9, 38.0, 39.9, 58.1, 60.2, 118.8, 1224,

127.8, 129.0, 129.6, 152.2, 173.1.

il Bl 21
3-[5- FH 5E-2-(4- R 2E- R e - 1-3) - W "R 2] - - - 2 - B
FH S5 &0 13 5B ES &R L&Y . °C NMR (100MHz,
CDCly) d 23.0, 26.6, 399, 46.1, 52.7, 554, 1188, 128.0, 129.3,

129.5, 129.6, 130.2, 131.8, 150.4, 173.0; MS (AP/CD) 2863 (M+H) "

(o]

il &1 22
3-[2-(4-F ZE-[1.4] — B ZLFA BE-1-5)- W AR | -k i e -2 -
A HE&H 13 B TERIEREAEY) . '"H NMR (400MHz,

CDCl;) 1.93 (p, J=5.9Hz, 2H) , 241 (s, 3H) , 2.72-2.76 (m, 4HD
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, 3.03 (dt, J=6.6, 2.8Hz, 2H) , 3.22-330 (m, 4H)> , 3.49 (t,
J=6.4Hz, 2H) , 6.44 (s, 1H) , 6.95 (t, J=7.5Hz, 1H) , 7.05 (dd,
J=79, 1.0Hz, 1H) , 7.20-7.24 (m, 1H) , 7.35 (dd, J=7.9, 1.2Hz, 1H
), 7.60 (t, J=2.9Hz, 1H) ; MS (AP/CD) 2862 (M+H) ",

il &5 23
3-[2-(4- LB -WRIEE-1-25)- PR L | - g -2 -

PR S41&0 13 2 FERI &8 & . 'H NMR (400MHz,
CDCly) 1.09 (t, J=7.1Hz, 3H) , 2.48 (q, J=7.2Hz, 2H) , 2.64 (brs,
4H) , 2.98 (t, J=4.6Hz, 4H) , 3.07-3.11 (m, 2H) , 3.49 (t, J=6.6Hz
, 2H) , 6.50 (brs, 1H) , 7.00-7.04 (m, 2H) , 7.27 (t, J=8.5Hz, IH
), 738 (d, J=79Hz, 1H) , 7.62 (t, J=2.7Hz, 1H) ; MS (AP/CD)

286.2 (M+H) .

il &1 24
3-[5--2-(4-F 2 -WR e - 1-J55) - "R 2| - AL e 45 -2 - i

¥ 1.0 g PA/C n% 3.9 g (13.5 mmol) 3-[5-F-2-(4-FF FL-HRME-1-35)- 0
TREL]-IE ST -2-FR 0 150 ml FREEEEE . FE 50 psi MANFAE] 50°C, fE 24
N R T RE A . R NYITE Celite™ A REELIE, R, HATE
RIER A PR e T AiA 15 8] 3.8 g (P28 98%) 3-[5-F-2-(4-FF 2L-URIE-1-
H)- AR -nk g 4 -2-B7 . °C NMR (100MHz, CDCly) 27.3, 31.7, 40.5,
42.1, 462, 53.0, 55.8, 113.7, 1139, 116.6, 116.8, 1223, 137.9,

148.0, 161.0; MS m/z292.2 (M+1) &

il &4 25
3-[2-(4- FF ZE-URBE-1-55)- "R B8 -t & e -2 - i
7 N, AR EREEm TN 10% Pd/C (0.99 g) FMZEE (50 mL)
FEENIN 3-[2-(4-F FEURE-1-25)- W R 28] - g be-2-FF (3.00 g, 11.1 mmol

) FHREE (697 g, 110.6 mmol) . M NIERAWITE=RE NHFE 1 /T,
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INEIIHE] S0OCLRFE 3 /NEF. B RRMIRESYAE R EEIFET N,
Celite™ 1T 9%, K Celite™ ] ZE (25 mL) F7K (10 mL) BE&. i
WK, BRFELECE (25 mL) M H,0 (10 mL) F 2 ERi & @ EE.

KEHALECRLEE (2x25 mL) FI. HEIFNAVEREKGER, T
B (Na,SO,) HRGEM EGEE (2.90 g, 96%) - ATEY AT UL E BF
, BUEH OB CER (5 B3P WHER R 80% B s 4l K@ & 4
- °C NMR (100MHz, CDCl;) d 180.6, 152.1, 135.5, 1304, 127.5,

124.5, 120.8, 55.9, 52.9, 46.4, 42.4, 40.6, 31.8, 27.3; MS (AP/CD)

2743 (M+H) 7

5% 26 —34
[5-HH AR L -2-(4- LR R - 1 -6 )- - e - P M- - 2 -
[2-(4- FF BE-HRIGE-1-05)-F B - DR VE -2- I
[2-(2,5- = FR BE-WRME-1-25)-5 2L - e s e -2 - B
[5-F-2-(4- B FE-WRIE - 1-J0)- "R 5 |- DR -2
[2
[5
[
[

-5 -6-(4- P AE-WR IR - 1- ) - TR HE - Mg e -2 -
FE LD (4- A DR MR- 1) - TR B - AL g A -2 - P
2-(3,4,5- = FAEL-WRIGE- 1-356) - 2K )-ME g e - 2-
2-(4-F B[4 R Br- 135 - "R - e e - 2 - )
3-[2-(4- ORI - 1 - ) - 2L - NiE P A - 2 - i
I 25180 25 SRR 7 1L f & IR A AL &)

3-
3-
3-
3-
3-
3-
3-
3-

il %1 35
3-(2-WRIEE-1-FE-" 3t i 62 - Ff
¥ 3-[2-(4-TERE-IRIEE-1-E)- W AR L -nie g e -2-BE - Gl 15, 6.3 g, 18
mmol) F1 10% Pd/C (1.5 g) HIHEE (100 mL) EFWHE TESA (50 psi
) i, FEFE 50T 24 /MRS HIRA VB Celite™ IR, IAFM
10% Pd/C (2.0 g) , HFEBEEVWHEEZSSR (50 ps F, FfE 60°ChN
BT NG, RS Celite™ WUE, BIBEFTESGL, BERAYWET
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FEREIE (20:1 ZEHFE-FE, & 1%E58 ) 4ditk, B3]38 g (FF%
82%) kL&, PC NMR (100MHz, CDCly) 180.7, 152.6, 135.5,
1304, 127.5, 124.5, 120.8, 54.3, 46.8, 42.4, 40.7, 31.9, 27.3; MS (
AP/CD) 260.1 (M+H) ",

il 451 36
2-(4-1R-FH)-§-2- 1%

A HRB30CHIHRAHRHEES (3 g, 13.2 mmol) HIIUERLTE (14
mL) EW A ME R ES: (M, —ZEBEF, 105.5 mmol, 105.5 mL
) JEATALE ., TeSEREING, BITERIERIR AR ER, FFHFE 5 D
2NN EAS KB (100 mL) , HBREWE 2B O (100 mL
) MR, BWENEANKESE, KEMNCBROE (3x50 mL) #E. K&
RN HMRETE, &, FRENESRE. BdEReiE (
10:1 OkE-CBRCER) AhBF] 22 g (FFF 79%) 2-(4-1R-FEFH)-H-2-B.,
BC NMR (100MHz, CDCly) d148.4, 131.4, 126.6, 1208, 72.5, 31.9;
MS (AP/CD) 197.1, 199.1 (M+H) .

%45 37-40

2-(3-VR-ZEk)- N -2-B2

1-(4-1R - 55)-2- AR TR -2

2-(5-{R-Mkhe-2-25)- N -2- B2

3-(5-1R-ILHE-2-5E)- A -3- 1%

BT BMEH 3-REHERFEE. LMW RE4-RER. -5 1-2-
FLnt e Y 2,3 5- - 2-FR AR i R AL 3R, JFHE R Z SR Ve A LA
, FRPEHIEAT) 36 HTT VAT &R L S .

Il ZH] 41
1-(5-YR-MERE -2-2)- 0 [ BE
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T A L RE-SR2-BREMIE. 1,4- (R Tk, HEHAE”R -2
BRI LIS, RIEHEH 36 MHERSHRELEY . PC NMR (
100MHz, CDCl;) d 164.1, 1489, 139.5, 1209, 118.8, 83.2, 42.7,
24.9; MS (AP/CD 242.1, 244.1 (M+H) ",

2 4 42
2-(6-YR-MHBE-3-35)- N -2-BF
B T AEH O 2E-5-1R-2- R M e LASh, IRIEHIE B 36 177 1A & bR
fh&¥. PC NMR (100MHz, CDCL) d 147.2, 144.1, 1404, 1358,

127.8, 21.3, 31.9; MS (AP/CD) 2162, 2182 (M+H) .

il &5 43
1-(6-VR-NHkpe-3-%5)- 3R SR B
BT AE R SR - e . 1,4- T OREE) T ke, JHE R T L EREE
HYERZ AN, RIEHIEE] 36 RITERI &R L&, PC NMR (100MHz
, CDCLy) d 147.5, 1422, 1403, 136.4, 127.8, 81.8, 42.3, 24.0; MS (

AP/CI) 242.2, 2442 (M+H) ',

] 151 44
1-(4-R-F5)-H T

7E-40°C F, ¥4 4-38-1-f7K (5 g, 17.7 mmol) FIVIEFER (20 mL) #
WHRRE M ST REEE M, RS, 23 mmol, 11.5 mL) HATAL
B, EE, e L. IAIREE] (1.5 mL, 14.75 mmol) F VY SRk 7
W, BZETRAE 3 N EEINMEER . ISR, Rn
, BIREYE LR OEERR. BRKEMENZ2E, BENEMK (0
FERK (%) Wik. BAEFFKER LB OEERER 3x10 mL) , BE&HF
HIENUE ARSI, I8, BENETRE. BERAMHIEREAE (
20:1 CR-Z BB ZHS) w83 ¢ (5 67%) 1-(4-18-FH)- IRz, C
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NMR (100MHz, CDCl;) d 148.8, 131.4, 126.8, 120.8, 73.2, 38.9,
25.6, 22.3.

