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vA D ATRE(D AT,
BAESAH B, TRLFAEAB A ppm 8, EAE A AAF.
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(i) 2-R-3-[4-Q2-#2 LA F AN AR T B

¥ 2-(4-FSF L) B (11g, 8lmmol)F= 32ml & HCI M A B
W AAHE 0C, BiFANTAHE4H(S.6g, 8lmmol)ty 20ml Kz,
18 ERIKF 0C. 1 NIE, in A M T 85(70g, 808mmol)7= Cul
(1.6g, Smmol)(<0C). FERT, HHZALRSHILA. B )
Ak, A EtOAc ERUKARZR, HAMAREI, MARE, A
MgSO, T2, MAEKL. #7952 NE#ELL, A EOAc FR
24 6535 RA MM KILA . 2414 HPLC(H2 A CH,CN/5% CH,CN-
4~ 0.1M NH,OAc /KAB# 4 B #eAt) it — F shde, #2978 O E
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49%), Hid.
'HINMR ( 400MHz, CDCl): 2.84 (¢, 3H), 3.15 (dd, 1H), 3,35 (4d, 1H), 3.75 (s, 3H), 3.84 (¢,
3H), 4.43 (¢, 1H), 7.17 (d, 4H)

(ii) 3-(4-{2-[4-(F FIHOR RN TRV RA)-2- 8 A BT B

5 ERAAT, KA MBQ4g Immol)hn A 2-8-3-[4-2-2 TH)
F AR B B (2.1g, 8.5mmol)Fe 4-(FF £ B (1.7g, 8mmol)#9 20ml
WRERY., Wik mME 55C, ABAZTR =5 REE(l.8g,
ommol), F SSCHIMZE M BASMITR, RREGWAH, BEAL
mH . B EH B A Gk, A RKA EtOAc ¢ 80:20 Rad

10 YeBl, 133 2.28g BT E FH0KE 61%), AR EL M.

'HNMR (400MHz, CDCl, ): 3.05 (¢, 2H), 3.16 (dd, 1H), 3.36 (dd, 1H), 3.75 (s, 3H), 4.12 (;

2H), 4.45 (t, 1H), 5.01 (s, 2H), 6.82 (m, 2H), 6.90 (m, 2H), 7.13-7.27 (m, 4H), 7.29- 7.47 (m,
SH).

(iii) 2-F-3-{4-[2-(4-FE A KBS T AR} A B8 T B
¥ 3-(4-02-[B-(F AKX AL AT RA)2-A AR T B (10g,
15 2 4mmol)Fe = ¥ £ #48£(0.9g, 14mmol)/AMA 60ml CH,CL ¥ . 3%
Bk, B BEA Z A2 0g, 14mmol). TEET, ¥ZAK
BB F K . A B sh ey (0.4g, 2.87mmol)BE A = FALAA I 4k 4
B, Ak, 4 BE&R, B CHCL FRKAAAKR. A MNA
B9, BeAOKk. #K), FIEMNa SO AERL. %44 HPLC #
20 —F 44, A CH,CN/5% CH,CN-4- 0.1M NH,OAc /KA ¢4 2L,
23] 0.55g FrE ZH(IE 52%), Hid.
'HNMR (400MHz, CDCk ): 3.04 (t, 2H), 3.16 (d4, 1H), 3.35 (dd, 1H), 3.75 (s, 3H), 4.10 (¢,
2H), 4.40 (1, 1H), 6.75 (m, 4H), 7.12-7.29 (m, 4H).

(iv) 2-8-3-[4-Q-{4-[(F BB FA KAL) CAF AR T Ba
25 ERART, H# 2-8-3-(4-R2-@-BAXERD AR AR T
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B8 (334mg, 1.0mmol)f= = ZAZ(303mg, 3.0mmol)iAM A 20ml =& F i
A E20C, EiEIA FaEBLE(114mg, 1.0mmol). 4% %A 4
KBEE, 2 PG, MAZATR, FZRAWRAGK. &K,
FIR(Na,SO,) /A AL, 53] 394mg 4h = B (I & 96%).
'HNMR (400MHz, CDCls ): 3.02-3.11 (m,SH), 3.15 (dd, 1H), 3.35 (dd, LH), 3.74 (s, 3H), 4.14

5 (t, 2H), 4.4 (t, LH), 5.29 (s, 2H), 6.88 (d, 2K, 7.14-7.25 (1o, 6H).

(V) 2-({2-[4-(F EIOFR| TRV )-3-[4-2-{4-[(F s X)) B A |
XEMTROERA A TE
¥ 2-[4-(F A )X K] TAH#EF(334mg, 1.4mmol). 2-7-3-[4-(2-{4-
10 [(F a8t A) AR PR A ) CAO)FR A AR T B5(394mg, 0.9Smmol)Fw 2%
B2 47(189mg, 1.4mmol)iEfE N 14ml 7K DMF ¥, 4 f(.’iﬁ‘f:f'i
BRI, REXRLER, KRERNTRER. FAHHIAREOK,
#HK), FRBMgSO)H KA. 24 & HPLC #t— F ik, A
CH,CN/5%CH,CN-4~ 0.1M NH,OAc /K48 8945 B v, 133%) 477mg A
15 EFEHOLE T5%).
'HNMR (400MHz, CDCl, ): 2.76-2.89 (m, 4H), 2.95 (dd, 1H), 3.09 (m,5H), 3.20 (dd, 1H),

3.53 (m, 1H), 3.70 (s, 3H), 4.15 (t, 2H), 5.06 (s, 2H), 6.91 (m, 4H), 7.07-7.24 (m, 8H), 7.31-
7.48 (m, SH).

