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7 . T UK IR 45 51 A IR 4% S WS T | 4% 51136 MR AR 51| R4 AR A A 40 LU B X 24 B2 = B W]
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2 SR, B AT AT 2 A/ B R RA S MR ERm e ik
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RITHERFRNT BAH
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B % s O 5 2 B IR BR LA / B X\ procoalgulant stateBiRKIHEEALTIR
T YRR A . TER LB I EE FRiE DE 10150517 S AT LUSALRE -3- BEIATAED)
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SR A ERTIA 5 A 1 BURSS, B LA 2P B - A BES Rlk.
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[0013] o - ERELFEEDHIF, Gl BRI B E LR TR EHRLE. A o -
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& SFRAG T RNIEMN AR, 3 BN T M BREE . F3Em T F BRUL AR
H 2B £ i 0 22 O R M o ) B TR U T A ) AT A AU B SR R e T M 3R P
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LA RIR/ S EERURM IS 4 M, IF AR IR EL VTNF a Rl leptine &
1% 5 B B 5 W BRI FE B 2 A AR F AR =R
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ZHEh A N IR SERL T 89T B PR »
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loo19] ERHZAE LTS HIE
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5 ZHE(-1- A - Mg -4- ) KEBUK .

[0024] HiXUeir A4 T PDE4- JNEIFI—4E, 4% B A R H A% LR U’Ji"
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0-(1- AR TR ) ¥R TR EEAGE. SRR AER ERKR.EIR IR,
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I R S R 00 P B LILRE 7% PR A 9P SRR L v 9k gk 2 5 7 3

N7E LA P T R B B ) o 3 9 I SR AR L I A B — A R B K Bk RE RS 4 K

HIfERE R . ) SRR IR AL A I e 5 Lo AT 22 | AR AT R A o 480 8 i B SR B
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.
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Heh FTES I S TSRk B A R BERE L T 5 R AR I R RE A R 2

W2 T & (pathological glucose tolerance) Ji FRIEMZMA S E.
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HEHR L LSS Y EEZNER / BR L 2 AW BT
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SN
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(0045] B BRI N- SULMEE T2 E AT RN SR A2 KR
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46-—£F -4-{(4,56-ZF%-3- (ERT
&) e -2-en—1 - R]RA) Sowhig R -
| (1-4) Sokmhith - (1—4) TR HIE
A 5| BF -
L
1- (2-820%) -2- (£FE) %I -345]
__:_gg?,
AR H 5 B AE -
¥y
(1R2R3S4RSR) -5- ([2-#&-1- (#
AFLE) TAIARLE}-1- (BFR) KKk -
1,2,3,4 - W&
MURAGLTIAZAR
Q. X,
0N
N-[ (4- PREFAL) HA]-N- (4-[2-
(5-F4 -2-F&-13-78-4-4) 7. &
HIRFR) A& :
[0150]
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-

(SRS) -5- (4-{2-[F4 (b -2-%) &K
AJTEEIERTR) - 13 -Fakdx-2,4- -8

ol 4%-71] BR)

5-{4-[2- (5-THhwr-2-%) TRAIR

WA -13 -Fekk -24- =8
RAGAGLITAZAR

Lo
v : oj :m

l2-CRE-3- (4-12- ( 10H - &% - 10 -

R) TERAIRE) AR
A A4 |

O\ﬂrvmg@

N- (2- APBREEL) -O-[2- (5~ FA-
2- % -13-v%%-4-2%) TH]-L-lyrosine

[0151]
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TESAGLITAZAR
(<] rcn,
(28) -2-ZHA-3-[4- (2-{4-[(FX
BEL) RIEL)TARE) XA]AK
NAVEGLITAZAR
sV agg otes
(2S) -2-FHAL-3-{4-[3- (4-KAEX
1 | RR) ARAIFRAI AR
NETOGLITAZONE
| | &m e
5- ({(6- (2- AKRRTE) R)-2-%F4) F
E) 1,3 —vEeis -2,4- B
RIVOGLITAZONE '
o |
ey A
(5R) -5-{4-[(6-FPHRE-1-FH-1H-
Ffokok -2-£) FRAEIRTE)-13-5%
¥ - 2,4 - —8A
K-111 |
cO\zVW\/){Lw
22- =& -12- (4- RAFL) E+ K8

[0152]
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GW - 677954
*O%go’
2- k-2 (4{[(4-([4- (4- FTREFRK)
ok -1-2]FA)-2-[4- (ZRFTE) X4
13 -Emk -5 - %) PRPANR)EALTE
FK - 614 |

‘f'"rO:N &\
o chcl

- (24- —RATFA) -2-TA-N- (R4
sEtE) - TH- Fi% -6 - ABE

(-) - BBk
DNnTﬂ"