%] 45
3-(4-R-HKF)-[X-3-1F
A SE 44 BTTERE RS EY, BREM 3-RETEAH D E
'H NMR (400MHz, CDCly) d 7.45 (d, J=8.7Hz, 2H) , 7.24 (d,
J=8.7Hz, 2H) , 1.8 (m, 4H) , 1.59 (s, 1H) , 0.74 (t, J=7.5Hz, 6H
) ; BC NMR (100MHz, CDCly) d 145.0, 131.3, 127.7, 120.4, 77.5,
35.2, 8.0,

il & B 46
1-(4-iR- 2K 3)- 50 [ 2
R RG] 44 907 SR A4, (R A IR R AU 2
'H NMR (400MHz, CDCl) d 744 (d, J=8.3Hz, 2H) , 735 (d,
J=8.7Hz, 2H) , 1.9 (m, 6H) , 1.8 (m, 2H) , 1.75 (s, 1H) ; °C
NMR (100MHz, CDClL) d 1464, 1314, 1272, 1208, 83.4, 422,
24.1.

il %] 49
1-(4-3R- K5I T BE
B 2 O TR BIBEAE N, "SI 1,4-TRAE (752 g, 31.9
mmol) FIE/K THE (50 mL) . ¥ R NIRAW@AIE-T8C, A 25M IE
TEAR O8% (12.8 mL, 32 mmol) W, HEERERFE/RT-60C. K
RSB EWIAE-T8 C T HiRE 30 408, ARJEIOAFA TEI (2 mL, 26.8 mmol)
FRH R IR FFAE(R T-60°C . f 1 /NS, B R BREAPEIN NHCL A
R (40 mL) t# 23 ER BT Celite™ i I H BtOAc (2x20 mL) ¥t
. BEESE, HBKMAREE EtOAc (20 mL) FEEL, ¥EIHIEILE
ﬁﬁ%ﬁﬁwﬁ%y/«, H;@ (Na,SO,) FFikgE ik & oM (551 g)  ZEPmarLh
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HEHRALE#® -S4, "CNMR (100MHz, CDCly) d 145.5, 131.7
3,

127.1, 121.3, 76.8, 37.2, 13.2; MS (AP/CI) 209.0, 211.0 (M+H-H,0
) T

il &Y 50
4-(4-9R-Z5 e )- DU S -k M -4- B
AMAHEG 44 BUTIERIEAR R D, (HEH 4-FAMmEEI O
fi. °C NMR (100MHz, CDCL) d 388, 63.9, 70.6, 1213, 1266,
1317, 147.4,

il #B] 51
1-¥R-4-(1-F & 2E-1-F - 2. H)-K

W 2-(4-VR-FRF)-TH-2-FF (45039, 1.77 g, 8.2 mmol) FIFEMH (
0.5 mL, 8.2 mmol) HJVIEREIE (100 mL) WSS (60%HIH Hi5
BOW, 328 mg, 8.2 mmol) HATANE ., KHRSWIEZIE TP 24 /T, 15
A 0.5 M EBREIET, FBEESYHCIR CERZEL. BB YLUZE A Kbk
, FMIRET &, T8, MEFETRE. BERAVHEREE (200: 1
ClE-2 8B 28 4i1b 83 500 mg (27%) Wfiib&4. PC NMR (
100MHz, CDCly) d 1454, 131.5, 127.9, 121.0, 76.7, 50.9, 28.1; MS
(AP/CI) 197.0, 199.0 (M+H-OMe) ",

il 2451 52
1-38-4-(1-FF B3R T 552K
FIBH & 51 BT DL ESI& AN R R & ERl % i diLa
Y. BC NMR (100MHz, CDCly) d 142.5, 131.6, 128.4, 121.4, 81.3,
50.8, 33.0, 13.1; MS (AP/CD) 209.1, 211.1 (M+H-OMe) ",

il &5 53
1-1R-4-2- HE FE-2-F E-H3H)-F
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A S 51 K77 A7 LL & A R ER A0 ) B AR e &4
. °C NMR (100MHz, CDClL;) 137.6, 1324, 131.1, 120.3, 752, 49.7
, 459, 24.9; MS (AP/CD 211.1, 213.1 (M+H-OMe) *,

il &1l 54
5-YR-2- (UG S nbt g -4 - FE 483 ) -k e
¥ 2,5- —RAEEE (9.5 g, 40 mmol) FY N N-FFELEEZ (100 mL) #)
R AL (60%HIT M BTF W, 2.4 g, 60 mmol) HHATAHL, MR
EYIAHIE 0°C, FFEZMN 4-F2HEME (3.8 mL, 40 mmol) . B FTEE
AYTEER THEE 24 /DB, REINEFRRENEKER T, HFHALROEE
A KBAVERmMBESETER, T, IPRENESRE. BRI
RETE (40:1 Che-LMR OB B R 9.0 ¢ (F7F 87%) Indith &4
BC NMR (100MHz, CDCly) d 162.0, 147.6, 141.5, 113.5, 111.7, 70.3
, 65.7, 32.1; MS (AP/CI) 2582, 260.2 (M+H) ",

il %451 55
4-(5-YR-TLRE -2-F5)-MD ik

W 2,5-TRMEEE (7.1 g, 30 mmol) + "MK (1.74 mL, 20 mmol)  FX
EREE (9.1 g, 28 mmol) « = (ZWWRZEEED Z4(0) (183 mg, 0.2 mmol
) FIAMBRE 2,200 CoFRFEPEED -1,17-7Z5F (374 mg, 0.6 mmol) [1JH
(20 mL) AR 120°Chk 24 /N FEARHIRIERE, KREeWEL
Celite™ 5TUE, ¥ Celite™ B STIES . R ESIRYR, FHBERR &
(200:1 =& FEE-HED AfbB38 2.9 g (60%) W& . °C NMR (
100MHz, CDCly) d 1583, 1487, 140.0, 108.4, 66.8, 45.7; MS (
AP/CD) 243.0, 245.0 (M+H) ",

il &1 56
4-(4-3- S
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B T8 1,4- TRIELIAN, ARIERIAE) 55 MOTERIS LAY . 'H
NMR (400MHz, CDCl;) d 7.35 (d, J=9.1Hz, 2H) , 6.77 (d, J=9.1Hz
, 2H) , 3.85 (t, J=5.0Hz, 4H) , 3.12 (t, J=4.8Hz, 4H) ; MS (
AP/CI) 242.1, 244.0 (M+H) .,

HAE G AR BRI 77 v

DU B R AU T R TSR R AR R 5 JE IR X AL i b -2- B gE AT Pd B
IO N-FFEA B T7: B 3-[5-F-2-(4- F - DR MR- 1-F5)- R A - nk 95 o -2 - i
CEIE 13)  FHEE (1248 . “HE=(UFERE) (0.05 HE2) .
9,9- " H B4 5- T (TIRIFREEOMIE (XANTPHOS) (0.15 HE) . R
Hyo(1.5 B MOS8 EKE (7 865D nmEIEHET. MR eYE
100°C T 12—24 /M. EAFEIERE, K ZESYESKYE, JFH
EER AT Sl

NEL AL s A A

L 1
3-[5-58-2-(4- FF BE-WRBE- 1-55)- " 5 - 1-[4-(1-FR k-1 - FR A 2, )-SR L |- b gt
-2 i
3-[5-8-2-(4- FF R DR MR- 1 -6 2L - 1-[4-(1 -2 - 1 - HH - 0 - 2R ] -tk
Mg gE-2-F7:. °C NMR (100MHz, CDCly) d 24.8, 31.9, 32.5, 44.7, 46.0
, 46.9, 529, 557, 72.4, 1139, 114.1, 1168, 117.1, 119.7, 122.4,
122.5, 125.2, 137.8, 137.9, 1382, 145.6, 1479, 158.6, 161.1, 175.5
. MS (AP/CD) 426.3 (M+H) *. SfBRAyka @t HPLC (90/10 B/
Z.B%; Chiralcel OD, 10 cm x 50 cm; 275 mL/Zr88) 408, (FEEEL N
o t1 =127 738 12 =14.8 474,

SEHER] 2
4-13-12-(4- FF 3E-DREE-1-35)-"F 5 -2- AR - v -1 -3 -5 IR ZL g
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4-{3-[2-(4- FF FE-URIR-1-8)- T FE - 2- FAR-IE P e - 1- 28 - R AR R B -
BC NMR (100MHz, CDCly) d 176.46, 166.86, 152.14, 143.83, 134.97
, 130.70, 130.55, 127.73, 125.58, 124.55, 120.86, 118.68; ¥ &E{H
CysH3N;05: C, 712; H, 7.4; N, 10.0; sEW{E: C, 709; H, 74; N
, 10.1,

SciEf] 3
3-[2-(4-FF Z-WRME-1-36) - F 7] -1-(6-FE Wbk -4 - L -TE B - 3- 355 ) - g -2 -
3-[2-(4- B RE-WR MR- 1-36)-FFE - 1-(6- NG Wbf-4- 25 - M 0 - 3-8 ) -t g e -2- B
BC NMR (100MHz, CDCL) d 17590, 15693, 152.14, 139.17,
135.15, 130.75, 130.52, 12827, 127.64, 124.53, 120.79, 107.02, 66.93
, 5591, 5296, 46.82, 46.36, 46.18, 44.34, 3240, 24.75; MS (AP/CI
) 4362 (M+H) "o XTHtRfyfkal it HPLC (70/30 g/ LfE (BH
0.025% —Z.FF%) : Chiralcel OD, 4.6 mm x 25 cm; 1 mL/48) 7B,
{FEETE]: t1=9.8 70%F; 2=12.3 7%,

