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The present invention relates to certain pyrazole derivatives of Formula (I) and pharmaceutical

compositions thereof that modulate the activity of the 5S-HT; 5 serotonin receptor and their uses for the

treatment and prophylaxis of visual hallucinations associated with Lewy Body dementia.
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The present invention relates to certain pyrazole derivatives of Formula (I)
and pharmaceutical compositions thereof that modulate the activity of the
5-HTa serotonin receptor and their uses for the treatment and prophylaxis of

visual hallucinations associated with Lewy Body dementia.
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%] 400 mg > 4J 435 mg > £ 500 mg » £ 585 mg » £J 600 mg » &Y 700 mg > &Y
735 mg > 7750 mg > £ 800 mg > 49 980 mg > 49 1,000 mg * £ 1,225 mg -
& 1,250 mg» 49 1,470 mg > 9 1,500 mg > 7 1,715 mg » 49 1,750 mg » &7 1,960

mg > £J2,000 mg > 2,205 mg > 492,250 mg > 42,450 mg » £ 2,500 mg >
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72,750 mg > %J 3,000 mg > £ 3,250 mg » £ 3,500 mg > £ 3,750 mg > £J 4,000
mg > 44,250 mg > %7 5,000 mg > 47 5,250 mg > £ 5,500 mg > £J 5,750 mg >
£J 6,000 mg * 47 6,250 mg > &7 6,500 mg > £7 6,750 mg > Zﬁ 7,000 mg * & 7,250
mg > £ 7,500 mg » &7 7,750 mg B4y 8,000 mg - FEFLLLEEF » JEIAE L
BHMEZ LT EHEESE FUEZHE - KEY) - ZEYEEEUEYECE
R IR ~ IERFRE ~ BB E A E - ERBEEGIT - 18

B EANEZ RIEZE R 0.001 mg 24 1,000 mg» 564 0.001 mg 47 700

mg - FEFREEHEIF - ER EARE Y RIEZE R4 30 mg - £940 mg
4950 mg > €960 mg > €970 mg » 41 71.25 mg > %7 80 mg » £ 108.75 mg » 47
146.25 mg, 183.75 mg » £ 245 mg » % 245 mg » %7 306.25 mg > £ 367.5 mg >
47 428.75 mg » 49490 mg » 47 551.25 mg B4y 612.5 mg - EFHLELF R+
UL Z Bk @ TRE AR (el TV URA AR Z B gL © 28R ~ FURFHOB -
IS R FL B SE PR KA - SRIEUAEULY) - ERLE
B - It Z R BRI Ky S 2R B L B TR - K
LEEENLY) - EREEHEST - IR FANE Y LIRS
2k U RERE  KEY) - STRYESSEY EHICE RO TR - JERRE
FEERREEE T4 E - EREERAIT > WaR FAREZ SZEIRES
LEBE P2 HE - K EY) ZIEOETRN Y £49 0.001 mg 247 1,000 mg
54 0.001 mg 4730 mg - FERLEEHFIF - IEE FEREZ ZZEIRET
H