Te

(-) -2-zouEAoh 4- RRFE (3-=
f A KAL) BEE -

SRS

2-ZRK-4- (2-{[(18) -3-F&-1- (2
—ogmr -1 - A EAL) THAIRA)-2-&RKC
A) KFEL ' :

[0153]
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A3 &
(-2
“‘*%
N-[(A-4-FAAHRTE) HE]-D-X4
7 fa: B
KA&F) &
(2§) -2 -#%9& -4-[ (3aR,7aS) - A& -
JH- Bl -2-%-4-8XKTHE
SITAGLIPTIN
(2R) -4-FAK -4-[3- (ZAFX) -56-
= &.[1,2,4) Sk 8[43 - a]kdE - 7 (8H) - K]~
1- (245 -ZRMRFEE) TA-2-k&
SAXAGLIPTIN A '
7 o
o Y OH
w,
(15.35,58) -2-[(28) -2-RA -2~ (3-
# % - 1 - adamantyl YT BLA ] - 2 - azabl 3[3.1.0]
Ty -3-BF

[0154]
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"VILDAGLIPTIN
L"/\ﬂ’i
(28) -1-[N- (3-#% -1 - adainantyl) £
KBS - 2 - B
DENAGLIPTIN
\N
ol
¢
' (28,45) —4“$L"1—[4—-§L..p_ (4__ ELX\
£) -L- FAARBAPRER -2- M
P32/98 |

(283S) -3-F&-1-R AK-1- (1,3-5=%
W-3-K) RE-2- &

o

6-([2- ({2-[(25) ~2- FAMEH -1 - 4]
- AR ZAIRE) TRAJAXYEH

( nicotinonitrile )

NVP - DPP - 728

[0155]
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5-2-CLHRE-5-[(4- TRk SE-1-K) %
BRI EA)-1-F&-3 AXx-16-—5-TH-
b F[4,3,d)8% - 7 - B
VARDENFIL
ng ""JJ"F
Nﬁvﬂ\) °A°:gk
2-{2- LB —5-[(4- LKA -1- %)
B]E L) - 5- T -7- AR5 1LI[124]=
% -4 (3H) -8R
TADALAFIL |
=
[
(6R.12aR) -6~ (1,3- KA ZFKF -5- %)
_ 2 - @ & - 236712128 - < & 4L Rk
[1°,2°:1,6]7tkm& 57 (3,4 - b3k ~ 1,4 - — A
[0156)
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£ 2 AR L-#a8-L- FrEmE -L- XRABEB -
L-mfamt -L- FRABRE -L- SABA -
L- AEBLEBL -L-#ABA -L- TABRE
| -L- mABL-L- RABESR -L- RARELA|
L -L-ZABL -L-4RAERE-L-4AR6%
$-L-BRBE-L-£RABKL -L- RABLK
Bo- L - FABES -L- XA ARBLHAB
A -L-MEBE-L-FEABE-L- TR
h-L-WEBK -L- MABLE -L- ZRABLE
_L- EABLER-L-SiABAHABE -L-
s EEBE -L- RABEBR-L- FRABE -L-
Be S BEBE, BROK (2->7) ZEAH

ZEXLE |
Q*ﬁf‘m

ngﬂw-u~ﬁ$i£)aﬁﬁﬁaﬁ—z
- 3 8L B

HMR - 1426

g

6~§L—2—Xa£—8,8a—;¥é§-—3a-H—E’ﬁ-ﬁ-
[1,2-d][1,3]= - 3a - B}

f0157]
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CETILISTAT
e
8+
2- (FARmAA) -6 Tk -4H-3,1 - K8
k- 4- 8
& A dh B
H,C.
* ml (o]