L 4

1-[4-(1-F2 5 1- R EE- 7, 30)- FHE|-3-[2-(4- - DRI - 1 - ) -~ e |-t Pt e -2 -

1-[4-(1- 52 F-1- UL 2 50) - R 55 -3 [2-(4- FH A -WR MR- 155 - R AL - ML g -
2-ffi: C NMR (100MHz, CDCly) d 175.99, 152.05, 145.55, 138.33,
13523, 130.54, 127.62, 125.16, 124.56, 120.83, 119.64, 72.38, 55.84
, 52.80, 47.01, 4627, 44.89, 32.51, 32.01, 24.71; MS (AP/CI) 408.4
(M+H) ©, 390.3 (M+H-H,0) *. SFELRHAETIEE HPLC (95/5 L5/
FAfE; Chiralpak AD, 10 cm x 50 cm; 250 mL/72 81D 70 & . (BRI A
o t1 =254 12 =40 7%,

SE A S
3-[2-(4-FF 3 - WR BB -1 -FE) - FE] -1-(4-FEh R -4 -6 - S - ML e 2 - i

61



200580008563. 4 oM P E50/721

3-[2-(4- H FE IR M- 1 - 3 )- " B - 1-(4-NE -4 - R B0 )-ntk iR d-2- B . °C
NMR (100MHz, CDCL) d 17557, 152.04, 148.43, 13535, 132.70,
130.55, 127.58, 124.54, 121.18, 120.79, 116.29, 67.10, 55.84, 52.82,
49.89, 47.19, 46.26, 44.76, 32.54, 24.73; MS (AP/CD) 4352 (M+H) ~

SEHEB] 6
1-[4-(1-F2 - 35 R EE)- AR FE | -3-[2-(4- FE ZE- DR R - 1 - ) - " B | - ML A e -2 - P
1-[4-(1-F2 FE- PR TR FE)- R FE)-3-[2-(4- FE - R - 1 -5 - 25 )-PtE % e -2 - il
BC NMR (100MHz, CDCly) d 175.94, 152.15, 143.44, 13845,
135.25, 130.36, 127.47, 125.83, 124.51, 120.79, 119.63, 83.11, 55091
, 52.94, 47.00, 46.37, 44.90, 42.04, 32.46, 24.69, 24.03; MS (AP/CI
) 416.1 ¢ (M+H) -H,0) 5 4341 (M+H) *. STELEMka @ HPLC
(85/15 £Jf5/FWE#; Chiralpak AD, 2.1 cm x 25 cm; 20 mL/488) 45 &
fFEEE: 1l =7 9% ©2=1170%,

SEHER] 7
1-[4-(1-F2 55 -3F . 235)- TR A -3-[2-(4- A 2 DR R - 1- ) - " ik | -k Mt e -2 - i

1-[4-(1- 3220 B 30)- 2R HE-3-[2-(4- R 26 - R IR - 1-25)- "R 2 |-k i e -2 - B
. 'H NMR (400MHz, CDCl;) d 7.63 (d, J=8.7Hz, 2H) , 7.51 (d,
J=9.1Hz, 2H) , 7.2 (m, 2H) , 7.14 (dd, J=1.2, 7.9Hz, 1H) , 7.05 (
m, 1H) , 3.7 (m, 2H) , 3.38 (m, 1H) , 3.06 (m, 1H) , 2.94 (m,
4H) , 2.78 (dd, J=10.6, 13.5Hz, 1H) , 2.60 (brs, 4H) , 2.35 (s, 3H
), 2.06 (m, 1H) , 1.9-1.6 (m, 10H) , 1.3 (m, 1H) ; MS (AP/CD
4482 (M+H) *, 430.2 (M+H-H,0) .

SEHEG) 8
1-[4-(1-Z, F-1-B Fe - Y 30)- SR FE 1 -3-[2-(4- B 2 DR IGR - 1 - 256" A | -t e e -2 - i
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1-[4-(1- 2 Fe-1-F2 BE- T L )- R L ]-3-[2-(4- B - R R - 1 - ) - K - nfh o -
2-Bi: C NMR (100MHz, CDCly) d 175.91, 152.15, 141.99, 138.08,
13529, 130.55, 127.59, 126.22, 124.50, 120.77, 119.28, 76.98, 55.91
, 5295, 46.96, 46.38, 44.97, 3521, 32.53, 24.75, 8.06; MS (AP/CI
) 436.1 (M+H) 7, 418.1 (M+H-H,0) ", XfELR AR @ L HPLC (H
2. Chiralpak AD, 10 cm x 50 cm; 250 mL/7388) 405 . 15 B EAEIZ)A0
tl =3547%F; 2 =68 0%k (46 8ifE, IREMEME] 290 mL/8)

e 9
1-[3-(1-F2F-1-F - 2. 5E)- IR B -3-[2-(4- A 2R MR- 1 -2 ) -~ 56 | - MEL g e - 2-
1-[3-(1-F2FE-1-F 55 2 50)- R F)-3-[2-(4- B 6 - DR e - 1 - 266 - "R 2k - bt e e -
2-ffl: C NMR (100MHz, CDCly) d 176.0, 152.0, 150.3, 139.7, 135.2
, 130.6, 128.9, 127.6, 124.6, 120.8, 118.3, 116.4, 72.7, 558, 52.8,
47.1, 462, 44.9, 32.6, 32.0, 24.8; MS (AP/CI) 408.1 (M+H) "

LR 10

1-[4-Q-F2F-2- FE B P 36)- 2R B -3-[2-(4- A 2E-UR G- 1 - ) -~ 2 | AL Pt be-2 -

1-[4-(2-F Fe-2- I LT 25 )- R K )-3-[2-(4- FE - DR Wk - 1 - 25 - "F AL ) - b g o -
2-F{: C NMR (100MHz, CDCl) d 175.9, 152.0, 138.3, 1352, 134.1
, 131.0, 130.6, 127.6, 124.6, 1208, 119.7, 71.0, 558, 52.8, 49.4,
47.0, 462, 44.9, 32.6, 29.4, 24.7; MS (AP/CD) 422.5 (M+H) . X#:
Sk T HPLC (HHES; Chiralpak AD, 10 cm x 50 cm; 250 mL/7-%%
) E. EEEBEL A t1 =208 ©2=38 0%,

SLHERY 11
1-[6-(1-333k-1- F 3 Z,30)- M B -3-31-3-12- (4-FHEE-PRIER-1-38) -“R2E)-IY
% 452

1-[6- (1-FRF-1-FE-ZE) -ping-3-25)-3-[2- (4-FE-IRE-1-5) 7%
B 4z-2-Ff: °C NMR (100MHz, CDCly) d 176.5, 161.9, 152.1,
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138.2, 124.9, 1349, 130.5, 1282, 127.8, 124.6, 1209, 118.7, 71.9,
55.9, 52.9, 463, 444, 324, 309, 24.7; MS (AP/CI) 409.4 (M+H) *
o XTERSFF R MR PTE T HPLC (95/5 Zf&/F E%; Chiralpak AD, 10 cm x 50
cm; 250 mL/Zr8) . (FEETRIAA: t1 =26 78 t2=37 5%

SEHE] 12
2,2- T B HE-3-(4-{3-[2-(4- B BE-WRME- 1-3K)- A 3| -2 - S AR -nbk g e - 1- 36y - 2K A -
)i
2,2- R EE-3-(4-{3-[2-(4- A AU MR- 1- 55 )- 9 B ]-2- U AL s e - 1- 2 ) -
FIE)-TIHS: °C NMR (100MHz, CDCly) d 176.0, 152.1, 139.1, 135.2
, 130.6, 127.6, 125.0, 124.5, 120.8, 119.6, 55.9, 53.0, 46.9, 46.37,
46.30, 45.0, 33.8, 32.5, 26.7, 264, 24.7; MS (AP/CI) 431.3 (M+H)

+

SEHEG] 13
1-[4-(1- A1 - AL 2 ) - 2R3 -3-[2-(4- I - WR IR 1 -5 - "R 3 | UL MR - 2-
B
1-[4-(1-FF 8 - 1- FF FE- 2 35)- R FE)-3-[2-(4- FE -k - 1 -0 -~ AR -tk g
f-2-Fi: BC NMR (100MHz, CDCly) d 175.9, 152.1, 142.1, 138.6,
1353, 130.5, 127.6, 126.6, 1245, 120.8, 119.6, 76.7, 559, 53.0,

50.9, 47.0, 46.4, 449, 325, 28.2, 24.7; MS (AP/CD) 4222 (M+H) *

o)

Sl 14
1-[4-(2- F4EL -0 PRV L D) - L) 3-[2- (4 P R MR- 1- ) - | -l - 2-
il
1-[4-(2- FF L AE-2- PR TR 38 - 3 2 )-3-[2-(4- FR - DRI - 1- 25)- 5 A )ik it
Je-2-Bi: C NMR (100MHz, CDCly) d 175.8, 152.1, 138.0, 1353,

131.0, 130.5, 129.0, 127.6, 1245, 120.8, 1193, 75.5, 559, 53.0,
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496, 47.0, 46.4, 459, 450, 32.5, 249, 247; MS (AP/CI) 4364 (
M+H) *.

