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IR (KBr) em™ 1717, 1603, 1419, 1281, 1236, 1214

(b) (25,4S)-3- LBk A -5,5-= F 2 K K 4Bl BB (FH A
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IR (neat) 3009, 1679, 1650, 1495, 1464, 1380, 1322, 1176, 1140, 757

em’™

(d-2) (+)-3- T B -2-[2-((25,48)-3- LEL A -5,5- = F H -2 Aok
We-4- A AE)-S5-F AR RA6- AR gk (AFEHS -1
d)
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Ci

0

I

s N S
*
O N>©
~q o 0

B 3- LB HE -6- R -2-(2-F2 £ 5-F A A K B E HFoEekgk (5Sg,
14.9mmol ) # % 7K DMF (20ml) B&R ¥, EiRAN(S,45)-3-LEA
5,5- R 2 KA 4K IR S B (6.2g,22.2mmol) . EREARAEF,
R AR AN NN-ZF R F K2 (270mg, 2.21mmol) . %%
HE, AR TEBEA B (3.1g, 15.0mmol ) , 2RAF TFIRIF
15 4, TRBHE 3 RBAERERYMANTETE (100ml) . K
(100ml) , EFBREF. BREAWN B RERE, ERA 10% 47588
(100ml) . & (100ml) . fefe@ iR (100ml) WRABE, ALK
FRBRAENLIK, WMEMELRUME, EREHFINTE (50ml) ,
AR IR)E , B E BB E — R B AT F AR S —F B,
BE T RERE R, HRGHBTRIRAEE SR CASIAE: TR/ T
B = 1/1) ik, 3B A 4.2¢ (47%) . |

(@) (H)-3-L B R -6-F-2-(2- % K -5-F AA KLY Rk (54
A5 - 1) |

JE(+)-3- LB 3 -2-[2-((28,48)-3- L BE A -5,5- = F 3L -2 R g e ig
4R B A F)-5-F A K A]-6-R IR FE ek (193g, 0.32mol ) 4% DMF

45



200610139206. 8 oM P FE41/91m

(2000ml) kT, KA FEL IN-S AL KEE (970ml) ,
BLAE 30 o4F, FIHGEETAERERY AN IN-BRBRBEE, A
LBA LB (4000ml) ZEI, ¥HME A LA K (4000ml) %%,
Bl RKRBERK., MEMELBRUEE, AREY T mAES
(400ml) , JRIATH 94 dh, TR, FRFRMNEHY 5598, MER

Yk, EABRAMNOBRE, FARLGHFEMLESY 79.5g (74% )
IR (neat) 3068, 1644, 1466, 1384, 1277, 1257, 1196, 1091, 808 cm"

B & 1) 6 |
(+)-3- T Bb Ik -2-(2-#2 2 -5-F BA K L) F I B ook (R H 4 6
-~ 1)

0
IS
" oH

™o

(a)(+)-3- L BL A -2-[2-((2R,AR)-3- T B A -2- K AR E vl dr 4- K UK
FO)-5-F RAFKE)RAE kol (AHWLAHE6 -1 a)

< ?o
S NJ\
s
O\”EN>©
o) )Qo
e AHH 54 (cjrﬂ#%&ﬁ, R 3-TBAE-2-Q-FA5-FARERK)

AR (27.4g) FE|4FAMEH 20.0g (83%) .
IR (KBr) 3039, 2933, 1765, 1674, 1657, 1587, 1491, 1465 cm”'

~o
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(b) (+)-3- LB A-2-(2-32 35-5-F LKA )K ootk (HHE A

s. N

BAREH S ()RR E, AH)-3- CBA-2-[2-(2R,4R)-3- LBk
A 2R v e 43K SRR )-5-F AR KRR SR kol (19.9g) 7
B AR A 10.6g (95%) .

HHE T
(-)-3- LB -6-F-2-(2- 2 A -5-F AAK fia) Sreg ek (AH A

M7 - 1)
<:>o
/[k

N

e

(8) ()-3- C B A -2 [2-((28,4S)-3- L HE A5, 5- = F Hh-0- K feik v 17,
AR R)-5-F AAE K6 BRI E bk (AEMSHT - 1a)
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Ci

Fro

E 3- Ll A -6- K- 2 (2-#2 2 -5- T SO R R ) R HhoEvkok (127g,
0.38mol) é:équ DMF (500ml) & ¥, FBAIAN(2S,45)-3- LB
B55- P A2 KE AR RE [AFH 40)R KA Y]
(102g, 0.38mol) # &7 DMF (500ml) &%, ERAABTTER
WA A NN N-Z F L E FEoboZ (5.58g, 45.7mmol ) . KA E, o
NBR LB —TB (87g,0.50mol) . WRAF T 1554, TR
W 1PEHE, BAARYOCTHRIEI X, BAEREEREE,
ﬁﬁ&%%ﬁvi}u)\ 10 % A¢ARE L K% (1000ml ) , A B8 288 (1000m!)
FERR. HAHMNERAK (1000ml) . thFaR K (1000m]) 2k, A
BRAABLKE, BEMKLBRTLE. EREH T mARLSER (TH/
— % A EE =200ml/1000ml) , PeRERE, EEXB¥E K, BRI
gk g, TR, FEAFHMAESY 34.7¢.

BIERGEFRE, BREHBLARIE G (K4 T/
LEBACES = 1/1) #hift, RTINS 43.8g. (B 43%)

IR (neat) 3008, 1680, 1654, 1494, 1464, 1383, 1139, 755 cm™

(b) (1)-3-TBLAR-6-F-2-(2-2 4-5-F KA R A) Kbk (5F
et 7T - 1)
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Cl
0
PN
*
OH
~o0

WAE G 4 )R HREL, F(-)-3-LBA-2-[2-((25,48)-3- Z BE &
-5,5- = W A 2R AR -4 R B K B)-5-F AR K AT-6- AR R
wh (78.3g) 72| A4S 33.7g (77%) .

IR (KBr) 3068, 1643, 1509, 1467, 1385, 1350, 1277, 1196, 1092, 808

cm’

B 45| 8 | |
3- LB A-2-[2-3-R A RA)-5- T BB KAk (B4 08
W8~ 1)

=1

O _~_-Br

~o

B O3-T B 2-2-F A -5-F S0 R AR 3R SF & e ok (30.0g,

- 8.93mmol )44 2-F BEIE % (200ml ) P, fm)\@’iﬁxi‘f’( 27.5g, 19.9mmol ),

1,3- =32 A% (105ml, 1.03mol) . AndhE A 2 DEF, BIHETIRE,

e AJK (300ml) , LB TE (500ml) FIR 2K, LERTEERA®

Ae g3k (100ml) #ik 2 R, B RKARBAEBLKE, THE KRS, #

HE YRR EF (RASH: TIKR/TKRTE =2/1) b, &

FE) RGP e N P, oE R, /fé;fﬁ A, SR H
B R, BRATELSY 32,12 (76%) .
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IR (KBr) 2952, 1672, 1591, 1576, 1499, 1468, 1379, 1278, 1210 cm”’

B E 59
3- LB A-6-50-2-[2-(3-FA R R AL)-5- T A K I K S ok ( A%
edp 9 - 1)

~o

AAFA BT A 60% &404h (680mg, 17.0mmol) # DMF (15ml)
R, RAITARR AN 3-LBEA-6-R-2-2-BA-S5S-FALXR)
FFeEekoak (4.68g, 14.4mol) #) DMF (15ml) &% . 1-i£-3-8 A K
(4.2ml, 167mmol) . /& SOCTFHI 1 DG, KAEXR, AR
% TP An NABFe RAL 4R (Sml) » K (50ml) , B 28288 (50ml)
R 2K, LERCEERbFREK (30ml) sk 2k, FKABLE
BLKE, L9k, RERE, AR BHRDF AN FEE, kiR E
AT, R B LS, FAFHELSY 5.39g (94%) .

IR (KBr) 2912, 1676, 1458, 1373, 1281, 1206, 1026 cm™" .

AHEH 10

C3-LBRA-6-R-2-[2-(2-8 TERE)-5-F AR R KR gk ( £
Aadh10-1)
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B 2E46/9115T

O\/\Br

~o0

BAEGTRMRE, B 3-CBE-6-R-2-2-#4-5-FTEAXR)

FRofuEekak (2.5g) FEAFALSH 2.2g (67%) .
IR (KBr) 1666, 1574, 1498, 1464, 1377, 1216 cm™

HEH 11

3- LB A -5-F0-2-[2-(3- R A RH)-5-F B A KA PR Bk ( A

el 1 -1)

Ci
O
S NJ\
O\/\/Cl
~o

BWAEH TR, A 3-TEA-S-R-2-Q-2A5-FRAEXR)

R FeEekok (3.5g) 3 AR 3.3g (78%) .