1-[1- (4- ARFEL) KTA]-3-FETK
-1-J

[0158] <& T HUFIR B NS B, FIRET- 28 1 i o B 24 RS2 A4 I3l 73 & w7 B2 A5
BB LE FiREH / FH RiEF I 2W00334331. EP0981611. EP1180121. W09808871
F1 W00104156.
[0156]  FUZET-3% | (TATIRAS YR AT T R . PR B RS 0R L A St g LR T IR ML T
%ﬁhﬁﬂéﬁﬁ%ﬁ“ﬁ%ﬂﬁ%ﬁ%ﬂﬁw%ﬂ%ﬁﬁ%ﬂﬁ%%ﬁﬂLﬁuﬁ@
(. AR AR BRSNS PIES TR B E.
[0160]  FUZET3 1 (IS B — B UM Rl b 7T ASKAS H e A URBIAR A SLREZ
wBAy S IKE SRR AR E T E .
(01611 FUZST 3 B0 o — SIREEFAEIM A 5 BORE A S BRI 4 105 = sk 7T
uﬁﬁwo$@ﬁ&*Aﬁ%ﬁﬁ%%é%%ﬁ%ﬂﬂwm§m@o
[0162]  &-FBIRIMIBE S B, U2 +38 1 B PPAR- SRBHFIE & ROFIALFIF B Fa l nl LIE
FrRER / T g R P W00121602, EP03306228. EP0658161 EP0193256., W09919313.
WO9731907. W09962870. WO0140169. WO02100813. EP0604983. E'0745600. WO9615784.
W00259098, EP0882718 F1 EP1183020. .
[0163] B2 T3 1 B9 — SOOI 4 B 46 31 2% L TR A% F1) 23 KA B Z8 R b b P RA3RAE
0. RSEAR AR RRX LSV RESFIBAF BT .
[0164] 2T HIFIRIHIME B, B2 T35 1 40 DPP. IV 3 HI705E & i) 7 B ) B 18 B 7T LAZE
W:QE??%U/’%?%Uﬂ3ﬁ§qﬂiE¥U:W003004498‘W00168603\W00034241\W00302531\W099614313ﬂ
W09919998.
(0165]  &-+HIFIA0MINME B, FIZE+-3- | # PDRG SMHIFIE & KFIAL RO & 78 Bl ol LI
REF] / EF EIGFEET] W00213798, W00260422 Fl W02004082667.
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T (0166 LT HIFIRIF INME B, FIZE TR 1 BB B AR IGE & Ao B B G B
AT LA7E EP0567626 P HEE.
[o167] 36T HI30 M B N {s B, 5% F 3 1 (9 ETOXOMIR. HMR-1426. CETILISTAT Al 74 A
It BR & 2 B9 3 B RO F) B VE W LA TR E R / TR HE T B :EP0046590 . W00018749
EP1144395 F1 EP0397831.
[o168]  f:¥asrch 2 FUFT / ok | BUBE R 7 ch F 0 LB im AL S 0 “ 22 BRI H
IR T b th o B SE ] . AR E TR X LA A e R 2 IR BRI
Bk T EE B R WL R TE AR 5 30 S R R T o % » B ER 3B B WA AL B EHLARL 5 e B
@&&F“rm'%ﬁﬂé AR T B R AL BB 2B 2 bl 2 00 Sh R 2 2 R A B A Y
L IR T B R R, TN ARER VEURER BERR RHER (IR (R TR MIIRER (D- R BERR
z;:EF*?ﬁ&\z (4- PEFE W) EPEH. T KGR, DRkR. AER. ERR. EDLR.
FEHIES  E G B WU SRR TR R IR . AR TR . R 1- FRE -2 25 BRI R K
VORIK RV RO B I A . TIT UASE 2 9 2552 E T4 72 (O () S ) 48 AR L L4
AR T R SR
[0160]  TTLASEMRNG R IR o 2 BURT / B 1 AU R AL F e E L S I E A2
%‘t’ﬂ%ﬁﬁﬁ%ﬁ’ﬂuLJWI‘]%%J:EI%%EW&%M%%EV?E,#Hﬁ%ﬂ%“&”ﬂ‘mé%m
o
01701 #4257 R FIBRFEA S -
(0171 FRLE 45 % B 44 FT LI it AL 438 BL (KR AR 25, i 2R R V5 TR Y OB
%%HJREKJ‘Z;)JHJRE’\J‘HJLWEﬁJﬁTB’JﬁWEﬂJﬁ%ﬂB‘L%EZE’J@WH&EEHEW%E%E’DZI%
18 72, SRR BRI NS 24
[0172] M3l A E CEERA ) AU RARCEE B (/NICEE ) URLFH] i LU R
BB DR SE . HrBR, PR AR SRl LG A T4 i B AR R A R
TR AT L 0 YR B T B | G IR R 2 s AR e IO AL g BT pA A 4 A R AaAR B 7
RIS (G4 pH 2o ) T S AR R B A 79053 B8 4 AR (R B R 28 B T I 1 MR 54
)T R SR TS A ) Gs & T il & AR AL _
[0173]  WRNZ8 25 FP 4t A3 P O R U I GRBRRR - RSB - R BEE R/
BVRE - L.
[0174] 77 LLIE I A A o A B P AR SR I 3 B I T AR (DPIs) - JHE Y
EHTBSER (PMDIs) FIWIFE 25 . 1&%9Aéﬁfﬁr¢hk§}5’1ﬁ%, SEREEEETTUEE
Wy AR BB R RIS AL A . BRI LA — —FhEk £ Fh T BB, BN A A
S FFIATE R BRVEFIAL, B AT BA & B — Rk 20 TR Bh3n), Bl 4n R A IEE R (L
VEF ) T2 T HE MR RS T R K S VTR L 8 AN A R (AR DO RE 8
T LA AT — PRk 2 T T & B, 4514 < SRS L 2 T 9 T RS 22 ph) . B K R A
R H, ok B0 FER R TR, Bl TR AR A P RS2 BFE R AR T
FACEE, Blm 1,1, 1, 2- IO ZAEH 1,1,1,2,3,3,3- -LHRAL.
[0175] R T (BA A SE A /AT KRR K/ MEE N T 100um,E1j|:
BETEHEM 0.5 & 10w m, 3 B2 EHE M 2 2 6 um(D50value, e HT R E ) .
[0176] B s 2577 Al ek Bk LW BT &wwm&w«%zﬁ R S R
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(BN TR RSB ER) . NikBd S ST ARG,

[0177] A EFRAE. BRI - EuysE el A% ErEZMEN / —MHNZ
FHE T RIT 2 B/ B8R 1 B R R TE RS Y E D — MY EREZ BRI
WASY CHF) T LA AATURBA A R 20 aE VA AR TR R HISE BB L FL
W BE. BENEGFTOTESS.