LB 15
1-[4-(1- L 2E- 34 T 36)-H 5] -3-[2-(4- FF 2 - R M - 1 - ) -~ | - g e -2 - i
1-[4-(1-F 4R - R T 20)- 36 0-3-[2-(4- PP LR - 1 -0 )- 5 L 1Pt g - 2-
Bi: C NMR (100MHz, CDCly) d 176.0, 152.1, 139.2, 138.8, 1352,
130.5, 127.6, 127.1, 124.5, 120.8, 119.6, 81.3, 55.9, 53.0, 50.7, 47.0
, 46.4, 449, 33.1, 32.5, 24.7, 13.1; MS (AP/CD) 4344 (M+H) ",

SEHEBY 16
3-[2-(4- PR - IBE-1- ) - |1 - (4-PHE -4 -G )bt it v -
3-[2-(4- F LR AE-1-20)- A5 5 ) 1-(4- ML M -4- B - 2R D) m ik b -2- B . °C
NMR (100MHz, CDCly) d 1762, 152.1, 150.5, 147.7, 140.7, 135.1,
133.7, 130.6, 127.7, 127.6, 124.6, 121.4, 120.9, 120.0, 559, 52.9,
46.8, 46.3, 45.0, 32.5, 24.6; MS (AP/CD) 4273 (M+H) ~.

LR 17
1-[4-(1-F2FE- 35 [ FE)- AL -3-(2-WRIER- 1 - -~ 2 ) - M 6 o - 2- i
1-[4-(1- 32 B0 B 0 36 R B 1-3-(2- DR MR- 1- LA 2 ptt gt e -2-Fid . P°C
NMR (100MHz, CDCly) d 176.0, 152.4, 143.5, 1383, 1352, 130.6,
127.6, 125.8, 124.6, 1209, 119.7, 83.3, 54.1, 47.1, 46.6, 449, 42.0
, 32.44, 247, 24.0; MS (AP/CD) 420.1 (M+H) ",

SEtifl 18
1-[4-(1-F2FE-FF T Z5)- 2K FE|-3-(2-WR B8 1 - FE- 1 2 -t MR o -2- i
1-[4-(1- 5 5620 T 28)- FE L 1-3-(2- DR MR- 1- 25 A5 20k i e -2- B . °C
NMR (100MHz, CDCly) d 176.0, 1524, 142.7, 138.8, 135.2, 130.6,
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127.6, 124.6, 120.9, 119.8, 76.7, 54.0, 47.0, 46.6, 45.0, 37.2, 32.5,
247, 13.2; MS (AP/CD) 4062 (M+H) ~.

SEHEf] 19
1-[4-(1- 3355 CL )| -3-(Q-WRIBE- 1 B0 ) I e fo2 0 T
1-[4-(1-F2 5B T BE)- R 3 ]-3-(2- DR ME-1- 2 -7 ) - it g 4 -2-F » °C
NMR (100MHz, CDCly) d 175.9, 152.6, 145.8, 138.3, 135.3, 130.5,
127.6, 1253, 124.5, 1209, 119.7, 73.1, 542, 47.0, 46.8, 450, 39.1
, 324, 257, 247, 22.4; MS (AP/CI) 4343 (M+H) *, 4163 (M+H-
H,0) 7,

SR 20
1-[4-(1- Z.56-1-32 T - TN 36)- R | -3-(2-WR -1 - - ) - i e -2 -
1-[4-(1- 55 1-F2 36 - TR 35)- R A ]-3-(2-WR R - 1- 26 - 7R 30 )- b i e - 2- i«
BC NMR (100MHz, CDCly) d 1759, 152.6, 141.9, 138.1, 1353, 130.6
, 127.6, 1262, 124.5, 120.8, 1193, 77.4, 542, 47.0, 46.8, 45.0,
352, 32.5, 247, 8.1; MS (AP/CD) 4223 (M+H) *, 404.3 (M+H-H,0
)T

SEH) 21
1-[4-(1-F - 1- F - Z2.55)- 2K FE | -3-(2-WRIEE- 1-F- "R 26 ALt Mg e 2-
1-[4-(1-33 - 1- L 2 30 2R K )-3-(2- IR P - 1- 28 -7 25) - ALL IS e -2- B -
BC NMR (100MHz, CDCly) d176.0, 152.6, 145.5, 138.4, 1353, 130.6
, 127.6, 125.1, 124.5, 1209, 119.7, 72.5, 54.1, 47.0, 46.7, 45.0,
32.5, 32.0, 24.7; MS (AP/CD) 3942 (M+H) 7, 376.2 (M+H-H,0) ",

S 22
1-[4-(1-F3FE- 1 - P HE- 7,38 SR )-3-[2-(4- 2RI -1- ) W 2 6 MLt Pt - 2-
L
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L[4 (1R - 23 ] 3 [2-(4- HH B RIS 1 85 )7 3 B )i g
f%-2-Hd: “C NMR (100MHz, CDCl;) d 168.8, 152.9, 145.6, 138.5,
129.8, 129.5, 129.1, 1289, 1252, 1224, 119.5, 119.0, 72.4, 55.5,
527, 46.2, 45.8, 32.0, 24.3; MS (AP/CD) 406.1 (M+H) ",

S 23

3-[5-F-2-(4- I 2 DR MR- 13- "R 3| -1-[4-(1-F2 Bk - 34 ) - R -l P e -2 -

3-[5-5-2-(4- FF R -URBR- 1-38)- 5 5] 1-[4-(1-FR 56 - 2R TR ) - R - neE P e -
2-Fd: C NMR (100MHz, CDCly) d 24.0, 24.7, 32.4, 42.1, 44.7, 462
, 46,9, 53.0, 55.8, 113.8, 114.0, 116.8, 117.0, 119.6, 122.3, 1224,
125.8, 137.7, 138.3, 143.5, 148.0, 158.6, 175.0; MS (AP/CI) 452.3 (
M+H) 7. STHEF AR HPLC (90/10 BEd%/Z.E2; Chiralcel OD, 10
cm x 50 cm; 275 mL/7380) 8. (FEERAA: 1 = 13.7 7040 ©2 =
16.2 4384,

SEHEf] 24
1-[4-(1-F2 3 - TR JRFE)- K EE | -3-[5- B F-2-(4- P 3 - WRMER-1-38)- 0 3 | - ML g e -2-
i

1-[4-(1-F BRI FE) -3 )-3-[5- FR &6 2-(4- H AL -WR R - 1-8)- 7 2 ] - M g
f%-2-FE: BC NMR (100MHz, CDCly) d 21.1, 24.0, 24.6, 32.4, 41.7,
42.0, 45.0, 462, 47.0, 52.8, 559, 83.3, 119.6, 120.7, 125.8, 128.2,
131.2, 134.0, 135.1, 138.4, 143.3, 149.5, 176.0; MS (AP/CI) 448.4 (
M+H)

SEHE] 25
1-[4-(1-F2FE-1-F - 2.55)- K FE ] -3-[5- F B2~ (4- FH 26 UR IR - 1 - 3 - " 2 -tk ot
1-[4-(1-B 55 1-FH 55 20 3E)- R L )-3-[ 5- FF AR -2-(4- FF - R R - 1- 25 3 -
nE g -2-Fi . °C NMR (100MHz, CDCly) d 21.1, 24.6, 31.9, 32.4,
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45.0, 46.2, 47.0, 529, 559, 724, 119.6, 120.7, 125.1, 1281, 131.2
, 134.0, 135.1, 138.3, 145.5, 149.5, 176.0; MS (AP/CI) 4223 (M+H
) "

SEHEBI 26

1-[4-(1-F2FE- IR IR )-FRH | -3-[2-(4- 7P ZE-WRIBR- 1- 0 - "R 3 |- R e -2 i

1-[4-(1-FR HE-FR I HE ) - AR B ]-3-[2-(4- - DR PR - 1- 255 - "R 2 - DR B - 2- B -
BC NMR (100MHz, CDCly) 22.1, 24.0, 25.8, 33.1, 42.0, 43.2, 462,
519, 52.7, 558, 833, 120.7, 1244, 126.0, 126.1, 1273, 1309,
135.8, 1423, 1457, 152.2, 173.0; MS (AP/CI) 4483 (M+H) ", XJmh
SRR B HPLC (60/40 B4/ ZB%; Chiralpak AD, 10 cm x 50 cm;
275 mL/43%0) 4y RS, ISEMNIEL A t1=83 %8, ©2=10.7 2%,

SEHER] 27
1-[4-(1-F3 R 1- F B Z,)- SR -3-2-(4- P - DR IGR - 1 - )- YRk | - DR M -2 -
1-[4-(1-FRHE-1- 3 20 3E)- FRFE - 3-[2-(4- FH LR R - 1 -3 26 - R - 2-
Bi. C NMR (100MHz, CDCly) 22.1, 25.8, 31.9, 33.1, 432, 46.2,
519, 52.7, 558, 724, 120.8, 1244, 125.5, 126.0, 127.3, 130.9,
135.9, 1422, 147.7, 152.2, 173.0; MS (AP/CD) 4223 (M+H) ", XfHR
FfyEA I HPLC (60/40 BikE/ZEE; Chiralpak AD, 10 cm x 50 cm;

275 mL/735ER) 4. (EEERIZ N t1 =69 48 12=10.3 7%k,

Lty 28
1-[4-(1-F33-1- PR3- 7, 30) - 9K 3] -3-[5- R 4 5 -2-(4- FR - WR IR~ 1- 26 - 3 -l
& f5e-2-
1-[4-(1-F2FE-1-HE oo 2 3-SR L )-3-[5- A AL L -2-(4- FR R - R - 1- 36)-7F
H)-mbngkv-2-Fi: PC NMR (100MHz, CDCl;) 24.5, 31.9, 324, 450,
462, 47.0, 53.1, 55.5, 55.8, 72.3, 112.3, 1159, 119.6, 122.1, 125.1
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, 136.9, 138.2, 1452, 1457, 156.5, 175.9; MS (AP/CI) 438.3 (M+H
) 7