IR (XBr) 2930, 1677, 1463, 1380, 1281, 1211, 1031, 806 cm"’

REH 12

3. T Bh A -2 [2-(3- R 5 AR )-5- T R K R-5- 2 T AR S ek

wh (HKFsH12-1)
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O\//\/C'

~o

BAZH TR, A 3-TBA-2-Q-BA-5-FRAFRL)-5-=
AT AR SE gk (1.8g) FE AL 1.9g (89%) .
IR (KBr) 2962, 1680, 1600, 1500, 1431, 1388, 1323 cm’

HHH 13

3 L6221 F A3 TR AR B )5 T Sk
FRPRISEAR (FAEH13 - 1)

@&ﬁWX%MiE+W£+ﬁﬁ($%%%%13!1a)

O
il

HO_~_-0~$
T

A 1,3-T =8 (5.07g, 56.3mmol) #AK=_HFix (20ml) B’
B, FiB A (9.0ml, 111mmol) . WA G, AeAst T EAR
F (15.9g, 83.4mmol) EEBEH—RE, Aok (60ml) ., ATET
Bg (100ml) EI, LR B E R IN-2L B (30ml ). 402 25K (30ml)
ok, ARKBRBERK, REBECRUERE, HIFE6GHKYE
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WEERAR G R (RS TR/CE TEE =3/1) sk, FE AR

Adn 7.72g (57%) .
IR (neat) 3543, 3413, 2970, 2929, 1598, 1356, 1176, 948 cm’’

(b)3- T Be 2 -6- 3 -2-[2-(1-F A& -3-3F F RAABL AL A AA)-5-F &
AFRIR SRk (BHREML 3 - 1)
Cl

1
Neaani"a

B 3-UBLA-6-R-2-(2-F K -5-F RARA) RIS ko (2.56g,
7.62mmol ) . EKE'%K(Z.OOg,TMmmol) v 3% FORBABEAA-1-F
£ #HBE (1.86g, 7.61mmol) #) FKm S vk (10ml) »%14‘2‘:?’, F R A
NBR BB FRB (1.54g, 7.61mmol ) & KK & kv (10ml)
ik, W 4. RERLERE, HFH MR BITARAE G
SRS DI LB LB = 41)5A0, B2 A A 1.582(37% ).

HHH 14 :

(+)-3- T BE A -6- R-2-[2-GB- R 7 R )-5- F A KA R R vk

(AFEeH1 4-1)

=n=0

% 60%EALh (4.50g, 0.11mol) # &K DMF (100ml) &5 ¥,
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TRAFTF Ae N 1-32-3-F. 78 (106ml, 1.07mol ) . RS E Ae(+)-3- L#E
A-6-R-2-(2-# £-5-F A KAL) K Evdolk (36.0g, 0.11mol) #9 £ K
DMF (200ml) &R, #iess RE, B 1V DoT, ERERT MK,
A CE LB (1000ml) IR, A B A 4ef & 2K (1000ml) %%,
AR KHRBERNK., REBE LB LEEE, EXRGH T A TE
(300ml1) , WkA&FTFHF. BB ENEH, TH, F3)4FH40E
# 29.0g (66% ) . .

IR (KBr) 2940, 2835, 1871, 1755, 1671, 1576, 1497, 1464, 1347 ¢’

AEH 15
(-)-3- LB -6+ F-2-[2-(3- A A AR )-5- T A R KRR vk
(HHESH15-1)

O Y

\O-

BeAER L 2RABRE, A()-3-ToEA-6-F-2-Q-ZE-5-FAL
RE)RFEok (33.7g) FEAFAAILESH 44.0g (&) .
IR (neat) 2961, 2938, 1679, 1498, 1465, 1210, 1048, 810 cm”

AEH1 6

(+)-3- LB A -2-[2-3-A A AK)-5-F RA KRk (£F
el 6-1)
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%

*

O\/‘\/Gl

o

BARER 1 2 BIARE, B(+)-3-TBA2-Q-2E5-FAEXL)
Rk (3.0g) 122 FMMAH 3.1g (82%) .

IR (neat) 2959, 2834, 1675, 1578, 1497, 1466, 1379, 1277, 1210,
1048, 750 cm™

BAEH LT
2-(ARTETRAL)TEH ##ME (5F0EH17-1)

O

i TR (4.50g, 25.4mmol ) « B (7.76g, 127mmol )
09 LEE (60ml) iRy, RN (11.4g, 76.2mmol ) , Hnik
B 18 B, KR ERIREEERRE, MATE (50ml) . R R
gk (80ml) . KER AN-BEANEEAT RBBE, B
AA7 (100ml) FI. A ER PR EKkE, TRARBMBLK,
BEABR A, EFEGHRET REN IN-RAL RS EIRER
(10ml ). JRIRAT 89 45 5, Bl OB, 15 3 AFAR 10 6-4% 3.85g(78% ).

IR (KBr) 3317, 3060, 2926, 2851, 1564, 1448, 1430, 1079, 1040 cm’!

) 4 1% 2
-(FRARATRES LR H#td (AFAH1 T -2)
ME: 45%
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IR (neat) 3358, 2957, 2794,1592, 1452, 1077, 1029 cm”

2-(1-CAEAREAL)CE HBBE (AE4bH17-3)
MR 60%
IR (neat) 3346, 2971, 1591, 1459, 1075 cm”™

HHEH 18
N-FR-2-(FAi T H#i (AZsd4h18-1)

[ : HCI

HN\/\,S/

BAFH 1 S AIBRE, A 2-(FAK)THE(4.0g)5 F £i2(5.0g)
133 AR M e 1.3g (21%) .
IR (KBr) 2940, 2792, 2424, 1440, 1439, 746, 702 cm’!

HHEH 19
N-Q-FERECA)VKALTH HE% (AXHwSH19-1)

HCI
HN\'/\O/

HAFF 1 SEAMERLE, A 2-FRATHE (33g) 50T )R
A (3.0g) BFEFEASY 1.5g (41%) .
IR (neat) 2949, 2794, 1587, 1453, 1122, 1033 cm’™’

CAFHF20
N-2-CEREA TRV R (AFhdH20-1)
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HN\/\O/\\

BARAG L S AMALE, B 2-CRATE (93.8g) HAAKAR
(142g) #3744 70.7g (51%) .
IR (neat) 2970, 2933, 2869, 2616, 1469, 1444, 1380 cm”

HEH 21 |
N-Q-FAL LRV R AE H#HBE (AEESHW21-1)

PN
o/\©

() 2-(N-B T S BB EN-F AR AR TE(SHERAH2 1 - 1

HCI

a )

>TQ;K;“W
0]

E2-(FRARAL)TE (10.0g, 96.9mmol) & &Ark7d (60ml)
BB T, RS T I ER T B (25.0g, 116mmol) 4 WA A
(40ml) &k, EBII 3.5 DIFEEEE R T Iv A 10%-F744 B AR
#(500ml), Al 28 T Eg( 500ml )F B, ¥ A HLE F 4aFfa R B /K(500m] )
ik, B RARBAMAK, BEME LR GEE, HE54mRME
WA E R (A48 TR/TETE =1/1) i, FIIFEL
St 24.0g (BRE) .

IR (neat) 3438, 1694, 1052 cm”™’

ON-2-FAE CE)N-(BRTEABR)F Rl (AF b2 1
- 1b)
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o g
YT

B 60%81047 (885mg, 22.1mmol) ¢ AR Ak (20ml) &
WP, REE TN 2-(N-R T AAHEKA-N-FHERL)TH (3.00g,
14.8mmol) . F 2 (2.6ml, 22.1mmol) ¢ LKW A k% (30ml) &
W, FE 6OCHM 4 e, AR IR kA2 T ik (100ml) , A
ERBERCHRTE (100ml) FI, #HMEREFREK (100ml)
Bk, B RKARBENK, REBE TR TEE, HFHAF G HRYE
iR AR €k (AEAE: TR/TBRTES = 4/1) ik, 1FFAFH4
A4 1.30g (30%) .

IR (neat) 1693, 1166, 1126, 736, 697 cm”’

()N-Q-FEA TR Al ZREGFHEH21 -1)

-
\/\0/\© HCI

JE N-(2-F A TE)-N-(8 T A& A)F A 8 (1.20g, 4.09mmol )
49 LER T BS (3ml) BR T, KRB TN AN-RE ZJ@?‘L‘.ZJ@\E{J“/‘%\“;&
(3ml) . ZRUH S5 M, WHE, BRERRERSE. FRNE
PR TR IR, REAFAAS Y 728mg (77%) .
IR (KBr) 2750 - 2600, 1127, 731, 696 cm’”

N-Q2-FARLFR)F Ak B8 (AFndHm22-1)
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O .

o<

R

£ 2-F ALK FE (3.14g, 23mmol) #3E (6ml) Bi&d, T8
A NS+ R (2.0ml, 24mmol ) 5 L /KEAEE4A (6.00g, 42mmol) . £i&
M —RE, BRELR, BERERR, EEGERGY T mAT
B2 (30ml) &, A2 TN EAL4 (0.87g, 23mmol ) . ZRHF
4G, EREERFARANGFRERK (15ml) & (30m]), AT
BR LB (100ml) FIR, FHNERefR K (20ml) %k, AR
IKIRBREPBLK ., MEMELRTEE, EFAWBIRD T oA LB
(25ml) , REZXE AN 6N-HE (10ml) . ¥ EERIREREE,
BIFE R T e N B, BIBFE LR, ACRTERE, &
B A7 A0S 3.00g (60%) .
- IR (XBr) 3300 - 2000, 1606, 1587, 1500, 1465, 1444, 1256 cm™

