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% Tween80 <Qtl£>0 

[0049] mmzmmtmmst 
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[0053] fu§E©^$^i£{£#l^C|B^£ft£^$^§B£Hb^](£>M&s otitis 

[Z^mtMWshtc^), ^P^y-e(i^0.05~1,000mg% )iM"e(i^0. 01-50 

0mg, ^J-e^1~1,000mggjS-eS>i>o 

[0054] 3.tcs ^ U&tz.1) 

WMs ^s ^.mmz^^xm^J-mz^M-c^^^ atj^A (W 

fi50kg) 1 0 fotcV &J0.05-5, 000mggJg-C£> y, 0.1 ~1, 000mgtf$? £ U < , 

Z.n* 1 0 1 lA\ 
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4-k?/^ 'J iz—JU 2-0 PP-2, 2-^7 x "JUZ-trx- h MMlk 

^iMPharmazie (1988), 43(2), 86-90. (C|Bl^CD73/i(C^-z)Tt#'Qtl/c4-t:0 

2- Id KP3^>-2, 2-^7 x-JUT'-tix— K (3.00 g, 8.6 

2 mmol) \zWctt-)\/ (3.1 mU 42.1 mmol) £ V* ^U7fcJUA7 $ 

80°C(CT2Ptr^iS#L/co ;1J±T>MSU 4-tf 

2-^7PP-2,2-^7x-JU7"tzx-K dGMb^ 

[0058] mmiw 
4-piper idinyl 2, 2-dipheny1-2-(3, 3, 3-trif luoropropoxy)acetate hydroc 

h lor ide 4-^U^-JU 2, 2-^7 x ~JU-2-(3, 3, 3- h <J 7P 7°P/1^ 

K JUStJJl 

##15111 IC3, 3, 3- K lJ 7-IUTI" P 7°P/^y — JU (25. 0 g, 1.10 mol) £}][]*.* 

»miTtcTi00Ptp^#u/co mj±Tmsu ^/THH 

x^JU<h2-7°PAV-,lU£ffl^T^I|-t££«hT\ iHlHb-n^] (13.6 g, 5 

6%) Jk&&m*£Lzmtca 

[0059] mMM2 
4-pi per id i ny I 2,2-d i pheny 1—2—(3—f luoropropoxy)acetate hydroch lor ide 

4JU 2,2-t?7i-JU-2- (3-7;U^P7°P^dri>)7-fex-h 

3,3,3- h 'J 7>/U7t-P7°P/'?y-JIU0'(^t)l'J (C.3-7 JUTI" P 7° 

P/V-JU£ffllNT^II'fb^£efe@ft£ UTt#/co 

[0060] ^wy3 

4-pi per id i ny I 2-(3, 3-d i f luoropropoxy)acetate hydrochloride 4-tf^'J 

2- (3,3-^7>/U^|-P70P^dri>) 2,2-^7x-JU7-fex-h 

iH 

3,3,3- h 'J 7;U^-P7°PAy-<IU®'(t^bl'>l ̂ 3,3-^7^^ 

P^pAy-JU£ffl^TilIfHb^];&afe@{*<h LTt#/co 
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[0061] mmm 

4-pi per id i ny I 2,2-d i pheny 1-2-(2,2-d i f Iuoroethoxy)acetate hydroch lor id 

e 4-H0^U^-JU 2,2-^7x"JU-2- (2, 2-^7^ P x h+^)7tf-

K 

3,3,3- h U y Jltn-fn/iy IZ2,2-V7 )lt 

px^ ; LTt#/co 

[0062] 

4-pi per id i ny I 2,2-d i pheny 1-2-(2,2,3,3-tetrafIuoropropoxy)acetate hydr 

och lor ide 2, 2-^7 i " JU-2-(2, 2, 3, 3-x h =? 7• 7° 

P/l^'vOZ-tzx— h 

3,3,3- h U 7JU^P7°P/^y->'KZ)^^bl'J (C2,2,3,3-x h 

LTt#/co 

[0063] ^wy6 

4-pi per id i ny I 2,2-d i pheny 1-2-(2,2,3,3,3-pentafIuoropropoxy)acetate hy 

droch lor ide 42, 2-^7 x " JU-2- (2, 2, 3, 3, 3-^>^ 7JU 

^••7°P^^T'>')771ZX— K 

^IWyHC^i;, 3,3,3- h U 7JU^"P7°P/^y->'KZ)^^bl'J tC2, 2, 3, 3, 3-^ 

>^7JU^P7°P/^y->'U^:ffl^T^S^^;&Sfe®^«h LTt#/co 

[0064] 
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[H1] 

mum R 1H-NMR (DMSO-d6) 5 (ppm) m. p. CC) 

1 -CH2-CH2-CF3 

1.63-1.69 (m, 2H), 1.87-1.94 (m, 2H), 2.48-2.57 
(in, 2H), 2.75-2.90 (m, 2H), 2.95-3.05 (m, 2H), 

3.38-3.43 (m, 2H), 5.05-5.08 (m, 1H>, 7.34-7.41 
(m, 10H), 8.65 (brs, IH) 

152-153 

2 -CH2-CH2-CH2F 

1.63-1.69 (m, 2H), 1.82-1.94 (m, 2H), 2.80-2.85 

(m, 2H), 2.96-2.3.02 (ra, 2H), 3.25-3.32 (m, 

2H), 4.46-4.50 (m, IH), 4.58-4.62 (m, IH), 

5.03-5.06 (m, IH), 7.31-7.40 (m, 10H), 8.67 

(brs, IH) 