p

SHEEE I K G SIS RN %Y S mg~ 10 mg B 23 mg -

TER LB - b 2 B R RS AR R AR B B B T 268

KEY) - ZRBEBNLY) - EREEEHEH > [LaE EAEREZ FIHHY
PIECH B S IR EE ~ KA ~ ZTRYIBCABEHEY RS 0.001 mg BLY
1,000 mg > B(&Y 0.001 mg F&Y 15 mg » FEHLELF G+ - IWAEER EARES
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FISFAE A | ST - KAV SRR 15 mg
493 mg 4745 mg - 476 mg 479 mg - 4195 mg» 47 12 mg &Y 13.3 mg -
FESIEETHERI  [LGHE L ERE Y AR LS LT - ke
W)~ ST IR E BT TR TR - IR (T
G - ERE BRI + 7 ARSI 5 TR i B e v
B KA - SRR - R - AR RS
IR S TR « K S S Y R El
R - IR DB TS - TR - AL
8 TR B LSS B T K A S S LR 0,001
mg 549 1,000 mg » 5447 0.001 mg 4] 30 mg - {EFELE R » HIHEE
B NS T - KA - BTSSR LR 4
mg » %78 mg » 412 mg » 49 16 mg 54 24 mg - AIEEEHEHID - NMDA
SRR TV B B4 - BT AR R
5 LT KA SR - TERE I [ NMDA
SR B SHISE LTS KA - SR
R - AR R £ BTN TS KA -
S RS R R BB T B IR RS T -
TESE BRI AR AR S B REBEE TS KA -
55 RS R4 0,001 me 547 1,000 mg> 540,001 mg %49 30 mg -
TERA I - LA FA Y 5 BRI TS KA -
SRR S me » 497 mg » 49 10mg » 49 14 mg » 4920 mg » 4]
21 mg 504 28 mg « FESIEEHEBID BB AR A RIS
RS KB SIS R RIS TR - RN
412 - FEFBEENGIE - H NMDA RGN R I B T SE Lo
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2 KEY) ~ ZTREBCEENLY) - ERESBERSIT - AR ERREZ
[ S AT SCHESE LRI E - KEY) ~ SECERI LY RICE R ILH]
B RN - EERNEHAMES - mEEERST - WERELEE
HEZ ST S B AT K &Y S BUAEN ) £%70.001
mg 247 1,000 mg - 549 0.001 mg FE4Y 500 mg o FEFLLEHEHIF - HHIAHE
FEREZNSM T SCHEEE AR - KEY - SIYEEENLY R
49 100 mg %] 400 mg - FEHELF S - MG EERE Z S T 5HE

BZE U - KEY) - ZIMBCEEN LY R4T 100 mg ~ 200 mg ~ 300 mg
2747 400 mg -

(0332] FEREEEMEGT - LBV —ESIMVARRR 3- AR
EC-8-IRIAES-1 BTN o (EFREb B - 3- 5 AR 8- IR -1 -1
R LUEE DB REE - ERLEERAIT - WER EANE Y 3555
FREs-8-URIHAS-1 BT el B8 E T REZ I  KEM SRR LRI E
FIERREI % A AR R LRI < SRR B A 1L
BIFEIN - RAEEREN - EEBNSHAMEE - RS EHEIS ek L
BENE Y 3-FE AR -8RI A 1 F- e LB %E - r el - KEaY)
LR ASAEUEY) R%Y 0.001 mg 47 1,000 mg» 47 0.001 mg F4Y 200 mg
#90.001 mg &Y 175 mg - 5 0.001 mg 24y 70 mg - FEFLEEHHT - [HiE
B AR Y 3- RS-SRS 1 BT HLBR BE [ AT E - K&
Y~ STHEEEUEY) R#Y 15 mg - 49 35 mg Bi&Y 70 mg -

[0333] fEREFHGI - 2D —TESIMNYERE B - 7
FEEHET - W ARER— NEERDEE - EREERGIT > e
ZIEREE R — NEEEMRGES - EREEEST - LB GEL B-ER
W RS - (EREEE NG o bt BRI PIEER Y bR » Bl(E
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AR EEEERY) ~ TR EEEM PR AN R i ARME - SREES -
EFREENE P - bt BB & 3 E R B $i (Aducanumab)(BIIB037) -
Gantenerumab ~ Eﬁ%ﬁﬁﬂ%ﬁ@apineuzumaé) SHEE Wiéﬁ}ﬁ(Crene:zumab) .
TR B $1(Ponezumab) ~ ZEHIEE E HT(Solanezumab) SAR228810~MEDI1814 ~
BAN2401 SRHALMI4HE - FEHELERHFIF - HLEMKTEB G - ET B
TREE - E%@%E@W o L o- S E B R Y RS R RG-7935 -
Posiphen ~ Affitope PDO3A ~ Affitope PDO1A B¢ EATfa[4H4 -

[0334) FEFELEHBIT > [LE/D—TESRIMNIERHER BACE BE
AR - FEFELEEF RS - 1t BACE B IHIE B CTS-21166 ~ MK-8931 ~
AZD3293 - LY3314814 ~ BI 1181181 - LY2886721 ~ E2609 ~ RG7129 -~
JNJ-5486911 ~ TAK-070 s EAF[a[4HE -

(03351 FEREEWEGIT > LB/ —FESBIMNTEREES RAGE H%]
B o FEHELEFHEFI - I RAGE HIEH] 5 TTP488(Azeliragon) - TTP4000> >
FPS-ZM1 s(EAEI4HE -

(03361 fERELFHHIT > ILE /D —FESIMTEERE— Tau
Tk - FEFREE T It Tau #EEHAS R AADVAC-1-AADVAC-2-ACI-35 -
BMS-986168 ~ RG7345 ~ TRx-237-015 (LMTX) ~ AV-1451 ~ AV-680 * Posiphen
BEAETAEE -