[0178] R4 252% FATHSMBIA, AT LMEHEEHIE A EY (HIF) ST
F. SAE SR TR AN PR T30 R 3 43 B LA L 18V BB BT B 2
Jﬁ&ﬁﬁﬁu\Wzﬁu\iéiﬁu‘fj‘a%\iﬁﬁﬁu\*&i%ffu\ié%ﬁuxéﬁéﬁu\ﬁﬁﬁﬁﬁu\%‘{*?fu%ﬁﬁ
SEEF B S T R LA SR R K VR R v MR T 55 S AR A
ok, IR, FAE A T RIS R LA B A 7 7 B FIE R

[0179] RIEA LBk HDEAAZ T AKE T RBKAHHHIXR.

[0180] 0 LR R KB RS TR A N EAEE g% Bz R U
FRAMMTF A, TAVRIEG R 3 BRI, Bl A (RIS B B
PEEIRIR) o A+ O IR A 700 AU K 5K B B AR BT o i PRI T TR AR 48 T I S
R R AR,

0181] FREM . PR A N- FULYEE TI125% LTt Rl a 2T &2
OfR. ZE— MR SERETT R+, BRAE . ZRERE N- SALYEE TAIEF TR
i i R B SR IR A EE . e — A SEHE T b, BRI B R A N
B E T 1252 _E AT I BRI S SRR RS R 2 HEMAARETIEER
g FRBIN B N UL R 2 B 138 7%, BRI AR 2.

[0i82] 5B EA4E. BMANE N- B Mo e LT EEZN AT ETE
I Fl AL 6 0 A 255 R BAR R T BB R . 140 EXENATIDE, BIM-51077, CJC-1131. ZP-10
B 2 AR AR B A 2 T R A TS . BRFPARBE TR, PR il 4R IR L 48 Btk R L SRR
TR M T R R 6 B A R PR A JOR « % 71 25 R i 51 B 4% 21 SR R RAR 5105 PR
A B | B A% B T AR A% B I8« 5 4 5 B I % 571 A RAGAGLITAZAR. ¥E#& SLAMFL «
NAVEGLITAZAR.NETOGLITAZONE . RIVOGLITAZONE .K-111.GW-677954.FK-614 (=) ~ BT .
B4 ) 25 . HOHG F1) 25 IR F1) 2% . STTAGLIPTIN, SAXAGLIPTIN, VILDAGLIPTIN. DENAGLIPTIN.
P32/08. NVP-DPP—728. FiHh R4 . i AR« TADALAFIL, Z S FU& « HMR-1426, CETILISTAT
AT AR LS PR IE A 2 RE DR XTF 5D RAR ZRAF N- SUYBEE
1125% En] 82 2R & i B TSR R A T R — B EMEETER 2
Fo

[0183] {ENBXEWRITE WA R BRI B RAE -N- U BEENHZEL
ARSI / S —F R L R Tasr 2 B / 21 BURE IR (e EELE R R
%m&wﬁﬁﬁﬁ%&%?&,ﬂﬁ&@ﬁﬂﬁé%%#ﬂﬁ%n@%nfﬁEi%ﬁa‘iﬁﬁ/l\ﬁsﬁﬁv,‘d&&ﬂ%ééﬁ%
ZRAEFRAR \- AR E TN Y LSS EE R TEIT 2
RN /8 | B R AT EEN A& BHRE.

[o184] L0 Fi8 BT 3- FRNEFAERE -4~ “RFPAE -N-,5- ZHMRE 4-£) 3
EEG (TR ) OGN N, SAT S ERE (X HRAEEKUL) )36
MEER 50 F 500u g, Rk HBZ K. E3-FREPAEER -4- TR PEZE -N-G,
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5- T HURE —4- 2 ) EFEEE (TRAE) BRAHNER T, SEHE (W TRAEE
eyt ) MERMER 50 2 500 g, EETR 150 2 3001 g.