Fl 445 2| ;
N-(1,3- 8w 2- A FHEVFH Al HBE% (AFhdbH22-2)

A D e

S

& 89%
IR (KBr) 3352, 2973, 2683, 2554, 2413, 1946, 1693, 1572, 1476,
1388, 1296, 1150, 886, 781 cm"™’

F) 4% 1% 2|
N-(of-2-2 FR)-N-F Ak HB8E (AFsH22-3)
IR (KBr) 2952, 2774, 2573, 2426, 1587, 1447, 1156, 937, 760 cm”’

F) 4% 4% &)
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N-(Ewr -2 FE)NF BB HEsk (5% 2 2-4)
IR (KBr) 2943, 2727, 2680, 2458, 1594, 1232, 986, 735 cm’”

AHE) 23
N-FARA3-FOA-1-RARE XL (AEhESH23-1)

() N-FAEI-KRTEAAKRBE (£EF2 46423 -12)

L0

@)

A 3-FR T AEL (5.00g, 32mmol ) #9&AF (50ml) B+, TR
A NBACEEAEL (6.0ml, 82mmol) , V@M F A FBLER, FBH
B4 NI, R RAE RS . EARE 6 R 4 8 — R T (25ml)
R, WEHTNFRE (1.70g, 29mmol ) ) =& Fix (25ml)
ks N-F A vGek(4.5ml, 40mmol ). BT H—EE, IeK(50ml),
A BB (120ml) EI, HAHER IN-Z8 (50ml) . 0.IN-5
F AL RER (50ml) » Wafer K (20m]) RARE, B KRR
BRI RAEEE CBRTE, FEFAMNEH 6.00g (95%) .

IR (KBr) 3304, 2923, 2851, 1637, 1547, 1449 cm™

O N-FARLIFTA-I-AEE HBEE(AELSH23 1)

JEE 4848 (1.40g, 38mmol) &9 LB (75ml) BE P, kAHT
e N-F A A-3- LA RKEBIE (5.60g, 29mmol ) 4 & (50ml)
B, TBBH 25 PG, KAHTRAMAK (13ml) . 4N-5
FAARER (1.3ml) L K (3.9ml) , EREH—&, LER A,
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RE R YRR, AERE kA e LB (100ml) iR F, TRAA
ON-3: 8 (28ml) &, BAERYSE. EFR G RM P A T, LEk
B, REBIRRY ., BRAEREIERRE, WAT1FE 60 RS HATR M8
Y, RIRTEY ., 2HFEGREY, AR TE®RE, 1FEHFAW
A 1.20g (19%) .

TR (KBr) 3100 - 2530, 1449 cm’

kel 1
3- LBt -2-[2-(3-(N-2 2 -N- 7 2 £280) @ R 5)-5-F AA R AR
SeEebgk  HEH (OB 1 - 1) ‘

1.

HCl
O\/\/N‘OH .

~o

B 3- LB -2-[2-(3- 12 W AA)-5-F A A KA PR A B ek i 497mg,
1.18mmol) . N-FAZ A E (209mg, 2.36mmol ) #) %7K DMF
& (eml) ¥, BRI N4 (590mg, 4.25mmol ) \ #4044 (530mg,
3.54mmol) . ¥R EEE 60~T70C T4 3 MiTE, DIEFIR,
Aazk (50ml) , A BT B (70ml) FEIR, WA IEARKL A KikiE 2
K, BrafefiRiAk, AAKRBMBKE, BEME LB TE,
¥ 13 2) o) R gl IR &k (RS04 TR/TERTE =2/1)
WAk, EFRGERG T RNTERTE (2ml) , RAFTFTaRHL
Aan AN-FANHER IR TE AR (Sml) . R ERAER B E T
s o4 E, REMERN. EFRHRY FINTIK. T LB
W, RIAT & B, BRETIR, B2 781004 331mg (66% ).

IR (KBr) 3416, 1672, 1499, 1466, 1381, 1209, 1041, 750 ¢m
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B A 45 3)

3- LB A -2-[2-B-(N-Q2- B A THA)N-FEEL)RAL)S-FAL
REVK FoEvkk HBE (KESH1 -2)

WE: TE

IR (neat) 3325, 2957, 2604, 1669, 1497, 1466, 1382, 1280, 1211,
1061, 752 cm™

3- LB A -2-[2-3-(NN-3(2- 2 & AR L)@ & A4)-5-F ALK
RIE SRk HEHE (A1 - 3)

& 91%

IR (KBr) 3331, 2958, 2586, 1664, 1498, 1467, 1369, 1318, 1279,

1244, 1213, 1049, 754 cm’™

3-TLBLE-2-[2-3-(N-F A -N-2-Z X L H) A )R A AL)-5-F &4
RAEIR AR rdo HBHE (KEH1 - 4)

BE: 94%

IR (neat) 3308, 2955, 2596, 1671, 1497, 1466, 1382, 1280, 1242,
1211, 1046, 751 cm™

3-L B AR 2-2-B-(N-(FFR A FE)N-Q-Z2HX CAYAL)R A
B)-5-FAARAIR Bk HEE (KEH1-5)

WE: 76%

IR (neat) 3305, 2930, 2601, 1672, 1497, 1466, 1382, 1279, 1211,
1052, 754 cm™

3- LB A -2-[2-B-(N-(2- 2 A L A)N-G- R A /LA L) B &
A)-5-FAARAIR ikl HEBE (KA1 -6)

E: 56%

IR (neat) 3306, 2952, 2588, 1672, 1497, 1466, 1280, 1243, 1211,



200610139206. 8 o 1 ZE58/91m

1048, 751 cm’

3- LB A -2-[2-3-(N-(2-2 & TH)N--RL AT H)EA) & A
A)-5-FARARA K HoEododk HBE (ot -7)

I E: 53% |

IR ‘(neat) 3306, 2955, 2582, 1668, 1598, 1497, 1466, 1430, 1382,
1280, 1211, 1049, 752 cm’

3- LB A -2-[2-B-(N-(FF A A F A)N-Q-2A THE )AL YA &
A)-5-F REF AR Eok BB (o1 -8)

K& 73%

IR (neat) 3306, 2957, 2589, 1667, 1498, 1467, 1383, 1280, 1211,
1045, 754 em™

3- LA -2[2-G-(N-Q-H2 A T K)N-F A R HA) B B H)-5-F &
ARE)EFErkok BB (M1 - 9)

KE: 78%

IR (neat) 3307 2955, 2835, 1668, 1497, 1466, 1383, 1280, 1211,
1055, 752 cm’™

3- LBLA-2-[2-(3-(N-F AR B3 % A )-5-F S KA R HoZ mdok
HEH (el -10)
WE . 43%

IR (neat) 3416, 2958, 2723, 1672, 1577, 1499, 1465, 1429, 1381,
1323, 1280, 1242, 1210, 1040, cm’®

3-LBLA-2-[2-3-(N-(LRAHKE T H)N-FE AL R EAL)-5-F
PR R AR R S ek BB (fhd 1 - 1 L)
A 80%
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IR (neat) 3400, 2941, 2460, 1748, 1673, 1497, 1467, 1381, 1279,
1211, 1048, 752 cm’™

3- L BE A -2-[2-(-(N-(RAE S A T A)-N-F AR IR ARL)-5-F &
A RAPRoEekok M (o1 -12)

E: 85%

IR (neat) 3324, 3152, 3010, 2958, 1685 - 1680, 1498, 1466, 1382,
1324, 1279, 1243, 1211, 1047, 751 cm™

3-TBEA-2-2-B-(N-(NN-Z F R R A HAFA)N-FREEAL R
RA)-5-FREKERDRoErdok ABE (Kol -13)

HHE: 97% |

IR (neat) 2938, 1664, 1498, 1465, 1382, 1279, 1211, 1046. 751 cm’!

3- LB A-2-[2-(3-(N-F AA-N-F R EAK)AAR)-5-F AL KA
Fobokedkoh B (ol -14) |

K& 59% .

IR (KBr) 2948, 2300, 1684, 1500, 1464, 1384, 1284, 1212, 1038,
1013, 750 cm™

3- L BE A -2-[2-(3-(N-(2-(N,N-= F £ £ 4) 2 2 )-N-F £ 54) A 4
-5 FARFRA R ARtk BEL (AH1-15)

MR 59%

IR (KBr) 2961, 2623, 1668, 1466, 1381, 1279, 1242, 1210, 1040, 750

cm’!