[0337] FEHELEHEGIT > > LB/ D —BEIMTEREER o7 BET
ZEERE S BSTHETR - FERLEEFRAIT - 1k o7 Bt T ZERREh B
£y Encenicline (EVP-6124) ~ ABT-126 + ABT 418 » RG3487 - A
(Varenicline) ~ A-867744 ~ TC-5219 ~ AVL3288 - BMS933043 - DSP-3748 ¢
HAEmHE -

[0338) fEHLLENEHIP  [LE/D—TEBIMTERTE T a4
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Rl 25 VG ERIE 7 SA T B4 Namzaric™ » Exelon®- Aricept®(ZZENR AT L EE) -
Namenda® (35 < [ B8 H4 ) St GUERL B - (R LEE TG  Bratavél
RAIFIREC Y T B — RS NS AR ER AR 545 - #ld ABT-126
(Abbott Laboratories) * pozanicline (Abbott Laboratories) - MABT-5102A (AC
Immune) + Affitope AD-01 (AFFiRiS GmbH) - Affitope AD-02 (AFFiRiS
GmbH) ~ davunetide (Allon Therapeutics Inc) ~ JEXH - (nilvadipine)f;744)
(Archer Pharmaceuticals)~ Anapsos (ASAC Pharmaceutical International AIE)
ASP-2535 (Astellas Pharma Inc) - ASP-2905 (Astellas Pharma Inc) ~ 1
1C-AZD-2184 (AstraZeneca pic) ~ 1 1C-AZD-2995 (AstraZeneca pic) °
18F-AZD-4694 (AstraZeneca pic) ~ AV-965 (Avera Pharmaceuticals Inc) »
AVN-101 (Avineuro Pharmaceuticals Inc) ~ S EKE H 5EHKE 5% (Baxter
International Inc) ~ EVP-6124 (Bayer AG) ~ [EEH ¥ (nimodipine)(Bayer AG) -
BMS-708163 (Bristol-Myers Squibb Co) ~ CERE-1 10 (Ceregene Inc) ~ CLL-502
(CLL Pharma) - CAD-106 (Cytos Biotechnology AG) - 3K B% J&
(mimopezil)((Debiopharm SA) - DCB-AD1 (Development Centre for
Biotechnology) * EGb-761 ((Dr Willmar Schwabe GmbH & Co) ~ E-2012 (Eisai
Co Ltd) ~ ACC-001 (Elan Corp pic) ~ B2 74 FH &1 (bapineuzumab)(Elan Corp
~pic) ~ ELND-006 (Elan Pharmaceuticals Inc) ~ fe[$£5EP5) T (atomoxetine)(Eli
Lilly & Co) ~LY-2811376 (Eli Lilly & Co) ~LY-451395 (Eli Lilly & Co) ~ m266
(Eli Lilly & Co) ~ semagacestat (Eli Lilly & Co) * ZRHI¥EE 1 (Solanezuma) (Eli
Lilly & Co) ~ AZD-103 (Ellipsis Neurotherapeutics Inc) ~ FGLL (ENKAM
Pharmaceuticals A/S) - EHT-0202 (ExonHit Therapeutics SA) - # & f&
(celecoxib)(GD Searle & Co) ~ GSK-933776A (GlaxoSmithKline pic) ~ 5%

B (rosiglitazone)XR (GlaxoSmithKline pic) ~ SB-742457 (GlaxoSmithKline pic)
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R-1578 (Hoffmann-La Roche AG) ~ HF-0220 (Hunter-Fleming Ltd) ~ EBaH77g3H
(oxiracetam)(ISF Societa Per Azioni ) ~ KD-501 (Kwang Dong Pharmaceutical
Co Ltd) - N;}X-267 (Life Science‘Research Israel) ~ G f2Hg A(huperzine
A)(Mayo Foundation) + Dimebon (Medivation Inc) ~ MEM-1414 (Memory
Pharmaceuticals Corp) + MEM-3454 (Memory Pharmaceuticals Corp) -

