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1. A 1[4 F A -k 2- A )F L ]3-F L -7-2- T #-1-
H)-8-B-(R)-BA-KIZ-1-K)-F 2 K S @A A, L4FEET, £ 206
+3C AL,

2. JeARF)ERK I TENEZ R A, BEFEET, EXHEHABT,
EREAT dEKBASFIEESTSH: 11.49A. 760 A, 7.15 A, 3.86 A.
3.54 A & 3.47A.

3. b 1-[(4-F Aok 2- X)F K 13-F A -7-2- T B-1-
H)-8-(3-(R)-BA K2 -1-A)- T2 e LK S BA B, HEAELET, £ 10-40
CHRE, H TR A BRFIER ] LS HA A,

4. doB A ZRKIHEGZHA B, AFELET, EXHEHKAY,
AR EENT AR BAFARESTH: 11.25A. 932 A, 746 A. 698 A &
3.77 A.

5. bW 1-[4-F Aok -2- ) F R ]3-F K -7-(2- T Br-l-
£ )-8-(3-(R)-A A -k -1- 4L )-FRobheh S ah B C, HAFAEAET, H A 30-100
CHyB B kK, BAEDSCET, LAY 150C A 175 C 4 27— 6 #1434
FL,

6. doBRANERSHEMGEZHAC, AFELET, EXHEHABT,
A REEUT dER EA FAEHITH: 12.90A. 11.10A. 6.44 A, 3.93A &
3.74 A.

7. bW 1-[(4-F A-mekak2- ) F A3-F K -7-2- T #-1-
H)-8-(3-(R)-BA A -IRIZ-1-2)-F 2% e LK S A D, L4544 T, H £ 150
+3°C AL,

8. fubdh 1-[(4-F -k 2- 2 )F AK]-3-F A -7-2-T % -1-
£)-8-3-(R)-B A -Tkra-1- )25y LK% A B, AFEET, HLE 175
+ 3 C 1AL,

9. —F#| B do AR R S AL S B C oy, R4 iehaT:

(a)HF 1-[(4-F A-rErdobk2- ) F AK)-3-F A-7-(2-T H-1-2)-8-3-(R)- £,
k1) F R A T EE T ER,

(b) HiZ FBI 2R 440 £ 40-60 C#9i8 /2,



200780016135. 5 A B kP OFE2/20

(c) Ao ) dod T A4 F A Ak,

(d) BLRFEIFEFRAINE 15-25C, BRELHE 0-5C,

(e) *TiZapik#ATH0IE, A

(f) £ 70CHRETAZ T,

10. 4o F|ZR 9 PRk ey ik, EHEEAT, EFR()ZBLERZR

11. tba4 1-[4-F AL -obrdafk2- 2T £ )3-F L-7-0- T #-1-
A)-8-3-(R)-2A-7E-1-K)-FH RS s A A, BRCIX— A% &HHa
SR e IR, ZGWBEMA TERER T AR I BERRK. A7RMEK
AR E B AR LK, EREBERT R RS E T AN R R
B, AR TEHRT B FIRSHGEL.

12. %4, SAEY 1-[4-FASrdok2- ) F A -3-FA-7-2-T ¥
1-3)-8-(3-(R)-BIL KU -1-25)-H "B A B — 2R FP VP BAR B A HE
HHMEAET, HAHEV 0.1%E 05%9Z A AL B CZX—.
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AZ R # B DPP-IV 37 4151 69 % dh Al ah 4k TAR . 4 & R B L A4 &
shth b o Ak,

B DPP-IV(E. 4 7 #R 4 CD26)R L RBE G fe, HATIAE N-4Lss LA
B REL K A BB A GG E A T e KA R, DPP-IV ¥ 4| 7 B b &leh £ 4 7% M
PR(ELAEBK GLP-1)89 K -F . bR A T &6 775 DPP-IV &
PEAR 548 % 3 T 8 i 5K DPP-IV & M R T RE M e R A e, A1
AR I AR SRR . BT B R SR E) A AR AT