3-2, BEA-2-[2-(3-(NN-Z A A R AP A AR)-5-F RA KA R A4
ek HhERE (/kSs¥1 -16)
A 91%
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IR (neat) 2957, 2594, 1672, 1497, 1466, 1382, 1324, 1280, 1243,
1210, 1046, 752 cm™

3- LBt AR-2-[2-(3-(N-F A -N-Q2-F KL LH)R L) R AL)-5-F 4,
ERRPRA Rk HBE (b1 -17)
M 43% ,
IR (neat) 2952, 2455, 1672, 1497, 1466, 1381, 1280, 1211, 1044, 750

-1
cm

3-LBAR-2-[2-(3-(N-(FRAH AT RA)-N-FRAAL)RAR)-5-F
FAF AR vk  HEE (el -18) -

A 50%

IR (neat) 2581, 1749, 1673, 1279, 1211, 807, 751, 699 cm”

3- LB A -2-[2-B-(N-2 & -N-F AL R E£)-5-FTRARL)
Rt (e 1 -19) |

KE: 67%

IR (KBr) 3187, 2864, 1681, 1574, 1500, 1465, 1379, 1217 cm™

% 64 2 |
3-LBEA-2-[2-2-(N-(CAAEA T H)N-FAAL)T A H)-5-F
FARAPR etk HBMHE (a2 - 1)

0

=L

O~ 0~ HCl
N
e

~o0

B F AL 1RV, A 3-TBE-2-[2-(3-38 TAIM)-5-FALE
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EJE Rk (500mg) FEAFAAA M 261me (44% ) .
IR (neat) 2577, 1748, 1673, 1282, 1211, 1106, 809, 752 cm’!

% 364 3
3- LBL A -6- R -2-[2-B3-(N-2-FRAA T A)N-E AL LA R A

A)-5-FRAKAR IRkt HEmE (b3 - 1)

HCI
O~

~0

E 3- LA -6-R-2-[2-3- R A2 )-5-F A R A1 H B ek o
(451mg, 1.09mmol ). N-(2-F &£ T £)-F & £ A(259mg, 2.18mmol )
AR T RTBARER Y, ERWAKEA (229mg, 1.64mmol )
44 (493mg, 3.27mmol) . ¥R ERAE 60~ T70°C T4k 3.5 )iy
G, BHEZER., ok (50ml) , ACEMTE (70ml) FIR, HA M
BARRAA (2K) . thfe ik, AAKKBARKE, BE
Wk LELCEE, WIRE MR A &bk (ASM: BT
B ) #hib, ERI R T AR (2m]) , KAHTFARIED
N AN-RALRCER TEIRR (Sml) . ¥R BRAER 6 BE TR
HSOWE, BREMEERN. BRI RG T N TEE, LB B8
B, BEATHGER, BETER, FRARMAMASY 349mg (60% ) ,

IR (KBr) 2937, 2460, 1684, 1501, 1464, 1378, 1215, 1041, 811 cm”’

) 445 3 | ‘

3- LBE R -6-F-2-[2-(3-(N-(2- 2 A T A )-N-£ A 2 £E) A F28)-5-
WA RARRFErkolx HBE (EH3 -2)

KA 66% |
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IR (KBr) 3288, 2605, 1684, 1420, 1380, 1217, 1056, 811, 745 cm’’

3- LB AR -6--2-[2-(3-(N-(2- A A& F 2K )-N-2- 2 A TR)RK) &
AA)-5-FAARAPRA R HBHE (kaHh3 -3)

BE: 60%

IR (neat) 3307, 2955, 2593, 1674, 1498, 1464, 1378, 1210, 1059, 810,
754 cm’!

3- LB A -6-F-2-[2-(3-(N-2F TAN-2-Z A CH)AR) R AL)-5-
WAARAR gk HEBRE (e 3 - 4)

LE: 48%

IR (KBr) 3297, 2596, 1685, 1214, 1060, 1043, 811 cm"™’

3- LB -6-F-2-[2-(3-(N- T A& -N-2- £ X LH )AL ) A A HL)-5-F
AR AR ok BB (A3 - 5)

KE: 48% ,

IR (XBr) 3306, 2648, 1684, 1217, 1094, 1040, 811 cm™

3- LB A -6-8,-2-[2-(3- (N (1-TARE)N-Q-£2ETHEL)ARE
A)-5-F AAREI Rkt HE8E (hE#H3 -6)

BE: 30%

IR (KBr) 3288, 2971, 1683, 1497, 1464, 1378, 1282, 1212, 1061, 810

cm’!

3- UL A -6-3-2-[2-(3-(N-(3-# ¥ £ )-N- %ﬁ%%%)ﬁ;&ﬂ) 5- ‘%7
ARAR Rtk BB (A3 - 7)

ME: 48%

IR (KBr) 3388, 1684, 1216, 1056, 811 cm”™
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3- LB A -6- A -2-[2-(3-(N-(2- 2 2 -2- F A A A )-N-F R A A K R®
AH)-5-F BERE )R FRodok S (AW 3 - 8)

KE: 63%

IR (neat) 3305, 2973, 2834, 1674, 1497, 1464, 1378, 1281, 1210,
1057, 810, 754 cm’™

3- LEA AR -6- R -2-[2-(3-(N-(2- B A L)AL R AR )-5-FAAK
AR beE gk BEE (O3 - 9) |

KA 46%

IR (KBr) 3368, 2952, 2831, 1684, 1500, 1464, 1378, 1217, 1042, 814
em™?

3- LB A-6-F-2-[2-(3-(N-2-F A T A)-N-E A A RAL)EEA)-5-
WRAREIRFrEkak HBE (HEH3-10)

BE . 78%

IR(neat) 3312, 2963, 2619, 1672, 1497, 1463, 1377, 1210, 1045, 810,
751 em’™

3286 K2 [2-(-(N-2- 5 £ T R)N-2-F A 7 £)ER) A 6
R)5-F AR ERRAE o BB (W3 -1 1)

K& 61%

IR (KBr) 3308, 2600, 1684, 1213, 1094, 1057, 811-om"

3- LB -6- R -2-[2-(3-((29)-2- £ A FARABAK-I- 2P &
A)-S-FARAFRK IR AvEebok B8HE (ko3 -12)

ME: 60%
IR (KBr) 3346, 2600 - 2500, 1684, 1215, 1041, 811 cm™’

3- LB AR -6--2-[2-(3-((28)-2- F A T A A8 R K- 1- )& &
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A)-5-F AR KA ookl B (a3 -1 3)
E . 64%
IR (KBr) 3424, 2600-2400, 1676, 1210, 1094, 1044, 810 cm”

3- LB A -6-R-2-[2-(3-((3S ) -HZAAMNIBAR-1-2)FAL)-5-F
BARKR gk HBRE (W3 -14)

MFE: 92%

IR (neat)3306 2956, 2594, 1673, 1498, 1463, 1378, 1211, 1044, 810,
755 cm’’

3- LB A -6-R-2-[2-(3-((2S)-F A A B A AP RAK-1-£)F &
A)-5-F AAFRVE - Erbok BBE (L3 -15)

& 82%

IR (KBr) 2545, 1747, 1678, 1236, 1210, 1044, 810 cm’!

3-TEA-2-[2-B-(N-ETHA-N-Q-Z X CH)AL) B EHL)-5-F &

FA-6-R KRk HBE (k4H3 -1 6)

& 95%

IR (neat) 3306, 2960, 2604, 1673, 1498, 1464, 1378, 1210, 1058, 810,
755 cm’™ "

3- LBt A -6-R-2-[2-(3-(N-ZR LA -N-(2- 2 £ TR AL ) A & H)-5-
FEREARL AN H#% (dH3-17)

K E 49Y%

IR (neat) 3306, 2957, 2594, 1675, 1497, 1464, 1377, 1282, 1210,
1046, 810, 754 cm”™

3 A6 B2 (2o LB R T R) LR )R A &
)5 P RARR Kok BEE (A3 -18)
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A 72% |
IR (KBr) 3315, 2950, 1680, 1500, 1464, 1377, 1211, 1043, 809 cm’!

3- LBt A -6-F-2-[2-(3-(N-FR A AL -N-(2- % 2 2 A 2) 7 BIL)-5-
WERARARIR Rk BBE (&3 -19)

HE: 87%

IR (neat) 3326, 2956, 2579, 2485, 1674, 1498, 1464, 1378, 1211,
1042, 810, 755 cm™

3- LB -6- R -2-[2-3-(N(1,1- = F R 2-2 K CHYRA) R A
AR)-5-F AR RK IR Fomrbok HEME (EWH3 -20)

KE: 82%

IR (KBr) 3210, 2958, 2865, 1679, 1501, 1463, 1378, 1298, 1211,
1049, 808 cm™

3- LB AR -6-R-2-[2-3-(N-2- £ KR TH)N-G-FATRAL A A
A)-5-FEA KRR Rk BB (oW I -2 1)

E . 80%

IR (neat) 3304, 2958, 2596, 1676, 1498, 1464, 1378, 1281, 1210,
1094, 810, 754 cm™

3- LB AR -6-R-2-[2-(3-(N-((1S)-2-# X - 1-F AX ZH)EL)PEA
A)-5-FRARKL K AFEvkodk BB (o3 -2 2)

A 72%

IR:(néat) 3334, 2458, 1673, 1211, 1058, 1045, 810 cm™

3- LA -6-R-2-[2-3-(N-ZAN-F AL ER)RAL)-5-F A
FARVR R rdolk BB (443 -23)
A 88%
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IR (KBr) 2943, 2643, 1673, 1573, 1498, 1464, 1378 cm”!