MEM-63908 (Memory Pharmaceuticals Corp) ~ MK-0249 (Merck & Co Inc) ~

MK-0752 (Merck & Co Inc) ~ F{X M) T (Simvastatin)(Merck & Co Inc) ~ V-950
(Merck & Co Inc) ~ E4i|(Merz & Co GmbH) ~ =472 1l[|(neramexane)(Merz
& Co GmbH) * — BT {7 7. B5(Epadel)(Mochida Pharmaceutical Co Ltd)
1231-MNI-330 (Molecular Neuroimaging Lie) + gantenerumab (MorphoSys AG)
NICS-15 (Mount Sinai School of Medicine) ~ =42 A(Neuro-Hitech Inc)

OXIGON (New York University) ~ NP-12 (Noscira SA) ~ NP-61 (Noscira SA) -

F H#r 89 B (Novartis AG) ~ ECT-AD (NsGene A/S) ~ arundic acid (Ono
Pharmaceutical Co Ltd) » PF-3084014 (Pfizer Inc) ~ PF-3654746 (Pfizer Inc) -

RQ-00000009 (Pfizer Inc) ~ PYM-50028 (Phytopharm pic) ~ Gero-46 (PN
Gerolymatos SA) » PBT-2 (Prana Biotechnology Ltd) ~ PRX-03140 (Predix
Pharmaceuticals Inc) - Exebryl-l (ProteoTech Inc) - PF-4360365 (Rinat
Neuroscience Corp) » HuCAL ¥ B-fEEn Erkbife(Roche AG) ~ EVT-302
(Roche Holding AG) ~ [EfkH ¥ (nilvadipine)(Roskamp Institute) ~ fIEE &
(Sanochemia Pharmazeutika AG) ~ SAR-110894 (sanofi-aventis) ~ INM-176
(Scigenic & Scigen Harvest) ~ 2K ERMA(mimopezil)( BRI 2R _ G EEYIFZE
FT)>NEBO-178 (Stegram Pharmaceuticals)> SUVN-502 (Suven Life Sciences)

TAK-065 (Takeda Pharmaceutical) ~ 2 % (ispronicline)(Targacept Inc) ~ 25

7 &5 B (rasagiline)(Teva Pharmaceutical Industries) * T-817MA (Toyama
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Chemical) * PF-4494700 (TransTech Pharma Inc) - CX-717 (University of
California) ~ 18F-FDDNP (University of California Los Angeles) - S}TS-21
(University of Florida) ~ 18F-AV-133 (University of Michigan) ~ 18F-AV-45
(University of Michigan) ~ PR {XEHEL B8 (University of Michigan) ~ 1231-IMPY
(University of Pennsylvania) 18F-AV-1/ZK (University of Pennsylvania) -
11C-6-Me-BTA-1 (University of Pittsburgh) ~ 18F-6-OH-BTA-1 (University of
Pittsburgh) + MCD-386 (University of Toledo) ~ == N ¥F Ak 2 B BB tEH A K
(Voyager Pharmaceutical Corp) ~ [u] 2K 75 2 (aleplasinin)(Wyeth) - begacestat
(Wyeth)~ GSI-136 (Wyeth)~NSA-789 (Wyeth) ~ SAM-531 (Wyeth)~ CTS-21166
(Zapaq)F1 ZSET-1446 (Zenyaku Kogyo) °

(03391 {EFLEEHESH - thzE/ b —ES I MR T afE— %
FAF G E S & TR IE < 827> 5140 AEOL-10150 (Aeolus Pharmaceuticals
inc) « Fl[& M (riluzole)(Aventis Pharma AG) ~ ALS-08 (Avicena Group Inc)
HILEZ (Avicena Group Inc) ~ arimoclomol (Biorex Research and Development Co) ~
FA gLz (mecobalamin)(Eisai Co Ltd) ~ {rmiiHZS (talampanel)(Eli Lilly & Co) -
R-7010 (F Hoffmann-La Roche Ltd) ~ {{c#1/Z=(edaravone)(Mitsubishi-Tokyo
Pharmaceuticals Inc) ~ arundic acid (Ono Pharmaceutical Co Ltd) ~ PYM-50018
(Phytopharm pic) ~RPI-MN (ReceptoPharm Inc)~ SB-509 (Sangamo Biosciences
Inc) ~ BF|ZZ P (olesoxime)(Trophos SA) ~ KE T IEER(Ucyclyd Pharma Inc)
1 R-i$11 76 & (R-pramipexole)(University of Virginia) °