SE R 29
1-[4-(1-F2 TR IR FE) - A B -3-[5- B A FE-2-(4- AL - WRIER -1 -0 -~ -tk g
1-[4-(1-FRBE - I3 - R FE -3+ [ 5- A AL -2-(4- FH R -IIR P - 13- 2 )it
AE-2-Fi: °C NMR (100MHz, CDCly) 24.0, 24.5, 32.4, 42.0, 45.0,
46.0, 47.0, 52.9, 555, 558, 832, 112.2, 115.9, 119.6, 122.1, 1258

, 1369, 138.2, 143.6, 145.1, 156.6, 175.9; MS (AP/CI) 464.4 (M+H
) 7

SEHEB] 30
3-[2-F-6-(4- FF FE-YR IR -1-38)- "R B | -1-[4-(1-FR I FF AL )- AR | - b s e -2 -
3-[2-F-6-(4- F FE-WRIE-1-50)-"F 25 ] 1-[4-(1-FR - 3P G )- 2R - mhb g -
2-F7: PCNMR (100MHz, CDCly) 24.0, 24.9, 25.7, 42.0, 43.9, 46.2,
46.8, 53.0, 557, 832, 111.5, 111.7, 116.6, 119.5, 122.7, 1229,
125.8, 128.0, 128.1, 1384, 143.4, 153.9, 1539, 161.0, 163.4, 175.6
: MS (AP/CD) 4643 (M+H) ~.

SERBY 31
1-[4-(1- SR 5 TR IR IE) - FE R 3-[2-(3.4.5- = L WR 06 1) - -2
K

1-[4-(1- B - BA IR )- PR AL ]-3-(2- (3,4, 5- = T - R R - 1- 6 )- "R L -l g
Fe-2-Fi: 'H NMR (400MHz, CDCly) 1.13 (s, 6H) , 1.51-1.69 (m, 2H
), 1.80-1.89 (m, 4H) , 1.98 (s, 3H) , 231-2.51 (m, 4H) , 2.60-
271 (m, 2H) , 2.79 (dd, 1H, J=10.4 I 13.6Hz) , 2.84-2.95 (m, 2H
), 3.03-3.04 (m, 1H) , 3.36 (dd, 1H, J=13.6 7 4.0Hz) , 3.67-3.71 (
m, 2H) , 7.05 (dd, 1H, J=7.6 #1 72Hz) ; 7.11 (d, 1H, J=7.6Hz) ,
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7.19-723 (m, 2H) , 7.49 (d, 2H, J=92Hz) , 7.61 (d, 2H, J=8.8Hz
) 3 MS (AP/CI) 462.4 (M+H) 7.

LR 32
1-[4-(1-F22E-1-F 3 2, 50)- K ) -3-[2-(3.4,5-= F - IR EE-1-F0)- "R 3L ] -IiL 1%
1-[4-(1-F2 - 1-F - 2 36)- R FE]-3-[2-(3,4,5- = H R - DR MR- 1- - 3L -
nt g fe-2-Bd . °C NMR (100MHz, CDCly) 18.1, 24.7, 31.9, 32.4, 38.0
, 449, 47.0, 587, 60.4, 60.7, 72.5, 119.6, 120.5, 124.5, 125.1,
127.6, 130.5, 135.1, 138.3, 145.3, 151.6, 175.9; MS (AP/CD) 4362 (
M+H)

SERER] 33
1-[4-(4-F2 3~ DU S -PHE TR -4-25) - R B -3-[2-(3,4,5-= HF - MR- 1-J0)- "R B | Al
& e-2-
1-[4-(4-F - VO &AL AR -4- 3 - 5 L 1-3-[2-(3,4,5- = A FL-WRAE - 1-5)- 7 2
]-MERg f-2-F . °C NMR (100MHz, CDCly) #4F0&: 24.6, 39.0, 44.9,
46.9, 64.1, 119.8, 125.2, 127.7, 130.5; MS (AP/CD) 478.4 (M+H) .

SE ] 34
1-[4-(4-F2 T - DU ST - ML g -4- ) - R FE ) -3-[2-(4- P - R TR -1 - ) - R 2 | - DR e - 2-
B

1-[4-(4-F2 2 VO & -0l IR -4- ) R JE ]-3-[2-(4- H1 - DR R - 1- - "R &6 - R
ME-2-H: °C NMR (100MHz, CDCl) 22.1, 25.8, 33.1, 38.9, 432,
462, 51.8, 52.7, 55.8, 64.1, 70.6, 120.8, 1244, 125.6, 1263, 127.4
, 1309, 135.8, 142.7, 146.7, 152.2, 173.0; MS (AP/CI) 464.4 (M+H
) t. SRR S MRTE T HPLC (75/25 BEke/Z 0 (BH 2% KD
Chiralpak OJ, 10 cm x 50 cm; 275 mL/43%F) & . (FEEEIZN: tl =
6.8 7rEF; t2=10.6 475k,
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SEHER 35
1-[4-(1-F2FE-1- B E- 2 ) KK -3-[2-(3.4,5-= F HE-URBE-1-55) - B |- DR g -
2-il

1-[4-(1-F e -1-FF - Z ) -6 3 )-3-[2-(3,4,5- = FH AL R R -1 - JE)- " 2L )-
UREE-2-Fd: C NMR (100MHz, CDClL) 18.2, 18.3, 22.2, 25.8, 31.9,
33.0, 38.0, 43.3, 519, 58.7, 60.3, 60.9, 72.5, 120.4, 124.4, 1255,
126.1, 127.3, 130.9, 1358, 142.3, 147.6, 151.9, 173.0; MS (AP/CD
450.5 (M+H) .

SEHES] 36
1-[4-(1- 2 3-FF R EE)-FHE-3-[2-(3.4,5- = F - DR 8- 1-25) - - DR e -2 - i
1-[4-(1-F 2L - IR I EL)-FR HE)-3-[2-(3,4,5- = H B5- DR B - 1 - 5 - JE - e -
2-Fi: “CNMR (100MHz, CDCly) 18.1, 18.2, 22.2, 24.0, 25.8, 33.0,
38.0, 42.1, 43.3, 519, 58.7, 60.3, 60.9, 83.4, 1204, 124.4, 126.1,

1262, 1273, 130.9, 1358, 1424, 1456, 151.9, 173.0; MS (AP/CD
476.5 (M+H)
SEHER] 37
3-[5-8-2-(3.4,5-= FF - IRBE-1-3)- KT HE)-1-[4-(1-F 561 - 3 2. 3) - oK AL ) -
IRIE-2-FH

3-[5-9-2-(3,4,5- = FH JE-IRER-1-50)- K 24 ]-1-[4-(1- 3 - 1-F - )-8
E-UREE-2-F9: C NMR (100MHz, CDCly) 18.1, 22.3, 259, 319,
32,9, 37.9, 432, 51.8, 58.8, 60.6, 61.0, 72.5, 113.5, 113.7, 117.1,
117.3, 121.9, 125.5, 126.0, 138.5, 142.2, 147.7, 147.8, 172.6: MS (
AP/CD) 468.5 (M+H) ",

SKHED] 38
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3-[5-3-2-(3.4.5- = H HE-WR IR -1 - )- "R L | - 1- [4-(1- R A6 B [ ) - K 6 ] - DR -
2-T

3-[5-9-2-(3,4,5- = H B -WRIE - 1-55)- K A ]-1-[4-(1- 3R - BRI ) - R -

mE-2-Fi: °C NMR (100MHz, CDCly) 18.1, 18.2, 22.3, 24.0, 25.9,

32.8, 38.0, 42.1, 432, 51.8, 58.7, 58.8, 60.6, 61.1, 83.3, 113.5,

113.7, 117.0, 117.2, 121.9, 122.0, 126.0, 126.1, 126.4, 129.3, 138.4

, 138.5, 142.2, 1457, 147.9, 158.5, 160.9, 172.6; MS (AP/CI) 494.5
(M+H) *

EHEBI 39
3-[2-(4- F FE-WRME-1-38)-F 3] -1-[4-2-FAR- M e e 1- 3 B 366) -8 3 - R e -2-
i
3-[2-(4- L -WRIE-1-35)-"F - 1-[4-(2-F AR N PR - 1 -8 FE D) - R 3 -
nE-2-F1: C NMR (100MHz, CDClL) 17.9, 222, 258, 31.1, 33.1,
432, 46.2, 463, 468, 51.8, 52.8, 55.8, 120.8, 124.4, 126.6, 1274,

129.0, 130.9, 135.0, 1358, 1432, 1522, 173.0, 1752; MS (AP/CD)
461.5 (M+H) *
SEHER] 40
3-[2-(4- FA FE-IRBE-1-38)-"F H - 1- 3-8 A-1,3- =S - B A IR -5-3)- Uk e
-2-TH

3-[2-(4-FF L RIE-1-3E)- A8 B - 1-B-FA- 1,3- S A - B IR -5-55)- Dk
BE-2-Fi: “C NMR (100MHz, CDCly) 22.1, 25.8, 33.0, 43.3, 463,
51.8, 522, 52.8, 555, 559, 69.8, 1208, 122.7, 122.8, 124.6, 127.0
, 127.5, 130.9, 133.3, 135.5, 144.5, 1449, 122, 170.7, 173.3; MS (
AP/CI) 420.5 (M+H) ",