3- LB -6-R-2-[2-B-(N-Z A -N-F AL LL)AHAL)-5-F AL
FRAJEF Rk (b3 -2 4)

ME: 79%

IR (KBr) 3418, 2943, 2643, 1673, 1573, 1498, 1464, 1378 ¢cm’’

3- TEL A -6-F-2-[2-B-(N-F A A N-2-FTRA L)AL ) A&
£)-5-FRARRARA Lo DA (EH3 -2 5 )

K 81%

IR (neat) 2466, 1673, 1210, 1116, 1045, 810 cm"!

3- LB AR -2-2-B-(N-FAN-FREAAL)AAL)5-F AL
AJ-6-R K FoEebotk HEE (/LeP3-26)

ME: 89%

IR (neat) 2942, 2498, 1674, 1497, 1464, 1377, 1210, 1045, 810, 752

cm’!

3- LBt & -6-R,-2-[2- (3 (N-3R & &-N-F A EAL)AEL)-5-F &
AR Erdk HBE (bH3-27)

PR 57%

IR (neat) 2939, 2487, 1674, 1497, 1464, 1377, 1210, 1052, 810, 752

cm”

3-TWA-6-A-2-[2-C-(N-A A ARL)HAR)S-FAERL)XK
Frekekoh  HEE (EH3 - 28)

K 71% | |

IR (KBr) 2964, 2776, 2450, 1680, 1499, 1462, 1377, 1211, 1054, 811

cm’!
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3- L B A& -6-R-2-[2-B-(N-F TAN-Q-FAL )AL A &
A)-S5-FAARKIRFEvdok &8 (eH3 -209)

M2 79%

IR (neat) 2592, 1674, 1210, 1117, 1043, 810 cm”*

3- LB A -6-F-2-[2-(3-(N- LA -N-(2-F A Z )R A) B AL)-5-
TR R AR gk # ﬁéz,%h (4543 -30) '

M. 81%

IR (neat) 2600 - 2400, 1674, 1210, 1114, 1046, 810 cm"!

3- b & -2-[2-(3-(N-2-F Bk T 2)-N-F 0 £ £ ) A AK)-5-F
EAKAC-RAFFErkok HEHE (A3 -3 1)

BE . 73%

IR (neat) 2500 - 2400, 1674, 1210, 1106, 1046, 810, 751, 700 cm"’

3- T B 2 -6- R, -2-[2-(3-(N- (3 RETEAA)NN-FALAL)A R
A)-5-FEARKIE SRk BE% (kE®H3 -32)

ME: 61% ,

IR (KBr) 2922, 2608, 1676, 1498, 1464, 1378, 1210 cm’*

3.2 B A -6- R -2-[2-G-(N-Q2- TREA LA )N-F AL AL A &
H)-5-F AAREIRAE bk 2BB% (Lo H3 ~33)
IR (neat) 2600-2400(b), 1675, 1210, 1108, 1046, 810 cm’!

3- LA -6-R-2-[2-(G-(N-(F A & F 2)-N-2-F 84 2 K) Bk )7
AR)-5-F RAFRE S Rebobk  BBE (A4 3 -3 4)

MR 73%

IR (neat) 2936, 2588, 1676, 1499, 1464, 1377, 1210, 1040, 810 cm’*
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3- LB A -2-[2-3-(NN-R(2- T RA T )R A)RARL)-5-F AL
FAV-6-F R Eokok LB (/&3 -3 5)

I E . 99%

IR (neat) 2973, 2878, 2459, 1674, 1498, 1464, 1378, 1210, 1118,
1047, 810, 754 cm™

3- L B A -6- R -2-[2-B-(N-F A A -N-Q-F AL F L)AL P &
H)-S5-FARARK IR Fokveok HEBH (EH3 -3 6)

JKE . 45%

IR'(neai) 2941, 2506, 1675, 1605, 1590, 1498, 1464, 1378, 1282,
1050, 754 cm™

3- LB A -6-R-2-[2-(3-(N-7F A A -N-(tng K -2- K F )R A) A &
#£)-5- EP%%A%H‘%"?{%EW daHk (et 3 -37)

KE: 64%

IR (neat) 2961, 2457, 2062 1674, 1618, 1497, 1464, 1379, 1282,
1212, 1056, 754 cm’’

3- L BE A -6-F-2-[2-B-(N-(ch b -2- & F 2)N-F A A A L)H &
#)-5-F AAKRIREodolk BB (EH3 -3 8)

BE: 67%

IR (neat) 2943, 2495, 1675, 1574, 1498, 1464, 1378, 1211, 810, 751

cm’’

3- 2B A -6- R -2-[2-(3-(N-F 79 & N-(1,3- 58 ok 2- 4 7 ) B £ ) &
AH)-5-F AR KK Sfomedk EBME (Ao H3 -3 9)

K& 38%

IR (neat) 2941, 2496, 1668, 1574, 1498, 1465, 1378, 1282, 1210,
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1054, 809 cm™

5t 36 45) 4
3- LB A 2--G-N-ZA-N-FAARL)ARL)S-TAEX
A5 RUF AR ek (a4 - 1)

F F
=

LN

O\/\/N\OH

~o

B 3 AL, A 3-TBA2-2-C-REAL)-S-PALAXK
A T-5-Z AT AR E LA (400mg ) F 2|47 LS4 231mg(53% ).
IR (KBr) 3200,2972, 1675, 1596, 1501 cm’!

7 42 2) | |
L TEALR-G-(N-Q-EATE)N-FALEEAL)AEL)S-T 4
BARES-ZRTFTARAErkak HB% (e d - 2)

BE: 50% .

IR (KBr) 3338, 2970, 2632, 1680, 1595, 1499, 1430, 1323 cm"’

5 5645) 5

3- LEBAA-5-R-2-[2-3-(N- A AN-F A AR FHEL)-5-FAL
FAEVR ek e (tLe#ms -1)
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LN

' HCI
O\/\/N\OH‘

~0

A FE ) 3 FAER A, A 3- L@WR 5-%.-2-[2-(3- ;ﬁmgufk) 5-F &
AR AR E ok (551mg) 247 1S40 376mg (58%) .
IR (neat) 2944, 2834, 1680, 1497, 1463, 1408, 1379, 1282, 1211, 754

em”

A7 E) ;

3- B -5 F2-[2-G-(N-F A A N-2-F AA TR )VAA)AE
A)-5-F RARK IR IErvkok 8L (kA5 -2)

& 87%

IR (neat) 2937, 2619, 2494, 1682, 1497, 1463, 1408, 1380, 1323,
1282, 1240, 1106, 1043, 754 cm™

3T 8-SR [2-G-(N-2 5 TR)N-F AR R B RK)- 5.
A RARR Rk HEE (e HS5 - 3)

E: 92% ‘

IR (neat) 3304, 2953, 2624, 1678, 1498, 1463, 1380, 1282, 1211,
1055, 754 cm”

3- LB A -5-R-2-[2-(3-(N-(2-F & TA)-N-E R F L) A A HL)-5-
TRAFRIF ek RS (KEHS - 4)

I 65%

IR (KBr) 3347, 2965, 2624, 1680, 1499, 1464, 1379, 1283, 1211,
1053, 807 cm”’
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5% 76.47) 6 ,
3- LB -6-F-2-[2-C-(N-Z2 A N-FAARL)TARL)5-FAL
AR egekof (o4 6 - 1) |

S N
O\/\N,OH
<o PN
e 3 FIMR R, A 3- LB A-6-8-2-[2-(2-32 TEAA)-5-F 4

A X f&]z)&ﬂ-‘ﬁ“‘ # (400mg) #F B ARALLE 40 234mg (59%) .
IR (KBr) 3233 2971, 1679, 1592, 1574, 1495, 1463, 1378, 1210,
1052, 810, 756 cm” |

3- T B A -6-R-2-[2-(2-(N-(2- B A T H)-N-F AL AL LA H)-5-
VR KA Rk HEE (/&6 - 2)

KE: 76%

IR (neat) 3306, 2951, 2614, 1676 cm™*

3- LB A -6- R -2-[2-(2-(N-((1S)-2- 2 X - 1-F A A AR T &
A)-5-FRAERE IR AEvbolk EBE (o6 -3 )

KE: 75% |

IR (neat) 3322, 2800-2600, 1674, 1210, 1095, 810 cm™’

% 2&4) 1

3-L B -6-8-2-[2-(3-(N-#2 A -N-F B AL A)-1-F A/ A 2)-5-
WAARAPR bk (AT - 1)
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PR 3 BIAER AL, A 3-TBA-6-8-2-[2-(1-F F-3-5f § Kk
BEE AR AHR)-5-F AA XK IR Bk (1.70g) FEAFHNEW
397mg (28%) .