[0185] %F 5B EA. BRI N SUSE NA% L2 M KA E RS
FEAL S PIA 2 R A K E (T RKGT) K — P E BB T RE 2 T
[0186] 3 2 ARKHIAHNEBIFIE -
[0187]

MEEMEELEMY | [ RBERAK AT it EE Kt
11 2 48 Jk 5%
EXUBERA 4% % N ABRe
1 248 k5%
BIM - 51077 11 248 &k #% B FiEH _
EXENATIDE I1 248 fk 7 BT iEH 10-20pug
CIC- 1131 IT 2 4% A& 75 R FiEHst =200pg
7P - 10 IT % 4% & 5% BT i
R T M I 2448 Jk % 2R 0.5 % 2.0g
L $ 8T | IR R =54 100 £ 150mg
# 5 g 11 %48 K o Bk 5 % 40mg,
ik S £ 20mg
BT Wy 11 B 48/ 7 o R ' —#f3 17Tmg/pg
[0188)
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i

R H
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otk 58 - fik 11 & 3% /& 5 = 2 % l6mg
&5 A B 11 248 /x4 =3 8
P 5% ki 11 4% /5 o Ak 12.5 £ 75mg
#-5) A Bk 1 R AE R =3 1.75 £ 10.5mg
%5 1 11 A1 3 F A o SR 15 £ 120mg
#5) X B 11 & 4% & =98 1 £ 6mg
# 5 F 44 11 & 48 /7 o R 30 £ 120mg
= F A N Y2 ok 1000 E 3800mg
Ol € 11 4 k7 =9 § 150 £ 600mg,
#£i& 150 £ 300mg
H A5 B I % 4 ok 150 £ 300mg '
5485 s A 1 2 38 A o 0.6 £ 0.9mg
' MURAGLTIAZAR | N &#ER o R 2R 2.5 % Smg
¥ 45| 88 IT R A A =8 4 £ 8mg
ot 355 87 1123 k5 o Ak 15 £ 45mg
RAGAGLITAZAR 11 238 B ok 0.1 £ 10mg
A L AL &L Y O R 0.5 % 10mg
TESAGLITAZAR | 1l Z4E&# o R 0.5 % Img
NAVEGLITAZAR 11 %48 7 o R 0.004 £ 1.2mg
NETOGLITAZONE | I1 %48/ 2 IR
RIVOGLITAZONE. | I 242K o AR
K-111 11 %48 4 =03 10 £ 20mg
GW - 677954 11 & 8 RH o J& 2.5 £ 20mg
FK - 614 1 B A% JR 4 o AR =~ 150 £ 200mg
(o) -mmmE | U RBER " ~ 1000mg
HF 5 ARy ] o R 0.5 % 16mg
AR A5 & 11 % 4 R A ok 180 £ 540mg
AT 11 % 4% f 7 o AR 40mg/ &
SITAGLIPTIN 1 B4 w JR = 100mg
fo18¢]
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SAXAGLIPTIN 11 2948 . #4 =8 10mg
VILDAGLIPTIN IT 2148 JR 7 oAk 25 £ 100mg
DENAGLIPTIN I & 4% 7 o AR
P32/98 I 248 SR 4 o &
NVP - DPP - 728 I 2 8 Jk 2 A& 300mg
% s AR 4k & 4% &R ok 50 £ 100mg
IR HRA |
VARDENFIL IT 2148 i % o JRk 2.5 £ 20mg
I RAEAA '
TADALAFIL 11 )48 SR # =D/ 3 10 £ 20mg
1% 45
- 2K NEAE: Y ¥ AT EA 20 £ 120ug
' o 1R B/ ,
LEAS 11 %) 4k & =y 10 £ 50mg
HMR - 1426 HEE" Y- E 1258
CETILISTAT 11 & 48 S 7 o ik 120 £ 920mg
HAEHY I % 4 =y 8 10 £ 150mg
X
[0180] & 3 MLEMAE
[0191]
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1 T A3 4% Adhe Bk

2 ¥ 8.8 4 - N- fkdh AR B+

3 5 R 4 M E £ AU
4 F RS 4 - N- Aied W& F AU
5 F A BIM ~ 51077
6 F R4 - N- [dL BIM - 51077
7 F A3 4% EXENATIDE
8 F A4 - N- St EXENATIDE

[0192]
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it A

H
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CIC-1131

9 ¥ A8 4
10 F A5 4 - N- AL cIc-1131
11 7 £.9) 4% ZP-10
12 F A4 - N- &b ZP - 10
13 F A4 T EHT Mk
14 ¥ A5 4 - N- ftedh FEBRT Mk
15 F A8 4% VR BT B4R
16 F A4 - N- R VR T Kin
17 F R4 P 5k R
18 ¥R 44 -N- Rt 5% % B
19 5 B8 45 %5tk
20 F RS 4 -N- Qfdh # 5k
21 ¥ .8 4% BT M
22 F RSl 4 -N- fdh BT M
23 ¥ R4 - odt B Mk
24 ¥ .94 -N- Ritd o 5% 5 M
25 ¥ A3 4% ¥ 5| A& B
26 '§ R34 - N - R 50 2 W
B ¥R a4 9 5 ok Mk
28 F A3 4% -N- Ruibd P 2% ok Bk
29 3 R34 ¥ 5] Mk
30 % E.3)4F - N - L # 5 KM
31 ¥ £.5 4% # 5| 4
) 5 R - N- St e
33 S RIAH + 51 o 59 4
34 % £.94 - N- ey A5 548
35 T A5 4% #- 5] £ M
36 £ A.3)4F - N- fuiLdh #5 % Bk
37 ¥ £.5) 44 #-5) F 4
38 % §.3 4 - N - Ritdh e