(vi) 2-{[2-(4-FFL ) TR NBA ) -3-[4-Q-{4-[(F s B A SRR
A LA)VEIK R T B
20 #) 2-({2-[4-(F B R A TR HA)-3-[4-Q-(4-[(F A L) 5L
KAL) TA)XA)HB FBE(A77mg, 0.8mmol)Fe 15ml —H Fia)
P A N = § A BB (239mg, 3.8mol) A- B A = & 4L A (545mg,
3.8mmol), HEH 18 JEE, ®ZREYPInK, 4 BEE, A=
AFRERKAFA K., WAVASIH, FHBRMESO,), BERL. F
25 2| 274mg B E F O E 67%), A,

10
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YINMR (400MHz, CDCl): 2.70-2.85 (m, 4H), 2.91 (dd, 1H), 3.05 (t, 2H), 3.10 (s, 3H), 3.17
(dd, LH), 3.49 (m, 1H), 3.68 (s, 3H), 4.13 (t, 2H), 6.72 (4, 2H), 6.87 (d, 2H), 6.99 (d, 2H),
7.10-7.22 (m, 6H)

(vii) 2-{[2-(4-2 A KA ) TIL] AR }-3-[4-(2-{4-[(F Bt A ) AL ]
AR CH)RIK]AR

¥ 2-{2-(4- AR TR -3-[4-Q-{(4-[(F #Be L) AR
4 CA)E AR FE2(105mg, 0.2mmol)E A 6.5ml THF Fa/K 4
71 Ry, FAEKRS LA, MAREAAALZ(9.4mg, 0.4mmol), F
TR T RIIZESL A 24 DB, Ak, REKRL THF, A IM
BB RE. A EtOAc (x 3)F K48, KA ARSI, HiFGK.
#HAK), FHBMeSO,) kL. =4 4% % & HPLC(# ML #):
CH,CN/5% CH,CN-4- 0.1M NH,OAc k48)4kik, #33| 74mg Br &
B 97%), Hib.
'HNMR (400MHz, CDCL): 2.68-2.95 (m, SH), 3.05 (t, 2H), 3.10 (s, 3H), 3.17 (dd, 1H), 3.47
(m, 1H), 4.12 (t, 2H), 6.70 (4, 2H), 6.86 (d, 2H), 6.97 (4, 2H), 7.12-7.21 (m, 6H).

BCNMR (100MHz, CDCh): 33.8, 35.1, 35.5, 37.2,37.3, 48.1, 69.3, 115.6, 115.8, 123.3,
129.3,129.4, 129.9, 132.3, 136.2, 136.9, 142.8, 154.4, 158.0, 177.2.

(viti) (-)-2-{[2-(4-#2 K K) TR B }-3-[4-(2-{4-[(‘F B &
APEEALLHREAIAR

AF g 2-{[2-(4-2 R0 TR B ) -3-[4-(2- {4-[(F A B
)RR TR AR BRGINH AR B AR H 3T AR, 42 A
Chiralpak AD JDBO1+AS003 (336 x 100 mm, F#7), B/ Z8/F 8
100/0.01%4% 4 i shAa, FINHZARO g)EMATEF, FiETA L.
W B — A AT UV-4m)., 133 5t sk 2 F > 99%¢#) = 45
(4.1g). Hizar Bk E A T B F 172 RE A 0.64g/100ml o5k, @
BRRFRED o Pp=-33° . RAET 20CH 589Inm #4A%RIE.
RS AL T 4~ 5B th ()3T BRAK,  FHR AR IE 2R 40 B A2 48 RAY.

11
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'H NMR (500 MHz, CD;0D): 7.17-7.22 (6H, m), 6.99 (2H, 8), 6.94 (2H, d), 6.69 (?H, d),
4.17 (2H, 1), 3.46 (1H, 1), 3.16 (3H, 8), 3.13 (1H, dd), 3.05 (2H, 1), 2.69-2.88 (5H, m).

E34 1

5 a4 M, % 1,8-= RZAIR[5.4.0]+ —2%-7-H(DBU)(4.11g)
2 R4 B NPT 9 (H)-2-{[2-(4-F 2K TR H AR -3-[4-(2-{4-
[(FARBA) AR AA TA)- KA RBL(3.83g). T RE.652)FW A
Re(d4g) ey RS, WAL S S ANZERBSMANZ T ARAR
(224g). AFERT, HHARRXRYAZRE ARG D). hwi
FLRA b Ae N 2N $HER(31.2g)AKAE TMS 8%, KEMmA K,
BKEE, BARK, A IMBEB SRS pH A £ pH 2.5
35, 4 BKE, ERAENTEBAIEAR KK, MANTEFL
TR K THE, 13290 2-{[2-(4-F LK L) TR HA}-3-[4-(2-
{4-[(F A8 )RR R A THAVRA)- R BR Y TRF R,

12
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