IR (KBr) 3280, 2975, 2935, 2835, 1679, 1573, 1494, 1465, 1377,
1210, 810, 756 cm™

F] £ 45 2|

3- LB -6-R-2-[2-B-(N-(2-Z A TA)N-F AL AL)-1-FA
FHR)-5-F A KA K FE ok ﬂlz R (ka7 - 2)

MR 40%

IR (neat) 3317, 2975, 2630, 1677, 1574, 1495, 1465, 1377, 1209,
1040, 810 cm™

52345 8
3- LB AR -2-[2-B-(N-F A A -N-2-F A& ) A )R AK)-5-F
SRR )R AErh Bk (b8 - 1)

=01

0 N HC! .
NN TN

~o

BT 3 PR, A 3-TEA-2-[2-3-AAAL)-S-TALR

17
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AR ekt (500mg) A 24721044 474mg (81% ) .
IR (neat) 2934, 2834, 2454, 1674, 1577, 1498, 1466, 1380, 1279
1210, 1116, 1044, 751 cm™

k]

] # 1% 2)

3- T -2-[2-(3-(N-(2- T A K T HE)-N-F A AR AL) R AL)-5-F
AFR R gk HEE (o8 -2)

K 76%

IR (neat) 2968, 2871, 2479, 1674, 1592, 1577, 1497, 1466 1322 em’!

k3645 9
(+)-3- LB A -6-F-2-[2-B-(N-F# A A-N-Q-F AL L)AL A E
FH)-5-FAARK IR Rk HBE (B9 - 1)

oty

HCI
O~

~o

B RAH 3 BB, B (H)-3-TBEA-6-F0-2-[2-3-R A A )-5-
TR R KR Kkl (1.50g) 324741044 1.53g (80%) .
IR (XBr) 2938, 2835, 2607, 2495, 1677, 1499, 1465 cm™

- R #FE
(H)-3- LB A -6- R -2-[2-B-(N-2- B £ TA)N-F A A A L) A A
H)-5-F RARA R AE ok HEE (odho - 2)
B 78% | |
IR (neat) 3307, 2939, 2609, 1687, 1497, 1465, 1376, 1211,-1061, 810

em’!
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(+)-3-LBEA-6-2-2-[2-3-(N-2- LR ZA)-N-F R A £ A )R &,
A)-5-FRAFAIR PRtk BBE (kb9 - 3)

M 49%

IR ‘(neat) 2973, 2940, 2881, 2602, 2479, 1675, 1592, 1574, 1498,
1464 cm™

(+)-3- T B 2k -6-F,-2-[2-(3-(N- 7 7 2 -N-(E-2- 4 F £) A £) %
FH)-5-FRAERAIRFEdok HErdk (thodho - 4)

WA 14%

IR (neat) 2937, 2478, 1675, 1499, 1464, 1377, 1238, 1043, 809, 711

-1
cm

(+)-3- L BEH-6-F-2-[2-(3-(N-(k 7 -2- 22 F £ )-N-F A £ £ 2) 7
FA)-S5-FRARKIRFokedink HEE (¥ 9 - 5)
K& 62%
IR (neat) 2970, 2471, 1677, 1499, 1465, 1347, 1210, 1043, 809, 747

cm’!

(+)-3- LBLA -6-R,-2-[2-(3-((25)-2- 2 X F A AA1B A K-1-R)R &,
A)-5-F BARARPR ek BB (b4 9 -6)

KA. 36% '

IR (neat) 3331, 2951, 2619, 1674, 1465, 1348, 1239, 1043, 810 cm’

(+)-3- T B 2 -2-[2-(3-((29)-2- £ & 3 &
H)-5-FRAKRK-6-RRIFoEkotk ok

KE: 60%

IR (neat) 3376, 2958, 1681, 1577, 1465, 1378, 1211, 1044, 810 cm’!

BB R E-1-£) A A
(12t 9 - 7)
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(H)-3- LB A -6-8-2-[2-(3-((29)-2- F A A HK A BB R K-1-2) A
FA)-5-FRARARARAH HERE (29 -8 ) |

B T1% '

IR (neat) 2955, 2855, 2554, 1747, 1679, 1574, 1465, 1348, 1210,
1045, 810 cm” |

(+)-3- LB A-6-5-2-[2-3-((29)-2- F AA T A At fBAR1-H) A
AH)-5-F AL RA ARk HEH (AW 9 -9) |
LE: 70%

IR (neat) 2940, 2836, 2610, 1676, 1574, 1465, 1348, 1238, 1041, 810

cm’!

(H)-3-TBE-6-F-2-[2-3-(N-Z A -N-F A A ALY R A L)-5-F 4,

AREIR Rk BBHE (AW -10)
M 19% |
IR (KBr) 2962, 2640, 2492, 1677, 1500, 1465, 1377, 1210,.1045, 810

cm’!

(+)-3- T -6-R-2-[2-B-(NN-Z F A A A AR EAL)-5-FAL
FAR)VR ekl Hagd (A% 9 -1 1)

K& 10% | |

IR (KBr) 2964, 2653, 1679, 1499, 1465, 1377, 1210, 1047, 810 cm”’

(+)-3- T A -6-F-2-[2-G-(N-F A A -N-F A £ ) A A H)-5-F &
AR ARE vk BB (e o-12)

B 74%
IR (neat) 2965, 1681, 1498, 1465, 1376, 1211, 1047, 810 cm™

(+)-3- LB A -6-R-2-2-(3-((29)-2-= T A F A S A BB AL E-1-
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AYVAAA)-S-TRAEL IR AE bk BBE (HAHO -1 3)
& 67%
IR (KBr) 2954, 1656, 1574, 1464, 1379, 1159, 1042, 809 cm

(+)-3- LB A 6-R0-2-[2-(3-(N-(2- 2 AL -2- F A A A)-N-F AL R L)
FEA)-5-F A ARk BEB (o9 -14)

KE: 35%

IR (KBr) 3331, 2957, 2639, 1676, 1499, 1465, 1379, 1210, 1056, 810

cm’

(H)-3- LB -6-F-2-[2-(3-(N- & K -N-F B A FAL) A RAKL)-5-F 4
ARADRemedok B8 (LS4 -15)

MR 16%

IR (KBr) 3347, 2942, 1678, 1499, 1465, 1378, 1210, 1044, 810 cm™'

(1)-3- LBE L -6-2-2-[2-3-(N-2- 2 K L A)-N-F X R E) A A
A)-5-F AAFRAIRFokedott B8RS (HEHI-16)

LE: 51%

IR (KBr) 3319, 2057, 2633, 1676, 1500, 1465, 1377, 1210, 1050, 810

-1
cin

E#4F) 10
(-)-3- T Bt B -6-R-2:[2-3-(N-7+ A A-N-2- F A4 2 H)84) & &
H)-5-F AR AR Rk BEE (EH10-1)
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g Y
HCI

O\/\/N\/\O/

~0

Wk 3 B BER A, A()-3-TEBE-6-R-2-[2-(3-A & A E)-5-
P EARATRIEAH (1.09g) REFEKA Y 790mg (56%) .
IR (neat) 2939, 2487, 1675, 1498, 1464, 1210, 1116, 1042, 810 cm’'

) A 4% 2|

()-3- T Bt & -6- 8 -2-[2-G-(N-(2- £ £ TE)N-F & £ A L) A &
A)-5-FRAA KA R AEekok HBE (S 10 - 2)

KE: 60% '

IR (KBr) 3294, 2936, 2591, 1688, 1497, 1465, 1374, 1283, 1211,
1061, 810 cm” -

(-)-3- T BEF-6-F-2-[2-(3-(N-(2- T A& TH)-N-F & L AHL) A &
B)-5-F AR )RRk HRBRE (4410 -3)

BE: 61%

IR (neat) 2973, 2936, 2881, 2617, 2486, 1717, 1676, 1592, 1573,
1498, 1464 cm’™

L) 11
(+)-3- & B A -2-[2-(3-(N-(2- T

A TA)VN-FAXRL)A R
A)-5-F AARRRAErdodk HERE (

(4bodp 11 - 1)
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=i

O\/\/N\,/\O/\ HCI

~o0

B g M) 3 AAE, A (+)-3- OB A -2-[2-B-A R R A)-5- T A4
FAVRSFE ekl (966mg) F 2|4 MAY 67Tmg (52% ) .

IR (neat) 2968, 2611, 1967, 1675, 1592, 1577, 1497, 1466, 1380,
1278, 1210, 1160, 1107, 1046, 750 em"’

F) 4 1% 2|

(F)-3-T B A -2-2-3-(N-F A A-N-Q-FAREA AL )R &
£)-5-FRARK R E HBmE (el 1-2)

KE: 95% .

IR (neat) 2968, 2611, 1967, 1675, 1592, 1577, 1497, 1466, 1380,
1211,1117, 1046, 751 em™

(+)-3- LB A -2-[2-3-(N-(2- A K T HA)-N-F AL A L) B A H)-5-
FAARAIR Rk BB (A1 1-3) ’

A 37%

IR (neat) 3321, 2963, 2621, 1672, 1592, 1497, 1382, 1211, 1047, 752

em’!