135-136 

3 -CH2-CH2-CHF2 

1.64-1.69 (m, 2H), 1.90-1.99 (m, 2H), 2.06-2. 10 

(m, 2H), 2.78-2.82 (m, 2H), 2.95-3.01 (m, 2H), 

3. 29-3. 34 (m, 2H), 5. 05-5. 08 (m, IH), 6. 02-6. 37 

(m, IH), 7.32-7.40 (m, 10H), 8.78 (brs, IH) 

130-132 

4 -CH2-CHF2 

1.66-1.70 (m, 2H), 1.89-1.97 (m, 2H), 2.65-2.75 
(m, 2H), 2.95-3.05 (m, 2H), 3.39-3.46 (m, 2H), 

5.03-5.08 (m, IH), 5.95-6.29 (m, IH), 7.33-7.42 
(m, 10H), 8.65 (brs, IH) 

172-174 

5 -CH2-CF2-CHF2 

1.63-1.71 (m, 2H), 1.89-2.02 (m, 2H), 2.75-2.85 
(m, 2H), 2.95-3.05 (m, 2H), 3.65-3.72 (m, 2H), 

5.06-5. 12 (m, IH), 6.49-6.75 (m, IH), 7.33-7.44 

(m, 10H), 8.65 (brs, IH) 

128-130 

6 -CH2-CF2-CF3 

1.62-1.70 (m, 2H), 1.89-1.99 (m, 2H), 2.78-2.84 

(m, 2H), 2.95-3.05 (m, 2H), 3.84-3.90 (m, 2H), 

5.07-5.11 (m, IH), 7.32-7.46 (m, 10H), 8.64 

(brs, IH) 

98-100 

[0065] 

1. 

rng/kg 

ik&ytl £ L T (is 4- tr^ U V)\s 2,2-V7 x ~)l-2-7° • 7 "tr x - h ( 

ttmm zm^tco 
[0066] U^>1.2 g/kg£StM$^LJ»L/cm, m^RXtm 
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ALfco h7>Xfi-

v—iz&mu ©sstc&^aA^c-tz >y K L/C^> U > 

(C}g^ LIB® L fco #f5tts J«(C}g^ L tc v -f y • V 'J > *>*# > 7°<£ y £ 

fc0 L tc~?-f ^ p 'J >> 7 <£ y ^.iM^im)<^^:3 mL/hrT'S^S 

^;IAU ww}&w.mzft?m&fti±<Dmk^IB®L/C0 

[0067] 2. IWig&tmf+Mr 

^m80#r^<fc y30^^0®3IS^Es L&^H 

©J*3IftE©£W©¥*^Lt£tl!±! L/Co 

J*3IS^E©¥*^it£tl!±!U iSm(i¥i^S±^I^-e^L/co 

I# J;b$X (C &St uden t © t&fc £ IN tc0 

[0068] 3. |£H 

iz^to 

fafrtfBRbfrlzmfr^tco J*3IS^E©€TOSfEttJ*£^©JlH© 1 

&3Ltiz&&. Lxmrnzh 
& t^TL ib>tltc0 
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3^111] Ubi] 

ms vmik^n 
juS^-f] ^xit'tcDiko 

5R112] R^\ 7vmk^ntc&mwLy 

^Cll3] R^\ 2 ~ 7{®07J<^J1?^7 >>^^b^tl/cn-7°p 

I11 Xtt2 ©^TtlAMC|ES©^> VJUltx^xJMb^Xtt^t 

5RII4] R^\ 3,3,3- h U 7JU^"P7°P tfJUg* 3-7 JU:* P 7°P tfJUg* 3,3-

^7]^ P 7°P tfJUSs 2, 2-^7^^ P x-^JUSs 2,2,3,3-jh77 

)\z^ P 7°P tfJUg* 2,2,3,3,3-^V^7J^P^P ̂ )VS(D^ttltx 

li^RlM 1 75H3 

5RII5] (a) ~ (f) ©iN-f tlAMClES©^ > ̂ U^x^xJMb^tlXtt^© 

>Mo 

(a) A-^\)V~)V 2,2-^7x"JU-2-(3,3,3-h U 7JU^P7°P^ 

dri>)7lzx— K 

(b) 4 2, 2-^7 x -JU-2- (3-7JU^ P 7°P^^ri>) 7 

"izx— h 

(c) 4-e^U^-JU 2,2-^7X"JU-2- (3, 3-^7)Vt P 7°P^^ 

:>) Tiz^r— h 

(d) 4-e^U^-JU 2,2-^7X"JU-2- (2, 2-^7^ P x h =^>) 
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7izf- h 

(e) A-^\)V~)V 2,2-^7x-JU-2-(2,2,3,3-x h^7JU^P7° 

(f) 4-e^U^-JU 2,2-^7X"JU-2- (2,2,3,3,3-^y^yjlt 

• 7°P^dri>)7-trx- h 

5RII6] 1 75H5 (D^t 

5RII7] Il^il 1 75H5 

A^JPl, jA ^ ft •?> /^^^[Jo 

5R1I8] If^il 1 75H5 (D^t 

(i)p^^yo 

5RII9] Il^il 1 75H5 CD^T ftAMClESco^v^JHtxxxJU^bci^Xti^: 

^1110] J^fcE©±mc<fc y B&3ift£££^fltEl£J^rc£>£. 
11^119 (CIE®©RXf/X&fe'MJj&o 

f^ffl^ft^ll^il 1 7b^5 ©^TftAMClES©^>*>*JUItx^xJMb 

^ciI12] y 

/c<£CD, II^I11 75H5 (D^tftAMClESCO^V^JHtxXxJU^bci 

^ciI13] y 

£MJS1~£/C<!S/)CD, II^I11 75H5 CD^t*ftAMClESCO^V^JHtx 