WO 2004/018468 442 B4 A #1825 32 iﬁ‘w‘éﬁ DPP-IV #7145 . 3+ Ff

TR T 6 — A F B A 1-[(4-F L -bredok-2- ) F KL ]-3-F AL-7- (2 Tkk 1-
H)-8-(3-(R)-R ATk 7 -1- 28 )-F 2%,

EARRGEHER, A 1-[(4-F R -Srdok-2-2)F K]-3-F JL-7-(2-
T He-1-)-8-(3-(R)-B A -k -1- 45 - "2obsT B A 2 % B dh R AR, B
£ WO 2004/018468 F FF 41 & 0912 oM R IR ZBE T RZARFF LR S &
ARSI, AR S AR IR E A 252 1SC(HRARE 1 &
W 2),

B RGE RS MERT OCHBEFRFNEGZEHLESEZ S
AVE 2063 CHEMk., &£ X HEWRKBAEAWEA 3)7, wBEEFUAT J
(A4 G H AR ATST: 11.49A. 760 A. 7.15A. 3.86 A. 354 A 5 3.47 A(Jr
RAEE 1 BE2).

TiRITA T FRB S LAKS dh B A

(a) BRKCEFER 1-[(4-F A-rmrdoh-2- ) FHR)3-FE-7-2-T
S1-30)-8-(3-(R)-A Ik -k P2 -1- 20 - ook, BAFR M ITIRZ RS,

(b) HiZ AR R IZ IR IEA I, AEF 4L,

(c) &R 57 4o T A F A B 45 LA,

(d) STIZBEF RS pEATIHIE, A

(e) £4SCTAZETRIZZ HAE A,

T&B (S A BYRBIIAIENT 10CHEBAEMKEF. £ X 44K
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WABGEWE OF, ZHEETAT dAL GFERATH: 11.254. 9.32
A, 746 A. 6.98 A B 3.77 A(FF A F & 3 Bk 4).

TR AT RS KE BE B:

(a) RN CEFEM 1-[(4-F A oAedoh2- 2 )FH]3-F A -7-Q-T
-1-H0)-8-B-(R)-A -7k T2 -1-20)-FRh B L B, B Fdibidjfigiase
#,

(b) FiZ A ER R RA I EMRT 10C R EAMATE &,

(c) A2 A ) dmAR T 2 F 2 Bk 4 L AR,

(d) *iZEH R ATIIE, A

(e) BT I0CHRETAZTTHRIZSZ A,

EXHEHDEABAEHE ST, s—2HBEZ KR OB FUATF 4L
AL A AR AT S 12.90A. 1110 A, 6.44 A, 3.93 A B 3.74 A(FR A A £ 5).

o T RS SE C:

(a) f£ ¥ B F S/ 1-[(4-F A-rErdak-2-20)F AA]-3-F A-7-2- T #-1-
H)-8-(3-(R)-FLsh Tk -1- 3k )-F o2 ob B A Hw) i, EATZE M E MR

(b) HiZ T B 40 £ 40-60°C 984,

(c) A A ) dodR T IR F AR X = A Bk,

(d) GABEPIFEFRERANE 1525C, HABAHZE 0-5C,

(e) X AT R ARG Sk AT 30, AL AR T AT Ad N —F A8 A L%
&z, R
() £ATFREFE T0CHRE T TR LEF 49 bk,

B—% HA(Z HA DVE 1503 CH., EHZ A CmAE 30-100
CHyBERABET TR, NERFZHE D,

%G, RAALES{[BE, L& 17523CEA, HH5 2 HE Dk, N
ik B E, #—F e, ZHEEAERMTLME.

o b A6 % AT A S WO 2004/018468 F AT L ¢ HAT 2 s A A R B
WRAMARE Y XA THEHMESY, RETHAEA TAA I 24E
Fogdm . BTBEAR A R R B HIEK. B ERURME T . e E
EEIN KT RGANENEE, AREHRT R FERBEGEE., B—X
2 AR M B AR, XBBPEHEY 0.1%E 0.5%, HEEY 0.5%E 1.5%

5
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ARAEREZE Y 1%E 3% EZEZmAE A B CZ—,

ZH T N

VAT LA & sk B ea il AL B .