[0193]
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39 F A5l 4F 2R B
40 F A4 -N- R = Bk
4] F R4 Eg — P MR

42 ¥ £.9145 - N- Rt BB P A
43 } TR T i 48
44 F .8 4 - N- fidh BT R 48
45 F A& A 5] B
46 B R54% - N- fitdh K A55) 8%
47 TR 365 A Bk
48 F R4 -N- Ritd * %5 K Ak
49 ¥ A3 4% MURAGLTIAZAR
50 TR -N-Ritdh MURAGLTIAZAR
51 ¥ A5 4% F 5 8A

52 F f.5 4 - N- At ¥ #3) 5
53 ¥ £.9) 4% bR BT 5 W
54 ¥ #.3) 4 - N - S T, % 8% F #5559
55 F &N w44 7| B
56 ¥ HEH -N- R w4 5 BR
57 T 5.8 4 = a5 B8R
58 F R4 -N- B =3 ER oA 5 87
59 ¥ f8) 4% RAGAGLITAZAR
60 F f.5) 4 - N- At 'RAGAGLITAZAR
61 ¥ £.8) 44 e 4L
62 FEE 4 -N- ALY RN
63 F f.5 4% TESAGLITAZAR
64 ¥ .84 - N- R TESAGLITAZAR
65 T §.3) 4% NAVEGLITAZAR
66 B f3) 4% - N- B 'NAVEGLITAZAR
67 F A8 | NETOGLITAZONE
68 TR -N- R NETOGLITAZONE

[0194]
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69 ¥ A9 4 RIVOGLITAZONE

70 ¥ 834 - N- Ribdh RIVOGLITAZONE

71 FRIH 2t & RIVOGLITAZONE

72 FRE M -N- Addh # B RIVOGLITAZONE

73 F A4 K-111

74 F A4 - N- Aty K-111

75 ¥ e 4% K- 11148

76 ¥ A% -N- &t K-1114h

77 ¥ A% GW - 677954

78 ¥ £.94F - N- A GW - 677954

79 L L FK - 614

80 ¥ £.5] 4% - N~ §4Ldh FK-614

81 L L (=) - FMRsmuie

82 ¥ 5845 - N- | (=) - KAgstE
-8 5 a4 L

B4 ¥ RA4F-N- R AR

85 b L] e 5) 2

86 FH.54F - N- RiLdh AR5 &

87 ¥ £.9) 4% K554

88 F A5 4F - N- fied AAE 5 &

89 B R34 K45 549

90 F R84 -N- L K A7) 547

91 F A5 4% A5 245

92 F R 4% -N- Ricdh Kk B4

93 Z A8 4 SITAGLIPTIN

94 F R84 - N- R SITAGLIPTIN

95 F A8 4 A% 8% SITAGLIPTIN

96 F A5 4 - N- R & 5% SITAGLIPTIN

97 F A8 4¢ SAXAGLIPTIN

98 R -N- R SAXAGLIPTIN
[0195] N

46



CN 102600144 A

i FA
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35/40

99

FaAAH VILDAGLIPTIN
100 F A5 4% - N- R VILDAGLIPTIN
101 F £.9) 4% DENAGLIPTIN
102 F A4 - N~ R DENAGLIPTIN
103 F A4 P32/98
104 T A4 - N- [y P32/98
105 ¥ A3 4% 3238 % B P32/98
106 F .5 4 - N~ Rty 3L 4R 4 B4 P32/98
107 F A4 3% B P32/98
108 F A -N- Rt 3k 8 P32/98
109 FHAN NVP - DPP - 728
110 F R84 - N- fiedh NVP - DPP - 728
11 F RN 5 367K 3
112 F A4 -N- [k %378 3k
113 % 7.8 4% HR BR 0 3T 4E
114 F R 4F - N - &itd #4688 8 .75 4F
115 F A4 FH) M BE 5 30 AR AE
116 F RS54 -N- R - 3y B 5 3 AT AE
117 7 8.9 4% P 2 6 & AR 3E
118 TR -N- R P 5% 8 B AR E
119 ¥ A8 4 VARDENFIL
120 TR -N- R 'VARDENFIL
121 7 5.8 4 35 8. VARDENFIL
122 TR -N- A # 8 VARDENFIL
123 F R34 = $ # VARDENFIL
124 FRIH-N- Lt = 3 8 VARDENFIL
125 F #L8) 4F TADALAFIL
126. FAE 4 - N- R TADALAFIL
127 F R84 £ 2R
128 FANF-N-R4 £ 2 AR