SEHEB] 41
3-[5-F-2-(4- B HE-IRER-1-F5)-F H]-1-[4-(1-B R T H)-F &) -IRIE-2-F
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3-[5-%-2-(4- FF EL-DRIE-1-25)-"F 55 - 1-[4-(L- 52 2k FR T BR)- 28 2K )- R E -2-
fd: "C NMR (100MHz, CDCly) 13.1, 222, 26.0, 33.0, 37.1, 43.2,
46.0, 51.8, 529, 557, 113.6, 113.9, 117.1, 117.4, 122.3, 1224,
126.1, 1263, 142.7, 161.0, 172.6; MS (AP/CD 452.5 (M+H) 7,

SEHEBI 42
3-[2-(4-F BE-WR IR -1-25)-"F 21 -1-(3-[ 1,341 %8 -2 - ZR ) Mt I - 2 -
3-[2-(4- B - DRIEE-1-5E)- B 2K 1-1-(3-[ 1,3, 4088 — M2 -5 - 2R 0 )AL g 4t -2-
Bi. °C NMR (100MHz, CDCly) 24.6, 32.6, 449, 46.1, 46.8, 52.7,
53.0, 55.7, 112.4, 117.6, 120.9, 122.9, 123.2, 124.6, 127.8, 129.9,
130.5, 134.9, 140.6, 151.9, 152.9, 164.8, 176.3; MS (AP/CI) 4183 (
M+H) ',

SEHEB] 43
6’-(1-F2 - 1- 1 - 2.36)-3-[2-(4- FF - WRIBE-1-35)-"F AL -3.4.5.6- T &([1,3° Bk
bt i -2 - e
6 -(1-F2 Fo-1- - 2 35)-3-[2-(4- FF ZE-WR MR -1-28)- K £ 1-3,4,5,6- WU &L
[1,3°1EEmEmE £5-2-87 . °C NMR (100MHz, CDCl;) 22.1, 25.8, 30.8,
30.9, 33.1, 43.2, 462, 51.7, 52.8, 55.9, 118.9, 120.8, 124.5, 127.5,
130.9, 135.0, 135.5, 138.6, 114.9, 1522, 163.9, 173.4; MS (AP/CD
4234 (M+H) . XtFfyEa s HPLC (70/30 BEfi/ L B%; Chiralpak
AD, 10cm x 50 cm; 85 mL/Z2r8E) 208, SEEATEIZ N 1 = 11.8 704,
2 = 14.6 7787,

SR 44
3-[5-FF-2-(4- B FE-WR e - 1-3)- K ) - 1-[6-(1-F2 -1 - - 2 ) - e - 3- 66 ) -kt
% 45¢-2 -
3-[5-50-2-(4- T - R M- - 2)- K - 1-[6-(1-F2 25 -1- U B - L F)- Bt HE -3+
FI-MEng4-2-FF: °C NMR (100MHz, CDCly) 24.8, 30.8, 322, 44.3,
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462, 53.1, 55.8, 71.9, 114.0, 1142, 116.8, 117.0, 118.7, 122.4,
122.5, 128.3, 1349, 1373, 137.4, 138.1, 148.0, 148.1, 158.5, 160.9
, 161.8, 176.0; MS (AP/CD) 4643 (M+H) ", Xt#SFigiknli#id HPLC
(85/15 peki/ A EZ; Chiralcel AD, 10 cm x 50 cm; 85 mL/44H) 5.
(ERETIRIZY A tl =161 738 12=18.0 47 %b.

i 45
3-[2-F-6-(4- F H-WREE-1-3)- "R ) -1-[6-(1-F2Hk-1- FF B Z ) -ph e -3- 3 ) -k
% fe -2 -
3-[2-Fil-6-(4- FF BE-IR - 1-38)- R 2 ]-1-[6-(1- R 2 - 1- FH B - 2 4 )- Tk i - 3-
F]-mkrgle-2-87: °C NMR (100MHz, CDCly) 24.9, 25.5, 30.8, 43.4,
46.2, 53.0, 55.6, 71.9, 111.5, 111.7, 116.7, 118.7, 122.3, 122.5,
128.1, 1282, 1349, 138.1, 153.8, 153.9, 160.9, 161.8, 163.3, 176.1
: MS (AP/CD) 427.3 (M+H) ", STBRFMATIELE HPLC (70/30 e/ &
B2, Chiralpak AD, 10 cm x 50 cm; 250 mL/Zr88) 8. (EENTEL N
tl = 8.4 778, 2=12.9 7%F,

SEHER] 46
1-[6-(1-F2 5 1- 3 - Z,36) -k e - 3- 31 -3-[2-(3.,4,5- = I F-WRIBE-1-35)- R A |-
Ntk rg be-2 -
1-[6-(1-FFFE-1 - 2 - £ F)-nE g -3- 2K 1-3-[2-(3,4,5- = H BRI -1-F6)- %
F)-neng kE-2-F: 'H NMR (400MHz, CDCly) 1.10 (d, 3H, J=6.4Hz)
, 1.12 (d, 3H, J=6.4Hz) , 1.54 (s, 6H) , 1.86-1.95 (m, 1H) , 2.07-
2.15 (m, 1H) , 232 (s, 3H) , 2.35-2.42 (m, 1H) , 2.62-2.68 (m,
1H) , 2.79-2.85 (m, 2H) , 2.90 (dt, 1H, J=11.2 F1 2.4Hz) , 3.08 (
ddd, 1H, J=14.4, 10.4, F14.0Hz) , 3.86 (dd, 1H, J=14.0 fl 4.0Hz) ,
3.68-3.73 (m, 2H) , 7.04 (dt, 1H, J=7.6 A 1.2Hz) , 7.10-7.13 (m,
1H) , 7.20-7.24 (m, 2H) , 829 (dd, 1H, J=8.8 } 2.8Hz) , 8.59 (d,
1H, J=2.4Hz) ; MS (AP/CI) 437.43 (M+H) ",
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SEHER] 47
6’-(1-F23-1- -7 5)-3-[2-3.4,5-= F - IR EE-1-3)-"E K -3.4.5.6- WU &
[1,3° | Bk be FE-2-

6-(1-¥5 k- 1- B - 2. H0)-3-[2-(3,4,5- = FF FL- MR MR- 1- A5)- %5)-3,4,5,6- 11
S-[1,3° B e £E-2-F . °C NMR (100MHz, CDCly) 18.1, 22.2, 25.8,
30.8, 33.1, 38.0, 43.3, S1.7, 588, 58.9, 60.3, 60.7, 72.0, 118.9,
120.6, 124.4, 127.5, 130.9, 135.0, 1354, 138.6, 1449, 151.8, 163.8
, 173.4; MS (AP/CI) 451.3 (M+H) ",

SEHER 48
3-|5-5-2-(3.4,5-= F FE-URIER-1-36)- "R 3| -6°-(1-F - 1- - 2, 3)-3.4,5.6- [0
S-[1,3 | Btk e -2 -

3-[5-#-2-(3.4,5- = B -URWE-1-F5)- R 2 -67-(1- F2 A -1- H - 2 5)-
3,4,5,6-PUE-[1,3 [HEmEREZE-2-FF: “C NMR (100MHz, CDCl;) 18.0, 21.5
, 222, 259, 30.8, 329, 37.8, 432, 51.7, 589, 59.0, 60.6, 60.9,
72.0, 113.7, 113.9, 117.1, 1189, 122.1, 122.2, 135.0, 138.0, 138.1,
138.5, 144.9, 147.7, 158.5, 160.9, 164.0, 173.0; MS (AP/CI) 469.5 (
M+H) .

S 49
3-[5-F-2-(4- PR L WRIR- 1) - ) -6°-(1- 3R - 1- T - Z03K)-3.4.5,6-PU -
[1,3°) Enth e B2 -
3-[5-45-2-(4- FR E-R R - 1-35)-FF 5 )-60-(1-F2 08 - 1 - FH 2 - 20 5E)-3,4,5,6- Y
S0-[1,3° R g 2 -2-l7: °C NMR (100MHz, CDCly) 222, 25.8, 30.8,
32.8, 43.1, 462, 46.3, 51.6, 53.1, 55.8, 72.0, 113.7, 113.9, 117.0,
117.2, 118.9, 1223, 122.4, 1349, 138.1, 138.2, 1384, 1449, 1482
, 1483, 160.9, 164.0, 173.0; MS (AP/CD) 441.5 (M+H) "o XTHRFH

RAIIE L HPLC (50/50 Bege/ L (A 1% TFAD ; Chiralpak AD, 5 cm
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x 50 cm; 100 mL/73-8) /5. {EEATEIZ8: t1=12.1 9% ©2=161%
Bt

SEHER 50
1-[4-(1-F2 3 TR ) - 3| -3-(2-(4- FE - [ 1.4) — EUIRFAR B 1-25)-“F B -k
R Je-2-
1-[4-(1-FR PR I F)- 2R ) -3-[2-(4-FF - [ 1 4] — AU B - 1-55)- TR &
-t be-2-B: 'H NMR (400MHz, CDCly) 1.80-1.89 (m, 1H) , 1.96 (
brs, 8H) , 2.03-2.20 (m, 2H) , 2.55-2.64 (m, 4H) , 2.80-3.40 (m,
10H) , 3.50 (dd, J=13.3, 2.9Hz, 1H) , 3.71 (dd, J=8.3, 5.6Hz, 2H
), 7.03 (dt, J=7.3, 12Hz, 1H) , 7.13-722 (m, 3H) , 748 (d,
J=9.1Hz, 2H) , 7.58 (d, J=8.7Hz, 2H) ; MS (AP/CD) 448.3 (M+H) ~