LA 1. ZmE A ML

1E R 5 1269 K TEERAAL R 69 1-[(4-F A rbredopk2-30)F H]-3-F 4
-M}T&4ﬁq&amyﬁk%ﬁ4%¢%ﬁ% A2 & &R FRER

it T4, Eﬁ&%ﬁ;ﬂmﬂﬁ&é%(F,UﬁT%WﬂM%W@&

HBA IR, REELEFRBAINZE 2C. B2 0. MELKLE
A% %$¢EASCT%%

%2 5A AT 206+3CHk, E£DSCBY, £ 25CRTAHI B —42
MBHAZ T A ERANLTEKARTARAEBINE T 2T EME-EAAE,
TS A A ERERRE LR FART TR, mBE B A AEERE
BT @ h FRER

MHE 2 257K DSCH, X P#TELZKRE-40CE 120C T
BRADR A, AR, AREE T R AR AR AAZT T mARYLN ], ELAR AL M,
AP HR R B R AR AR BAT T mARSLNE] . R FH e AR B, mARsE R
VAR B AIAZT T BAF AT H1E 5 mAEIRN D], mAEA LSBT, &
H AR BAIAME T ML, R T ARSI AA,

£ 1. £30° 20 8 AR EGFAEL)MIFIL X HESTH(LK S KR A)

26 A o 5 & 354 Qe
] Vi[% [A] h k ! [A]
5.56 1 15.89 1 0 0 -0.008
7.18 32 12.31 0 1 1 0.005
7.62 100 11.59 1 1 0 0.007
8.49 20 10.41 1 1 1 0.002
991 24 892 0 0 2 0.003
10.41 | 18 8.49 0 2 0 0.024
11.18 24 7.91 2 0 0 0.038
Rl 1.63 4] | 7.60 1 1 2 0.003
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i

B A5 2H4/105

12.37 59 7.15 -1 2 1 -0.003
13.19 6 6.71 I 2 1 -0.014
13.45 3 6.58 2 0 2 0.007
14.05 6 6.30 2 1 1 0.011
14.38 6 6.16 0 2 2 0.003
14.71 10 6.02 -1 2 2 -0.008
15.26 13 5.80 2 2 0 0.001
15.76 10 5.62 -1 1 3 0.008
16.09 1 5.51 1 2 2 -0.010
16.32 1 5.43 2 0 2 0.035
16.69 4 5.31 2 2 1 -0.007
17.03 3 5.20 -1 3 1 0.026
17.63 6 5.03 1 3 1 0.006
18.17 5 4.88 -1 2 3 -0.004
18.78 7 4.72 -1 3 2 0014 |
19.30 1 4.60 -2 3 I -0.019
19.61 2 4.52 3 2 1 0.036
19.86 20 447 -2 2 3 0.040
20.29 10 4.37 2 0 3 0.019
2057 g 431 0 1 4 0.006 7
21.12 1 4.20 3 0 2 0.048
21.57 12 4.12 2 1 A 0.028
2246 | 10 3.96 1 4 1 0.035
23.03 35 3.86 4 1 0 0.022
23.39 21 3.80 -1 4 2 0.019
24.08 2 3.69 -3 1 4 -0.006
24.51 1 3.63 4 0 3 0.036
24.91 10 3.57 2 4 2 0.003
25.14 39 3.54 3 ] 3 0.043
25.69 36 3.47 3 3 3 0.041
26.68 3 3.34 0 5 1 0.035
2690 2 331 3 4 0 0.027
27.10 2 3.29 0 2 5 0.030
27.42 3 3.25 4 3 0 0.006
| 28.19 2 3.16 -1 5 2 -0.035
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28.54 2 3.12 3 0 4 0.047
28.94 11 3.08 0 4 4 -0.036
29.18 5 3.06 -4 3 3 0.017
29.50 4 3.03 -1 0 6 0.041
30.18 7 2.96 -1 5 2 -0.042
£ 2. RAKHE AR AL
S AR 24t
7 6] B P
a: 16.16(2)A
b: 17.02(DHA
c: 18.18(2)A
B: 100.95(6)°
o SR AR 4907(11)A°
LB 2 i B &
%8R BRBITHERA FAEMNOHEALINENT 10CHRE MK
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£ 30 £30° 20 09 B4 REGRAEL)NATIL X FHEITH(LAK S KA B)