E34 1 2
3- LB A -2-[2-(3-(NN-Z LA &, %ﬁ@&gs?i%ﬁ%ﬁ%u
ok HERE (KEH12-1)
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0

{1

O ~AN HC

~o

EO3-TUBA-2-3-F K5 F AARE)EAE L (700mg,
2.32mmol ) = XA H (609mg, 2.32mmol ) ééimliwiw}‘\"r% (4ml) =&
e, Eiﬁ?ﬁb’(ﬁﬂ)ﬂ%ﬁ;ﬁﬁi;%ﬁ@% (470mg, 2.32mmol) # %
K Erkrd (1ml) &R, 3-=F AR/ A-1-RBE (0.35ml, 2.32mmol)
WAk Skl (Iml) B0R, H3E2 R, REEERE, BIREH
Mok AR it aE IR AR €9k (AshAR: LERLES/TEE =20/1) 4k, A
FE R T NGB CER (2ml) , WRAH TR AN 4N-
imﬁa&a%%ﬁ(wme%&ﬁﬁﬁmﬁ%ﬁaTﬁ#mﬁﬁ

. BEMEEF, FEAFMMS Y TT5mg (74%) .

IR (neat) 2944, 2581, 2468, 1672, 1498, 1466, 1382, 1279, 1244,

1210, 1044, 752 cm™

3- LB A -2-[2-(2-(= F ALA) TRE)-5-F AR F AR IR ok
#E (hedhl12-2)

WE: 62%

IR (KBr) 2967, 2370, 1676, 1496, 1464, 1382, 1351, 1283, 1210,
1030, 754 cm’” |

LA 13

3- LA -5- R -2-[2-C- (= FAARL)RAR)-5-F SARKKA KRG
sEvlok HhEH (e 13-1)
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&%%W?ﬂ#&f B 3-TBLE-5-R-2-(3-F A -5-F AA R
FIFEekgk (600mg) FE|ARAMLAH 407Tmg (50%) .

IR (KBr) 2961, 2572, 2510, 2449, 1683, 1496, 1464, 1376, 1315,
1211, 1042, 842 cm’

FZHP) 1 4
3-LBEE-6- R 2-2-C-(N-ZAAHEATFTAN-FRELAL) A A
H)-5-F RARKIR vk HERE (o1 4-1)
Cl

0

g

0

~o0

B 3-TBLA-6-R-2-[2-(3-(N-F A A R A ) R A K)-5-F A XA
FAEebok (ERH) 30ERMGMEY ) (474mg, 1.08mmol) #) KK
W RFBESRY, TRAAKET (299mg, 2.16mmol) « £ T
B2 BE (0.13ml, 1.13mmol) . BREZBRETRIFH 1.5 'J‘Hd:/é, Hm 7K.

(30ml) , Bl LA (50ml) EIR, ¥AMRERKAK (2Kk) ., 165
RHREE, ARKRBREPLK, REEE LB, FFI eIk 4:a
AR Gtk GASIM: TIR/LEATES = 1/1) ik, ERE
’Jk%‘:}jz’”)\‘?ﬁ? (2ml), WRHTAEHED A 10%- 544 A B2
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R (5ml) . W E B RAEF AR E TR 5 5475, BEMBEEA,
15 2] 47240 A4 S42mg (90%)
IR (neat) 3406, 2942, 2458, 1747, 1674, 1498, 1464, 1378, 1210,
1042, 810, 753 cm™’

FEP) 15
2-[2-3-(N-2-ZH A THA)N-FALRA)RARL)5-FARAK
A-3-TBA-6-R Kok B (/a1 5-1)

0
0\/\/N\/\o/”\ HCI

~o0

B O3-LEAE-6-R-2-2-G-(N-Q- B A CE)N-F AR AL)RE
H)-5-F AAFARIE gk E 8 (300mg, 0.58mmol) # ki
( 0.47ml, 5.80mmol ) E &R ¥, K% H T oA T 85 (0.26ml,
2.91mmol) /&, EBHEIE 2 DI, ERE R T A A4bFe s BLE 4 KB
% (50ml) , )ﬂ&ﬁx&@la (50ml) I, ‘]Taﬂxafﬁaé)ﬂ/@ﬁﬂ/\ﬂ‘ﬂﬁ
(50ml) 2k, B AKRBREPKE, BREIBE TR TE., 1512384
R EMRAE LB TE (1ml) £, KA Tl AN-BWE T
BRI (0.5ml) o BALREUE RS, 135484044 277mg (92%) .

IR (neat) 2604, 1745, 1676, 1211, 1050, 810 cm’’

EHB 16

3- T A -6-§-2-[2-(3-((29)-2- LB A T A R AAB RK-1-5) B &
£)-5-FAARA R SFoErbok WL (a1l 6-1)
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BeZAp 1 S AMRE, A 3-LBA-6-A-2-[2-G-((25)-2-B A F
AAABAFR-1-R)RAK)-5-F B R K K bk (500mg ) #3)
WA 556mg (95%) .

IR (KBr) 2594, 1745, 1676, 1210, 1045, 810 cm”

L] 1T
2-12-(3-(N- T B A -N-7 R AR £ ) R 8K)-5-F @R A ]-3- Bk

A-6-RA KR ekolk AT FRABRE (AW 1 T - 1)
o)

ka\f 2 @

~o0

BEkAH 1 SEMERE, A 3-TBA-6-F-2-[2-C3-(N-# & -N-#%
AR R EALK)-5-F AA XA T 550k (300mg) 153 Fr 8406
# 266mg (60%) .

IR (KBr) 3700 - 2000, 1805, 1722, 1679, 1573, 1499, 1464 cm’”!

P18 .
3- LBL A -6-F-2-[2-(3-(N-F A A -N-Q-FA AL XA AL A &
A)-5-F RAFERPR IRk B (=618 -1)
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B 3-LB A -6-R-2-[2-(3-(N-(2- 2 & T A)-N-F A R A A) A &
F)-5-FARARKIRFrRedok HBERE (300mg, 0.58mmol) . H=
(0.39ml, 4.70mmol ) =& Fix (0.5ml) XEF, RKRAIFIAKXK
WELA (0.20ml, 1.20mmol) . EFMMEBETHRE 2 NFE, AR
ELE P A NABFo 2R B S 4h KR M (50ml) , A B B8 ( 50ml) FE IR,
LB CBEER 10%A7 BB KIE R (50ml) 2ok, F/KABR4EML/KE,
BAEBF TR TE ., FREMiBTRRAEE SR (AT LR LB
JEBE = 10/1) 4h4b, ¥FRE 4 RMIEMAE TR T (1ml) F, %
BT AN AN-BACE LB TEE R (0.5ml) . BB BB R RS,
B TS 211ime (62%) .

IR (neat) 2456, 1721, 1674, 1272, 1210, 1110, 1044, 810, 754, 712

cm’!

7l 4% 4% 2

3- LA -2-[2-B3-(N-2-R T A A AT A)-N-FRALALAL)A &
A)-5-FAARAE-6-RARAErbok M (ko188 -2)

wE: ¥ |

IR (neat) 2494, 1730, 1678, 1465, 1282, 1158, 1045, 811 om’

LA 19

3- LB A -6-R-2-[2-3-(N-F A A-N-2-FAA THA T LAL)
AEM)-5-FRERA IR Erkok  HBE (e H19-1)
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O\/‘\/N\/\O/U\/O\

~0

F 3-LBEE-6-R-2-[2-B-(N-(2-Z X TH)-N-F R ELL)F A
H)-5-F ABE KRR Edoh 28 2% (300mg, 0.58mmol ) 49 = Lk
(0.41ml, 2.90mmol ) « Z& T (1.0ml) BR&RF, RAHFThAT
A4 CEBA (0.08ml, 0.87mmol) . EEBHIE 2 DE, ERERT
sk (50ml) , A TR THE (50ml) FI, TBTEERGRELLK
(50ml) #oif, TIKARBENNK, BREBXLBRTLEE, HEGHiE
W B itk CRBIAR: RAF/ T B = 50/1) sk, 133060k
EAETCBRTE (lml) ¥, RAF TN AN-RLE T LEER
(0.2ml) . B FRBERE, B3 ALY 340mg (£F) .

IR (neat) 2477, 1757, 1676, 1281,1127, 1043, 810 cm”’

Z 342 0
3- LB A -6-5-2-12-G-(N-F A A-(N-Q2-F &4 F AR CR)AE)
AAR)-5-F AEREPRI Bk (e 20-1)

SN N N N ol

~o

B 3-TBEA-6-A-2-[2-B-(N-2-Z X LHE)N-F R EARL)H A
A)-5-FAA KA R rdolk 3 AR 2 (235mg, 0.46mmol ) = FF
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o(2.0ml) BET, KEHT AN NN-Zf &ETE (0.18m],
1.01lmmol) « & =9& (0.05ml, 0.55mmol ) . ZBIt¥ 35 NP
FE R B P An NS AR BR 4K (50ml) , A BB (50ml)
R, CRUEBERMBRABAK (50ml) ki, RKRBRENKE,
WEABE RGBS, WRE WAL ARAEER CADA: A5/ TE
=20/1) #bdb, BB AFALEY 124mg (52%) .