0196]
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it PR

o)

36/40 10

129 F R84 B AL 2 Bk
130 A4 - N- it BB £ AR AR
131 F R4 LELE
132 F A3 4 - N- fedh LEEE
133 R kK HMR - 1426
134 F R -N- R itdh HMR - 1426
135 7 R34 CETILISTAT
136 F A4 -N- Ry CETILISTAT
137 7 R 4% & 77 oy B
138 F A8 4% - N- Rt & A7 o B
139 LA TR AR A i O
140 5 R H - N- Ritdh B & A o o

0107] %4 BN EAS -

[0198]

141 F A4 = P A Atk S FE
142 T A - N- fiedh =9 a8 Ak S F
R ¥ f54 YTEL LY AN &
144 F A5 4 - N- R hE— F WA AR &%
145 F 84 ¥ #5) 8 At S E
146 T A4 - N- L ¥ 4.5 7 A E
147 5 R4 Lk BT 5 ER AR FE
148 ¥ A3 4% - N - fuiedn k8 F 78R A S FE
149 ¥ £.9) 4% % &5 86 = 9 s
150 ¥ .84 - N- fitH TR = R
151 F R4 B8 F#7H = F A
152 ¥ f.5) 4% - N - fiedh 5 4 8 F %5 5 = PR
153 F #3944 Lxs FIE7 08 F14. el B0 Y. S
154 F A3 4 - N - RiLdy Lk #F %5 AR = F R
155 % A8 4 P44 5] BF) 3ok

[0199]

48




CN 102600144 A

Wt

AR

B

37/40 ®

156 FRAAF-N- Rt st 5) BR) M B &
157 5 A5 = 8k B etk 51| B & E
158 T R4 -N- Rt — L Bk 48 5 8R BT
159 ¥ 5.5 4 ot -7 89 = U
160 ¥ R34 - N- Rt otk #- 1) 86 = F A
161 ¥ A5 4% st 4551 BF) HEE = P A
162 F A8 4% - N- Rty sk 4% 51| BF) AR = F AU
163 ¥ R 4F = 5 B stk dt 7 BB = a8k
164 TR -N- Rl = 3 &k 7 BR = LB
165 ¥ £ 4% Z i Bt 3 2hEg = T UR
166 F R4 -N- RiLd = th Bt 365 BR) 3 B = F AR
167 T R4 ‘ #-5) £ M M&E
168 T .54 - N- Ritdh #5) £ M M &
169 % £.8) 4 #3) £ M =P R
170 F R34 - N- RiLd #5) £ M = 2LRE -
171 FRAK #5) £ 9% 88 = P S
172 A4 -N- Rid #5] £ M HE =T RR
173 7 £.5 4 5] £ 05 F #-5| #
174 F .5 4% - N - Ried #® 5 £ M T 4% 5| 8
175 5 a4 #5351 &M Bk ® T #7)ER
176 F R4 -N- BiH %5 £ Mk A8 F #7)8R
177 ¥ #.8)4% #5) &M x-S T
178 F R34 - N- #5) & Mk ot 4% 7] BF)
179 ¥ A8 4% #5) £ B = 3 B w42 BR
180 F RS -N- Rkt ¥-5] %M = B 8oLk 5) 89

[0200) Z43E%E (7Y )

[o201] AR

[0202]  {EBFFLR{¢ Tl A M&B NS(8680Ry, Denmark) ZRGH] 10 2 L1 % BT C57BLKS

dW®$ﬁoﬁﬁ@%Iﬂﬁﬁt@%ﬁ%%gEW*#Hﬁ%ﬁ%ﬁ@i%iﬁﬁ%&w
3433, Provimi Kliba SA,4303Kaiscraugst, Switzerland) .

[0203]
[0204]

IR
UNEUE R R A E 1 AR, FTEFFARRTIR 3 71 7 RATIREUER mFr.
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[0205] 5K TR AT/ NRBAEF. FRAESE DA N 8Ly, FRARR
= BE A -N- EAERTEE AKX FRAHRF, FEAHOEFEA & EHEMEE (4
# . 1. 5mm, TSE GmbH, 61350 Bad Homburg, f&[8 ) £8 i A RS BHAT B 1RER . S IKHET BTN
10m1/kg A ERIEHIR.