20 %5 dow 5 %) 4247 dopene |
°] 1o[%] [A] h K 1 [A]
5.82 3 15.17 1 0 0 -0.007
7.04 33 12.55 0 1 1 0.001
7.82 100 11.3 1 1 0 -0.004
8.84 11 10 -1 1 1 0.001
9.44 40 9.36 1 1 1 0.011
10.62 14 8.32 -1 0 2 0.013
10.79 24 8.19 0 1 2 -0.005
11.82 39 7.48 -1 1 2 -0.003
12.64 53 7 -1 2 1 -0.009
13.07 11 6.77 1 2 1 -0.006
13.24 6 6.68 -2 1 ! 0.004 j
14.04 16 6.3 2 1 1 0.003
15.23 17 5.81 -2 1 2 0.003
15.70 22 5.64 2 2 0 0.016 |
16.38 2 5.41 0 3 1 -0.010
16.73 6 53 2 2 1 0.008 |
17.67 8 5.02 0 2 3 0.014 |
18.16 3 4.88 -1 2 3 0.005 |
18.33 9 4.84 3 1 0 0.016
18.48 10 4.8 -3 1 1 -0.003 ‘1
18.97 15 4.68 0 0 4 -0.001 |
19.56 6 4.54 1 3 2 0.013
20.00 17 4.44 2 1 3 0.000
20.42 9 4.35 1 0 4 0.009 |
20.76 4 4727 3 0 2 -0.014
20.97 4 4.23 0 4 0 0.010
21.07 5 421 1 1 4 -0.009
21.22 12 4.18 0 3 3 0.001 ]
I 21.40 7 4.15 3 2 1 0.004
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21.66 4 4.1 -1 3 3 0.018
21.98 7 4.04 2 2 3 -0.003
22.16 10 4.01 -3 1 3 0.008
22.97 3 3.87 1 2 4 -0.006
23.58 43 3.77 -2 3 3 -0.003
23.78 15 3.74 -2 2 4 -0.004
24.05 6 3.7 4 1 0 -0.002
24.29 8 3.66 -2 4 1 -0.008
24.46 5 3.64 3 3 1 0.018
24.71 7 3.6 0 3 4 0.001
24.96 23 3.56 2 3 3 -0.001

| 2545 12 3.5 2 4 2 -0.010
25.75 35 3.46 4 2 0 0.011j
25.99 4 3.43 3 2 3 0.014
26.15 6 341 3 3 2 0.010
26.57 12 3.35 -2 3 4 -0.001
26.82 4 3.32 -3 2 4 0011 |
27.20 6 3.28 1 2 5 -0.010
27.43 4 3.25 -2 4 3 -0.003
27.60 3 3.23 -2 2 5 -0.005
28.19 4 3.16 3 4 1 0.010
28.40 15 3.14 0 4 4 -0.013
28.64 12 3.11 0 0 6 0.016
29.18 6 3.06 -4 3 2 0.004
29.42 2 3.03 1 4 4 0.002
29.99 10 2.98 0 5 3 -0.008
30.77 3 2.9 -4 3 3 0.018

10
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4 KA B &Y SR

X AR 244
7S 8] B P2,/c(#14)
a 15.23(DHA
#E 16.94(1A
c 18.79(DHA
B: 95.6(2)°
A J AR 4823(3)A’

k&f 3 EMBE CHER

12 ) 157 7+ P E2(5 1.3kg 7 MR RA)E FAALH 6 1-[(4-F FL-rEedkopk-2-
AVE HE]-3-F A-7-(2-T Be-1-25)-8-3-(R)- R A -k e - 1- AL )- ¥ =2 #-(26kg), H
B 30 4P 25, RZRAW LA 26 A TR SLA. A ERAME
122 9F 982, R %ﬁA%%ﬁéﬁdﬂijOA#ﬁmmﬂﬁjﬁﬁ
KB EZ AT, REE 45-55CTRIFZREM A S 60 4547, “aA
if%ﬁﬂmo4&0%#%W%%78%&T%?%%;ﬂ@&ﬁ¢,ﬂ
RIE TR 45-55C T HEB RIS I 60 047, B HBHBHFEAHOEHR, £18
AAEAEFRE 15-25C, BARBRE TH AR IR, EZEFRANE
0-5CZJE, stiZzdkutirTdE, 8 2 R T AT Am KL, HAEATT
I P T 70CF TR,