IR (neat) 1682, 1234, 1151, 1108, 1043, 810 cm™

Bl £ 4% 2|

3- L LK -6-8-2-[2-3-(N-F A A -N-(2-(2-F A THA T 44)
LAY RA) B EI)-5-F RA KRR oRekotk (LS4 20 - 2)

& 71%

IR (neat) 1681, 1210, 1161, 1044, 810 cm’

[ 4050 40 ]
A M 6 — R ] Bl %0 TF BT T

1) kAl
271 100mgw

K E B4 , lmg .
LB 66. 4mg
TR 20meg

BT R F A4S 6m g
BAET R 4meg

R8P B 44 0. 6mg

ELERRFGRAT, REORN (FlirRiPRELE. T
B, BMEFTRAMORT) 2meg OR, TUEI B EHHE
RAEF (ATFTRFHEANLRAM) . o ELAERLARSH AR
WA e &, TAFE B A E 6 R R,
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2 ) IR A

F1 150mgw

AERNE D 5mg
FLHE 145mg

E U REARALRA DA AR RA I, TOAFE A 2 IRE

V8
P Iaeniy

[%5 32 X5 ]

1. ) GTP &4 WRZ R L% #E4T « — B[ R MR LA RS F 49
MR 5

Jinmin Zhu et al./& J.Pharmaco.Exp.Ter.,282,676-684(1997) % k%
THWE « - TR R TRESHFFGIFNTE, 7, RAAA
K~ TR B RSARAS AR R B 5 - BB (GTP)M ik, M FE
FAR X ARATE A F AT A AW x ~ TR A RS ARE R E
WAER ) #ATRM.

(BH AL F RGBSR )

Y N-2-2 R CREKRE-N -2-Tk#AB (HEPES, 4.77g) . #4044
XK AH (2.03g) . B4 (5.84g) . L= — LB =43 (EDTA2N,,
0.37g). DL-—#i %488 ( DTT, 0.15g) A A 4 % & & & (BSA, 1.0g)
afRERAKY, AEAAMNMAE pH £ 74 5, BB EKER
% 1L, A% RER ALET R,

(10% =% LR-2F AEFZRWAHF)

MsFFF LA (DMSO) | ZERABFALTR 9 XE, A

%) 5%, 10%DMSO-2F A & 7k,
(50mMTris — B ¥ & o)A %) )

Bz (AT R)RATHERE (TRIZA-HCI, 66.1g) PAR = (#
£ A)E A T4 (TRIZA-Base, 9.7g) BMARL KT E, Fiois
€ 10L, A4|4F 5] 50mMTris - BB E & (pH7.4) .
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( x ZARBEATFE LR H )

KB TRA K ~ TR PR ZARIESRE S (100unit/m]) EZRF
FlE P 604&. Bob, WiZIRIFAERERESITHRA..

(ARAAC A4 R 09 A %) )

WA A A E R A 100%DMSO i T 432 10°M i b
EOR)E, EIE10°M BRI YIER T INBE A E T RED 10°M
AT, KRB 10°M AR A0k F e N 10%=F L

BT A A%, A& 10°M. 10°M. 107M. 10°M & 10°M #
A AL AWy IR

(Padbst BB 25 ((-)-U-50488) Bk eyiA#])

FERRI TR Cdntited « — T A YR SRLFHF G HH
(-)-U50488 ( J.Pharmacol. Exp. Ther., 224, 7-12(1983) ) #£ 4 fa kst R

H(-)-U-50488 = fE A 100%DMSO &R F 4E 4 10°M Fa Mt BE 25
RS, F2iE 10°M AT BB ER T A NRF AEA R, EH 10*M
WAL A YRR, KRB, £ 10°M Mkt BB EETF A
10%DMSO-2H A & 4k, AHIAR 10°M Fadist B8 255k,

(5% 5 - A8 (GDP) &ER&R4AH)

1% GDP /MR A 4k ¥ 4 55 10°MGDP i3k, £i% 10°MGDP &
B A NGRF A A% AR 10°MGDP IR R .

(AR AT M AT 2R A 49 8 ) )

JE10°M 89[°S]GTP vy S ¥ am NIBH A RAH, AHA 10°M
AT M FFARIK T .

(R F %)

1. Eg3EEFANRE LA R (5001) . 10mMGDP 5% (50
H1) v x ~ A AR ZRBRIFAES (300u]) o BARLESHIE R U
za[”SJGTPy S(50ul) &, 30CTIBF 60 44F.

. EHRE P I S0mMTris - 3B E R (pH7.4) 48 R 151k
Fl GF/B i iR B8 ATt G, A SOmMTris - 3 824 9 % ( 3ml % GF/B
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AT R B ks 3R

3. ¥ GF/B L& B K , B B 3h4 B % (automatic dispenser )
¥ GF/B iLiE % i%&é%\h% BTN

4, FBizHRF e Scintisol EX-H (5ml) YA #SBER
m&wmﬁﬁ%ﬂmkﬁﬁ%gﬁ¢%ﬁ%%',m&1%ﬁo%%
&4t 7% Pl CPM(counts per minute) & 7% .

(x - MR HFEMRZAREFHHEEA T EX)

AR M x - TR B FE LRI HE M, 2
10°M(-)-U50488 #4[*°SIGTP v S #5646 25 100 % B #9 [P °S]GTP v S 454
%k A, B, TR TFRAEH[PSIGTPy S 44,

[**SIGTP v S 44 % = [ A4 4 [*°SIGTP v S 4 A (cpm) -
F #9 [PSIGTP v S £ 4 (cpm))/[ FB M T BB 25 (107°M(-)-U50488) 44
[**S]GTP vy S féé\(cpm) WA [PSIGTP vy S £ 4~ (cpm)] * 100

(ﬁ%%%)

VAT Z RIS R —44), #Maaiksdh (b3 - 2. 4ewm3
~1 1. b3 - 12,4643 -14. &3 -25. b
$3-33. eW3 -38. EMmd -2, HEHS5 -3, b
MT -2, e -1, KEHI -1, eI -2, e
-~ 3.4 -4, M9 -5, eI -1 0., Lo -
11,469 -12.48Hm9-16.4t4bH10-1., ki
10-2.46%10-3.4b411-1,4b411-3.4
20 - 1UBRMEH20-2) % 10°M I [°S]GTP v S 44~
(x ~FTAMEDFEZEREHF) FH (%) 2ok 1 FTF,
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[& 1]

WA AW [**S]GTP y S&&4-%
a4 3 — 2 66.5
e 3—11 53.17
AaeHh3~12 75. 6
b 3—14 59. 8
A3 —25 67.9
o3 —33 75. 8
W43 —38 58. 4
Héha — 2 65.1
a4 5 — 3 51,2

. AT -2 62.9
e s -1 103.0
e 9 — 1 93,2
A9 — 2 103. 9

- A9 — 3 117.5
e 9 — 4 72.1
a9 -5 132.5
*eho9—-10 116.8

A4 9 —-11 55.0
et 9—12 107.9
hedh 9 —~16 57,2
edh 101 50.5
WweH10—2 65.8
A% 10~3 55.7
Adh11—~1 66. 8
EP11—~3 85, 1
a2 0~ 1 65. 1
A 2 0 ~ 2 50.5

(LRI R, RFL 1 XX HME)

do LR AT, AMUEHE T RK R ¢ - BT B DR

HFER (FR) .

2. AR B EHA (rising) H 4 WRAZF R EAE A X%
Anderson et al.i# &4 A ) |, LB £ H (rising )i&( Fed.Proc.,18,412
(1985)) 44 & Mt 4R MR 7 i . SbALME A X AF /N R LBE A
(rising ) #EATHARL S 0 AR F 28 AE B K, S A B

& 41 s R AT IR
(0.7% T B o A #) )
B 99 7% LB P I AL KIEZER 0.7% BRI,
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(B Fik)

YAk (30mg/kg) 20425, 20 o474 AR T & 10g
2% 0.1ml 9 BEIR AL T 0.7T% LBRIE %, REE LA YL E, i
WA 10 4T £ 20 o4r 8 3L aG B (rising) k3K, %k
MERAZT R SAER .

P &R T NG AR

R4 6 AR F R A R A ) B R T, 9 H) 218 12 Vehicle
ey A (rising) ks, B TFXHEBY,

IEE () =[1- (B Hae Lo

Vehicle 4849 _EFFR4k)] > 1 0 0

(KIZ&ER)

VAT AE A iR s R —15), kA (b3 - 2. e
3-25.eMm3-33., HBMS -3 KW T - 2. HEH
0 - 1, M9 - 2. oM. WO -3, W11~ 1,
M2 0~ 1ABAEH2 0 -2 ) BRBEEHRER (HsTTF
Vehicle 2889 EFA R IHIE (% ) ) 40K 2 AT 5,

[£2] |

AL A ' iR (%)
et 3 — 2 76, |
we#h3—-25 91.0
EH3 —~3 3 99.5
o 51.6
et 7~ 2 _ 70. 0
Lo 9 -1 97.7
edh 9— 2 . 81.2
- Aedho—12 57.8
i 9 — 3 100. 0
e 11-1 98.3
A 20 —1 94. 8
A 20— 2 81.7

(BRI RA T bl F 3 1H) :
do LR E 2 BT, KL AESER DR B EH (rising) M H
1B F R T RI P R A R AR E R RAE
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RER 2 - EEAEFELRTEDRLL (KeH) EARK
R%K—Wﬁﬁ%ﬁ%%ﬁ%ﬂ%ﬁm&%ﬁ%ﬂﬁﬁm5@%,$
A MVE A B . BRI AR R A L.
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