[0340] fEFELEHHIF  th2/ D — S MY ERE T AT A EHHE
HR PR SER - N M1 B iR (e RIS R AL SREE - M2 EEiRis
PRl ~ ZEREREEESHIRIE] - Brh T AR RIS EA ] - 5-HT, 28

HR O BOBIEY SHT o ZASTEDURI K NMDA ZEGHE HURI SRR « B ELHE
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PUE - GABA $5HUH ~ H3 #5518 - FUREI AR RESRETE  SeRmRFE
RIBIA0 B 2 y-o3 i EEHIHIH - Tau-BERERTR - B-JR0RAD B SRIAGIRIRD -
iﬁiﬁ&%%ﬁié%ﬁﬂ » RITEBEIBI =32 - MAOI (BRg & CEeIAE) -
SSRI (G 17178 22 FRUR UACHTA IR ~ SNIRT (IfIL335 0 TF BF b B 2= F R o4
Pil)=k NaSSA (IE& I EREEMMBERNEER) - HENHER(LEY
Z B BB 7S KRB AR (Amitriptyline) ~ & K iHBH (clomipramine) + V5 ERE 5]
(citalopram) ~ R (dosulepin) ~ P§5ZE ¥ (doxepin) + 4755 T (fluoxetine) -
>KEBA (imipramine) ~ J&3FiE¥(lofepramine) ~ JKE*F(mirtazapine) ~ I5&H
F#(moclobemide) ~ 75 B & bk (nortriptyline) ~ THZEFE ] (paroxetine) ~ 7= 7 i
(phenelzine) ~ ¥ 7 75 T (reboxetine) ~ <& i #k (sertraline) - & I8 PN fi#
(tranylcypromine) ~ 2551 (trazodone) ;ST % ¥ (venlafaxine) o (E R ELE
B - SHMERER T EFETURE TR SR - BB & (olanzapine) ~ £
I (clozapine) ~ FI|3Z (risperidone) ~ 5K J(quetiapine) - 5 1704 (aripiprazole)
SV (paliperiden) -

[0341] E2Z24FARY)

[0342] AFHPS—FEGENEE RSB HAETHZAEEY
K—E L B GE [ R RE R E s B EA YY) - R ERHIGBENEE A

HHUL ST e — B L R B EEE R -

[0343] A HERENEES LR EAREY 1-[3-(4-38-2-F
FEDH-IP3-50)-4- RG-S 3-(2,4- IR ERD)R - K PVP - HIELM
BRSNS EERY - ABF—TEEHREs AR LEREY
1-[3-(4-350-2- B B 2H-THE - 3- )4 FR - S 3- (2.4 — -0 ) AR 1Y B
SR - AERLEIEHIE IR LARR Y 1-[3-(4-8-2- - 2H-0Hps

-3-7%)-4- B AT E]-3-(2,4- 2R -5k 549 0.0001 249 1,000 mg » FEH
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EEWGIT - AR EAREY 1-[3-(4-)R-2-FE-2H-IHEe-3-50)-4- FH g A -
SRHE]3-(2A4-Z ) IR B 10 T4 160 mg » FEHEDERERIP - LLIAH
FEBEY 1-[3-(4-38-2- A 2H-ME 3 -50)4- B AL 32, 4- T
H)-IR B4 10 mg - FEFELEHEHIT - HAE FAREY 1-3-@-8-2- B
-2H-DH -3 -5 )-4- FR AR 2R ) 3-(2 4- -SRI B4 20 mg - FERELLEE
FEBIT o MG AR Y 1-[3-(4-38-2- - 2H-E -3 1) -4- R G - 5
H]3-QA-ZH )R B4 40 mg - FEREEIEGIT - G L AR
1-[3-(4-38-2- FR L2 H- LD -3-385)-4- FR B - ] 3- 2 4- -5 IR B 40
80 mg « EFLLEHEHID » HIAH LEREY 1-[3-(4-18-2-FE-2H-IHm-3-
B4R S 32 4- -5 R B4 160 mg - |

[0344] &8 K S i A B ELA B ERA R ik HAEE
BBV — B PSR A A B AIN LAY — B L RS E
FRE -

[0345)  SERCY T EE AT A T AR B » B EE ER T b
EYEIRRE A R E R R URENLL A RS R -
EEE  MAERIDE SRR -

[0346] A —HEGHREEDS © (1-[3-(4-8-2-FE2H-MH;
U354 FR G- S 3-Q4- AR IR 0 R (0B T IR
PVP Fil coPVP 2 A 85 BB B BRI 755 s HATHEN 1-[3-(4-38-2-FR AL 2H-
T3 55)-4- R SR A 3-(2,4- RN IRFUR IV B R R e