[0206] 7EMERARHETRIE N ELWLETSLEYBIE, I FERYEY
(chow 3433) FKKAENE (EHEYEENERUSIMHEE) . :

[0207] 10 KB AR ERA AT/ RIRTES . 2 R EFE S R A N-Eid.
5 9 R, 15245 1 /NS BB SRR fr, A5 R 21 EF. ZEHS 10K,
6 BB E B R TS EE B RS N- S 1 NS B O 1g/ke/ 10m] H%
SRR T 7E MR 2 B 15 4 Bho2 B REUM A 36 B ATEISE (accu-chek,
Roche Diagnostics GmbH,68298 Mannheim, Germany) 7K.

lo208] 4&HE
[0200] 3% 5 5om TN B AN -N- S TS IE/N RN —R (24 /DHTHTED)
YR E
fo210] X5:
[0211]
F— AR AR TRAH. P I LR
FRAH -N- Lz FRAMN-N- Ruterga
B (240090318 ) (24 et wia) ) BB E [/ R
44 RE - K)
R4 -5 -4 3| -2 -1 1 2314|5678
BEH (4%PA | 5257|5856 57 57|54)55)55]58]59]|51)51
H4%)
FRAH-N- 60|59 |64 |64 |64 57 154158)55]56|58][54)55
fikdh - Imp/ke
FRAH-N- 55|64]64]61[61 49149 45(45[46[49]|43142
ﬂ&%—Bmg/kg '
F A #H -N- 60|62)|64]|64)65 29 0331352930131 2638
Fibdh - 10mglkg ‘
F R4 -N- 58 |64(65](62]|63 l4f09[12[08]09]|11[07]06
fiiph - 30mg/ke

(0212] [ RE“-1” BRB RETFRIBH / BRAFE N- BAYZATHI 24 ANEZIEE
TR FRE— WL TFRIGH / BRA -N- S FH 24 /MR sRH“2” R
R TFIREH / B RAE -N- S E () 24 /NEFHAMR) 555 ]

[0213] %6 Sof TN WA -N- SN2 frgiiR s RE—R (24 EFEFIA] ) A Y
7K{%EK% : '

[0214] K6
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[0215]
F— kA THEH, PO
F R4 -N- R F R -N- ftdhes &R
W8 (24 8Er) (24.) oot id] ) KABIRF [/ A
KRR g/ &
% ‘ 5| 4| 3] -2} -1 1 213 |a]s{6]|7]8
BHN (4%FA 7988 65]|69]|67 72177] * {90|85]81{79]8.1
#4t)
SR -N- |92]94 84|79 86| |76]69| * |71180 77 8572
Fuh - lmg/kg
FHAAM-N~ 9843767691 51159] * |59(57]|54}54]52
#fedh - 3mg/kg
FHRAHE -N- 12119679 (8296 29 (35| * 13237333041
fAedy - 10mg/ke
FHRAM-N- |l01]124]|100[ 094|101 2324} % 126)30129)33 2.5
F.{.4h - 30mg/kg -
v FHKHA DAL (technical artefact) KA S

lo216] [ A “—1” BRB KL TRILH / BRAR N- FAY LA 24 N HATE] 5
R BRE WL TRIEH / B R -N- B ZIEI 24 AR sRE“2” KR
% W FREH / BRAE N FALWZF I 24 /DBIEA) 355 ]

[0217] 227 B T RAHIAIE LLATAUS AT 15 4 0)R I MBEAKCSE , /A RAT 2R P AL 10

Ko

[0218] X7

[0219]

| fo4E[{mg/ml] fn 4% [mg/ml]

(B FHEHBZIT) | (L THEEISLHE)

R F (4% FhRTHEFE) 360 574
T #.8) 4F - Img/kg : 347 507
% #.8) 4% - 10mg/kg 191 412

[0220] 8 B T A4 RE ARTRISA 16 4805 MM AR K- AN & RIS —.\—?i
44 ( = Rof-N-Oxide) 4L 10 K.
[0221] %8

f0222]
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i 4% [mg/ml] £ #% [mg/ml]
(LFHEBLA) | (LTHEBISNTE)
B H (4% FRAHFE) 301 533
Rof - N - Oxide - 1mg/kg 220 595
Rof - N - Oxide - 3mg/kg 174 . 467
Rof - N - Oxide - 10mg/kg 139 423
Rof - N - Oxide - 30mg/kg 146 326

[0223] HIZE

[0224]  TZIERA B 51 -N- EALHIATT T LAREAE db/db /1B H B SR ER B 70U & A
BEo S 4h, B THESRHE IR db/db /s BLUIKAT DK IRZE A & AL -N- B 6T RS
5 T BA &, Bl R A SR KT . AN, IR B SR it R A A AR T VA E 2R
B B TS S BT N SRR R T db/db /) REA RIS AR AT .
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Roflumilast for Treatment of Diabeties Mellitus

The invention relates to the use of Roﬂumilast and/or
Roflumilast-N-Oxide for the treatment of diabetes mellitus and
accompanying disorders thereof. The invention additionally relates
to combinations of Roflumilast and/or Roflumilast-N-Oxide with

other active agents for the treatment of diabetes mellitus.