11
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A 50 E30° 20 9B R SRA (IR AE) ARG X HESTH(EK S K7 C)

20 | dw | RA 20 | dwa | BE 20 | dw | BRE
] | [A] | VIo[%] 1 | [A] | Vi[%] ] | [A] | Vio[%]
| 338 | 2616 4 1438 | 6.16 | 17 21.96 | 4.05 4
685 | 1290 | 100 1474 | 6.01 | 11 2259 | 393 | 26
718 | 1231 | 11 1495 | 592 | 10 23.76 | 3.74 | 29
752 | 1174 | 14 15.63 | 5.66 6 24.68 | 3.60 6
7.96 | 11.10 | 36 16.28 | 5.44 5 25.01 | 3.56 7
9.80 | 9.02 3 17.81 | 498 | 10 25.57 | 3.48 4
1111 | 7.96 2 18.33 | 4.83 6 25.96 | 3.43 4
1158 | 7.64 3 1875 | 473 | 15 26.93 | 3.31 18
1230 | 719 5 20.51 | 433 8 2722 | 327 | 13
13.30 | 6.65 | 16 20.77 | 427 8 2792 | 319 | 10 |
1375 | 644 | 26 2147 | 4.14 3

FHH 4 FHABDHES
EW R RS 30 S C R E 30-100C 8952 F R AR E T F

A=

B, W ﬁi’iﬁ“% sm i D,

KB 5 Z MR E LR

EHZmA DB, MEFALKSZHE E, st—Fm#hE, 257 E
B bRy 45 ol

AERAE C o DSC B Y, TN E) 32T 6915 5. RKIBE T ALY 206
CRAKEAAMESE, ZBHERTDSCERF F4, ALK EZF, 7
WL B B A B AR B AR AAE S, Ast, #lde, £ 30CEH 100CZ 18T A
BT AR MAE T, EERTEETR)FTHEERTHX, TG/IR B4
TR AL IR T B R AR G A S iR 4912 8,

ST YEFFA 100C 892 E TR RITNFH X HEH KRB I FRE T
RIEMR ) X S E4T4, LA E C AR, BH F KA W REKES

12
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Moy P SRR, BTN AA S —RAKAZK D, HE
FoKEMTRE., DEATY 150CHEMA, H—AKGBKEIRE AIZERY
s Smig, BAmAa T4 ITSCH—F K, RE, BEAAVSEH
R RmiE. BAERARRBAKER, ERAETHET.
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B 1: LAREE AB RS
20
mW
20 0 40 80 120 160 200 240°C
10 20 30 min
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B2 ZREMMETHIHERADSC B

N P UL~ A AN S I  VI
et Y S e ey

0 100 20 -40 10 20 -40 100 20 -400°C

I, g |
LAIR I B B S S e g shn e o AL B S S e S i e e o

0 20 40 60 80 100 120 min
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B3 AAEEANXHELRE

12000

10000

L

8000

5% /% cps]

6000 A

4000 A

2000 A

26 [°]
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B4: LAFEEBH XHEDAE

35000

30000 -
25000 -

20000 A

2% [cps]

15000 -

10000 A

5000 -
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Bs: AABECH XHALEHAE

X4 5 K AT A

5000

4000 '
E; 3000 -
¢l
& 2000']

1000 '

Q il AW W W e
5 10 15 20 25 30 35 40
26 []
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B/ 6: HACHAIHN

NSC

I Ty KT e

0.2 20
mg mw

40 80 120 160 200 240 280 °C

i "
T T

0 2 4 6 8 10 12 14 16 18 20 22 24 26 min
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