SEHEBY 51
1-[4-(1-FB - 1- 3L 2, 56)- R H)-3-[2-(4- F 25 [1 4] —F R b -1-55)- T 3
|-PHE -2 - P

1-[4-(1-FR R 1- I HE- 2 3-8 2R )3 [2-(4- FH - [1,4) R A FR B d - 1- 25) -
FEEL)-E g -2-F . 'H NMR (400MHz, CDCl;) 1.55 (s, 6H) , 1.80-
188 (m, 1H) , 1.97-2.11 (m, 3H) , 244 (s, 3H) , 2.68 (dd,
J=13.3, 10.6Hz, 1H) , 2.75-2.90 (m, 4H) , 2.95-3.25 (m, SH) , 3.45
(dd, J=13.7, 3.7Hz, IH) , 3.68-3.72 (m, 2H) , 6.99 (dt, J=7.3,
12Hz, 1H) , 7.11-7.20 (m, 3H) , 7.47 (d, J=8.7Hz, 2H) , 7.58 (d
, J=8.7Hz, 2H) ; MS (AP/CI) 422.3 (M+H) *

SEHEd] 52
3-[2-(4- Z. - WRIGE-1-3)- "R I ) -1 -[4-(0-FoH-1 - B - £, ) - S - W -2
3-[2-(4- . -WRWE-1-55)- " BE]- 1-[4- (158 5 1 - - 23 ) - IR 3L ]- AL Rt It -
2-fi: 'H NMR (400MHz, CDCly) 1.15-1.20 (m, 3H) , 1.55 (s, 6H)
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, 1.77-1.87 (m, 1H) , 2.03-2.11 (m, 1H) , 2.30-2.90 (br m, 7H) ,
2.93-3.15 (m, SH) , 3.37 (dd, J=13.3, 5.5Hz, 1H) , 3.62-3.72 (m,
2H) , 7.04 (dt, J=7.5, 1.6Hz, 1H) , 7.14 (dd, J=7.9, 1.5Hz, 1H) ,
7.18-7.22 (m, 2H) , 7.47 (d, J=9.1Hz, 2H) , 7.58 (d, J=8.7Hz, 2H
) 3 mp=135-137°C.

S 53

3-[2-(2,5- — R - DR IBR-1-5)- "R 5] -1-[4-(1-F B 3O ) - 3 -k it -2 -

3-[2-(2,5- = PR FE DR - 1-F5) - L ]-1-[4-(1-FR 5 - B T 3 ) - R 3 )-PLG g 4 -
2-ffl: PCNMR (100MHz, CDCly) 17.4, 19.5, 19.6, 24.0, 24.9, 31.1,
33.0, 42.0, 442, 452, 469, 47.0, 51.5, 51.6, 54.1, 54.3, 54.5, 83.1
, 119.5, 123.4, 123.5, 1252, 1258, 1272, 127.5, 129.8, 1308,
137.3, 137.5, 138.3, 143.5, 143.6, 150.3, 1504, 175.9, 176.0; MS (
AP/CD) 448.4 (M+H) 7,

S 61
HAE A BB TT 5

¥ 3-[2-(4-FF ZEWRME-1-25)- K 2E - L R e -2-B . KF R T N-J5 Z54L = 1)
FFEN 1 ¥ERSERLEY. B (D 0.1 HE) . REH (1.5
) M NN -ZHIEL T (0.1 HE) 7FE87K (0.05-0.5 A8 fMHEE (5
EFRD RHNRESYEIR P EE] HPLC iR R ERIE S R . %
BAYANZEER, @ Celite™ alyE, BRI, BIEHAEKEE
o MR VLRI H ELKVERS, FRIRGETS 2R S 77 AL

TNHMCEY SRR 62-71) RS S 62 ABIR B 7R

SEHER] 62
1-[6-(1- 2, FE-1- 3B FE- Y ) -k e - 3- 35| -3-[2-(4- FF BE- DR IBE-1-36) - 2] - bk gt
f5e-2-
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1-[6-(1- L F-1-F2 FL- TR )AL g -3 -2 ]-3-[2-(4- FF ZE- DR IR -1 - 36)- R 3 -tk
i ge-2-87. C NMR (100MHz, CDCly) 176.5, 159.0, 152.0, 137.5,
1349, 130.6, 128.2, 127.8, 124.6, 1209, 119.6, 76.6, 559, 52.9,
463, 44.6, 34.95, 34.89, 32.5, 24.8, 8.0; MS (AP/CI) 437.3 (M+H)
Yo WL AREE S HPLC (92/8 ZfE/H E#; Chiralpak AD, 10 cm x 50
cm; 275 mL/ArEP) o E. (EEETRIZA N t1 =25 980 12 =50 2%

SEHEB 63
3-[2-(4- R FE-URIEE-1-25)- "R 3 - 1-[6- (VY - Pk g -4 - BE 20 2 ) -PLL g - 3- B | - ML
3-[2-(4- R DR MR -1-38) - "R £ - 1-[6- (VU &L -PLL TR -4 - L4 26 )AL e - 3 - 2 -
% 4%5-2-f: °C NMR (100MHz, CDCly) d 176.0, 159.9, 152.0, 137.8,
135.0, 132.0, 130.7, 130.5, 127.7, 124.6, 120.9, 111.6, 69.9, 65.8,
55.8, 52.8, 46.8, 462, 443, 32.5, 322, 24.8; MS (AP/CI) 451.5 (
M+H) 7,

SERER] 64
1-[6-(1-FRFE- 3 [ EE) - ML e -3 -2 -3- [2-(4- AR FE-UR IR - 1-55)- "R 2 - Mk Mg -2 -
1-[6-(1-FE 28-3R 0 3E) ML g -3-F8)-3-[2-(4- FF - IR R - 1 -6 - "R 2L - s e -
2-ffd: °C NMR (100MHz, CDCly) d 176.5, 160.7, 152.0, 138.1, 134.9
, 1305, 1282, 127.8, 124.6, 1209, 119.2, 829, 55.8, 464, 46.3,

445, 42.8, 32.5, 25.0, 24.8; MS (AP/CI) 4355 (M+H) ",

SEHEB 65
1-[4-(1-F2F- 3R T 3)- R L] -3-[2-(4- F L - DR -1 - ) -1 5 | - s e 2 -
1-[4-(1-FR2E-BR T 55)- R E -3 [2-(4- T - R R - 1 -2 ) - 6 -k P e - 2-
BC NMR (100MHz, CDCl) d 176.00, 152.08, 142.59, 138.82,
13522, 130.54, 127.63, 12579, 124.55, 120.83, 119.81, 76.76, 55.85
, 52.84, 47.00, 46.27, 4491, 37.20, 32.51, 24.70, 13.13; MS (AP/CI
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) 4203 (M+H) 7. STBRFMEAGEE HPLC (92/8 ZJ5/FEE; Chiralpak
AD, 10 cm x 50 cm; 275 mL/708F) 5. (EEEITIEIZ1A: t1 = 30 08,
t2 = 49 Fr47,

SEHEH 66
1-[5-(1-32F-1-F - Z.F) Mk Be-2- 3] -3-[2-(4- B F- DR - 1-35) - 3 | -k 6
1-[5-(1-FR - 1-FR 2- 28 - ML RE -2- 25 1-3-[2-(4- FR - DR P - 1- 8- R 25 -tk
g 4x-2-B7. C NMR (100MHz, CDCly) d 176.7, 152.0, 150.8, 144.2,
140.3, 135.2, 134.6, 130.5, 127.7, 124.6, 1209, 1142, 71.2, 55.8,
527, 462, 45.8, 45.6, 32.5, 31.9, 24.5; MS (AP/CI) 409.5 (M+H) ~

[o]

SERER) 67
1-[5-(1-F2 F-FA [ RE) -ME B -2 -3 -3-[2-(4- FF 2 DR MR- 1 - ) - "W 25 - bk g e 2 - P
1-[5-(1-F3 H- 2R D) -G I - 2-HE - 3- [2-(4- B LR MR- 1- 5 ) -6 2L 1- ik % e -
2-Fli: “C NMR (100MHz, CDCly) d 176.7, 152.0, 150.9, 144.7, 1383
, 13522, 135.18, 130.5, 127.7, 124.6, 1209, 1142, 81.9, 558, 52.7
, 462, 457, 45.6, 419, 32.5, 24.5, 23.9; MS (AP/CD) 435.4 (M+H
) T,

L% 68
3-[2-(4-FF - DR IEE- 1-35E)- "R 3 |- 1-(4-TRE P-4 B IR - DR e -2 - i
3-[2-(4- FF DR M - 1- 35 )- 5 2 )-1-(4- B Mk 4- FE 2R 30 - IRz -2-F . °C
NMR (100MHz, CDCly) 22.2, 258, 33.0, 433, 463, 51.7, 529,
55.9, 120.7, 1244, 1264, 1267, 1273, 129.0, 130.9, 134.0, 1358,
140.1, 143.7, 151.5, 152.3, 173.0; MS (AP/CI) 431.3 (M+H) .
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SEHtEG 69
3-[2-(4- R FE-WR R - 1-HE)- B - 1-(4- M - 1 - R ) R e -2 - i
3-[2-(4- B LRI 13- Y - 1-(4- Tk P - - S 2R B OR g -2-d . 1°C
NMR (100MHz, CDCly) 222, 25.6, 258, 330., 433, 463, 51.8,
52.9, 559, 107.9, 119.9, 120.7, 1244, 127.0, 127.3, 127.4, 130.9,
135.8, 138.4, 141.3, 142.0, 152.3, 173.1; MS (AP/CD) 4303 (M+H) *

o

SEHEf 70
1-[4-(2-F 2R M- 4 - TR |- 3-[2-(4- PR - R PR - 1- ) - " | - DR W -2 -]
1-[4-(2- AL - -4 B0 - TR B ]-3- [2-(4- PRS- DR - 1 -5 2 - IR e -2- T
: BC NMR (100MHz, CDCly) 14.2, 222, 25.8, 33.0, 433, 46.3, 51.7
, 52.8, 559, 120.7, 124.4, 1262, 126.6, 1273, 129.5, 130.9, 1334
, 135.8, 143.3, 152.5, 173.0; MS (AP/CD) 4453 (M+H) ~.

SERER 71
3-[2-(4- F 2R MR- 1-25)- " - 1-(4- Mg e 5 - S ) - DR e - 2-
3-[2-(4- B B DR M 15 )- T 2 ]-1-(4- TR pk -5 L 2R B UR me 2-TF . 1°C
NMR (100MHz, CDCl) 222, 25.8, 29.9, 33.0, 433, 464, 51.6,
529, 559, 120.7, 121.7, 124.4, 1252, 126.0, 126.8, 127.4, 130.9,
135.8, 144.0, 150.7, 152.4, 173.1; MS (AP/CD) 431.5 (M+H) *,

S 72
3-[2- (4-FIEE-WRER-1-F8) FEE|-1-[4- (EMK-4-FdE) 2RI A& Ke-2-Fd
B =L (M, HZES, 700 ul, 1.4 mmol) 7E O°C T V5 I Agmk
(124 pL, 1.4 mmol) M 1,2-Z& L4t (4 mL) ¥ F . e IN5ERYE .,
A, JERBBEIAE 23°C A 30 0%, /A, IO 4-{3-[2-(4-F -
RNz -1-285)-F 2L )-2- AR ML g - 1- 25 ) - K R BR OB (SEREf5) 2, 150 mg,
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0.36 mmol) HJ 12- "5 % (2 mL) ¥, I ZERAE 70°CF N
18 /N A HI 2 ER, AODIMAREEL T ERREREK, Rk
BEMHRBEMNT/KEY (1.5 g HITAE. KRS PEREE 3 /N,
KEIEY, BENESRE, FEERAYEdERGE (2001 =& FLe-F
EHEH 1%E 848 4133 160 mg (F7F 96%) ffh&4. °C
NMR (100MHz, CDCl;) d 176.28, 17023, 152.12, 141.26, 135.00,
130.88, 130.52, 128.25, 127.71, 124.54, 120.84, 119.35, 67.14, 67.09
, 5590, 5436, 52.97, 46.81, 46.36, 44.91, 32.48, 24.58; MS (AP/CI
) 4632 (M+H) 7. XfBLFMMKATE LT HPLC (60/40 B/ Z.l7; Chiralcel
OJ, 10 cm x 50 cm; 27.5 mL/544) 38 . SFHEITEZA A t1 = 45 7%,
t2 = 60 4%
NEMLEY) (SRR 73-74) LIS R HEI&

L% 73
1-[4-(4-F - WRIBR - 1- PR ) - A | -3 [ 2-(4- Y - DR MBS - 1 - 3 )- " 5| - b it - 2 -
1-[4-(4-FF FE-R MR- 1-FREE)- AR )-3-[2-(4- FF - DR MR- 1 - 55) -7 Rk |- nbb M5 A -
2-ff: °C NMR (100MHz, CDCly) d 176.24, 170.11, 152.03, 141.05,
135.03, 131.48, 130.54, 128.28, 127.71, 124.59, 120.86, 119.33, 77.52
, 55.85, 5521, 52.86, 46.83, 4627, 4491, 32.52, 24.62; MS (AP/CI
) 476.2 (M+H) .

SEREG] 74
3-[2-(4- FH HE-UR R -1-55)-"F 2] - 1-[4-(WRBE - 1 -FR ) - AR | - Rl R e 2 - i
3-[2-(4-FF - IR BE-1-55)- " e ]-1-[4-(WRBE - 1-FFE ) - 2R FE 1- At B J-2- -
BC NMR (100MHz, CDCly) d176.2, 170.1, 152.0, 140.8, 135.1, 132.3
, 130.6, 128.0, 127.7, 124.6, 1209, 119.3, 55.8, 52.8, 49.1, 469,
462, 449, 43.5, 32.5, 26.8, 259, 24.8, 24.6; MS (AP/CI) 4612 (
M+H) T XTHRFEFMEEES HPLC (5/95 ZfE/FE2; Chiralpak AD, 4.6
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mm x 25 cm; 1 mL/08) 38, FEEE: 1 = 8.9 478k 2 =19.1 5k

SEHERY 75
3-(2-AHk BE -4-E- W A ) -tk v e -2 - i
MA@ HEERE VL 1 @B 2-uknE-4-FE K FEEA N- LB ik e i 2
6] By RS 4 B A &) . °C NMR (100MHz, CDCl;) d 172.6, 149.9,
1485, 140.0, 133.7, 132.8, 130.3, 128.9, 128.7, 128.4, 124.8, 40.0,
26.4; MS (AP/CD) 252.1 (M+H) .

S 76
3-[2-(1-H %£-1,2,3,6- DU - AL BE -4 -5E) - T AR 3 |-k g e -2- i

W 3-(2-HERE -4- 2P R EE)- I S e -2-BE (SR 77, S00 mg, 2 mmol)
AHEME (150 pL, 2.4 mmol) IZHE (5 mL) WA FIE FTHEE 1 /NET
IMAREE (5 mL) DABGERERYE, KRB 10 2 FEE. BREY T
40°C MO 18 /NEF, PAJEAE 75°C T A 18 /Mt EE AR skR 2, A
FRE, R T 2ZEE =K (UBERFEE . BERRyE T HEE (20
mL) H1, ¥HIE 0°C, KEAE (151 mg, 4.0 mmol) ZHEIIA . TEF
IrERUE, BIREMEZE NtEE 2 M. BEFESR I, mAK, %
BEVHZCHER (5o ZE. KBAEVEHAMBSE TS, S, BEHNE
Flpd, BERAYEEEREIE (501 —&BE-FEIFEE %A 580
) b8 F] 313 mg BRAELEY) (FFE 58%) . PC NMR (100MHz,
CDCly) d 172.9, 144.4, 1358, 133.4, 1309, 129.5, 128.8, 128.5,
128.3, 127.0, 126.1, 54.8, 52.2, 45.9, 40.0, 31.5, 26.5; MS (AP/CID)
2692 (M+H) 7,

SEHEB 77
3-[2-(1- FFZE-URIE -4-F8) -] - g b - 2-
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W 3-[2-(1-FF 3-1,2,3,6- DU S0 RHBE -4- 55 )- TV S 36 - H 0 e -2 - B (52 it 45
78,308 mg, 1.15 mmol) 1 10% Pd/C (300 mg) MIFEZ (20 mL) BEEWE
T 50 psi EASA, HAE S0CT N 8 /N, IR AW ABEE, Wil
Celite™ 118, BEFESTHEET 310 mg (7% 99%) hrBaY. BC
NMR (100MHz, CDCl;) d 180.1, 144.5, 136.8, 129.9, 127.1, 126.6,
1262, 56.7, 46.7, 427, 40.6, 37.2, 33.9, 33.6, 33.5, 27.7; MS (
AP/CD) 2732 (M+H) *.

L] 80-83 ML BT N AL 3-(2-MERE-4-F- TP FE)-ntt
M fre-2- B L 5 SE T 1-62 B4 A NI R e T VA SR AL 7 vl 4 o

SEREG 78
1-[4-(1- 3 FF T )30 -3-[2-(1- B R -4-350) - M e -2
1[4~ (1A 5L 3R T 5)- 3 55)-3-[2-(1- FF R R -4 55 5 - AHL 0 -2
. BC NMR (100MHz, CDCl;) d 175.3, 1444, 1429, 138.6, 136.7,
130.0, 127.2, 126.8, 1262, 1258, 119.8, 76.6, 56.6, 46.9, 46.5, 454
, 37.2, 34.0, 33.8, 33.3, 25.1, 13.2; MS (AP/CD) 419.3 (M+H) ".

SR 79
1-[4-(1-F2 He- 35 T - 2K & -3-[2-(1 - A E-WR e -4- 25 - "R | -k Mg e - 2 - i
®C NMR (100MHz, CDCly) d 175.3, 146.0, 144.4, 138.1, 136.7,
130.0, 127.2, 126.8, 126.2, 1254, 119.6, 73.1, 56.6, 46.9, 46.6, 454
, 37.2, 34.0, 33.8, 33.3, 2572, 25.1, 22.4; MS (AP/CI) 4473 (M+H
) T, 4293 (M+H-H,0) .

SEHEBY 80
1-[4-(1-F2 5E-1-F B 2 30 - A B -3-[2-(1- FF - WR e -4 -2 )~ 26 | UL g e -2 - i
1-[4-(1-F2 -1 - - 2 E)- 2R 56 ]-3-[2-(1 - F LR BE -4 -F0) - L ]-nth i -
2-F7. °C NMR (100MHz, CDCly) d 175.3, 145.7, 144.4, 138.2, 126.7
, 130.0, 1272, 126.8, 126.2, 125.2, 119.7, 72.4, 56.6, 46.9, 46.6,
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454, 372, 34.0, 33.8, 33.3, 25.1; MS (AP/CI) 4073 (M+H) 7,
389.3 (M+H-H,0) ™.

SEHERY 81
1-[4-(1-F2 320 ) - R FE]-3-[2-(1 - F B -WR E -4 - 2 - "R 2 | - bk v - 2 - i
“C NMR (100MHz, CDCly) d 175.3, 144.4, 143.6, 1383, 136.7,
130.0, 127.2, 126.8, 1262, 1258, 119.7, 56.6, 46.9, 46.6, 454, 42.1
, 37.2, 34.0, 33.8, 33.3, 25.1, 24.0; MS (AP/CI) 4333 (M+H) °,
415.3 (M+H-H,0) ~.
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