N=|
/bbé ©

[0347) A#HHE—HEGAEREES G EENEY 1-[3-(4-5-2-H
Hh- 2ROk -3 -50)4- FUR R R 3-(24- R R IR R PVP ~ PR
ZHEEASYIIEIE - ASH— T EGHENEE AR EEREY 1-3-¢-

148



201720439

2 B OH- -3 3)-4- RS A 3- .4 A A ARAVRIEL - E
SRR + BLEHE FARRY 1-[3-(4-8-2- B 2H I 3-55) 4- TR I
] 3-(24- T EE)HIR R4 0.0001 549 1,000 mg « FEFLEHEHIT » I
SR AR 1-3-(4-18-2- AL 2H .3 56)-4- FR G ] 3-(2.4-
MR RALT 10 Z49 160 mg - FERLEMEHIT - WEH LARE
1-[3-(4-350-2- HF 5 2H-OHPAS-3- )4 P SR B 3-(2,4- TR )R
10 mg » EFLLBENEHIT » IDER LEBEL 1-[3-(4-30-2- FIEE-2H-HP 3-
K4 3-QA- SRR E)R B4 20 mg - FERLEEIEHI - I
SRR TR 1-[3-(4-5R-2- - 2R3 4- R B 3.4
)RR 40 mg « FESLLEREPIH LA EAREY 1-3-(4-0-2-
P S DHL - 3-28)-4- IR 3- (2. 4- -5 )-TR ) 80 m - 7
| SEENERI o AR EARORY 1342 2H -3 5) 4
HEH]3-24-ZHH)-TRARLT 160 mg -

(0348)  {EECEIEHIT  SCP LRSI & 5
SRS IR -

(0349)  AEREESHID B0 BSINTEREN e TR
BEPIE C REMOE - T - EAT - FISE - ST - ERESE -
KL ~ UG ARECELEY) - ZEEVSIRBETRITHIR  NMDA S5 -
TESEIHPELRY) - (RS - SR - HERREREES -
FERENIBIT IS RRRER (RS MAO-B HIHIA] - COMT 1]
I - SERRBRSETS - EXLEMHIT » 2R
ORISR B PR S ERIRAS RIS - DB R S
TR - KEY) - SASORRILY) - RIS o I
BREST IR 2 SRS S LB TR - KAy - STASORTIE
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) - TEFEEEHERIS - NMDA ZEEFEPIRIGHE THAERZ BEh Y « £&
LS = A %Hﬁtiﬂ&/ﬁé $5E LR - KEY) - ZRYEGERIE
Y] -

(0350 FERELEHERISF - Itl;%//'—ﬁ%ﬁl\éﬁxé?v%m]% 3-IRE Rl

F-8-MROHA-1 EL-MEE0 o

[0351] fERCECEFHpIt » ESEEHHIL 2/ — BRI MR
B B RS - EREE G T » WE aER h— N HERDE - B8
SN M AR R — AR LBk PTEE o FERLEE T - phE
BREUEE R B-IRD Rl - AT » It B- SR T EEREN
B-EEk - BII(EARIRD) SEMEEY) ~ IIBEEEBRO AN Z A AR
B HBEE - EELEFHGIF - LEKDIR A EREHI(BIB3T) -
Gantenerumab ~ B Z4ATHEDL ~ WEAGEDT - TABRET - RAREN -
SAR228810 + MEDI1814 ~ BAN2401 ByEAT(A4H4 - {ERLELBHEHI T » JLEE
TRy AL, o- X R0 - FEREEHAT » Z o-HEEE AT
= BRI By RG-7935 ~ Posiphen + Affitope PDO3A - Affitope PDO1A HiE:
RfaT4EE -

[0352] FEFREEHEIT > LED—TESINYEREEE BACE BE
IR - FEFEEE AT - 1t BACE BEZRHNHIEI A CTS-21166 ~ MK-8931 -
AZD3293 ~ LY3314814 ~ BI 1181181 ~ LY2886721 ~ E2609 ~ RG7129 -
TNJ-5486911 ~ TAK-070, 5% EAE A4S - |

(0353 FEHEEHEIF > bz —TEBIMIEER B RAGE HEH
Bl - FEFLE S - th RAGE #IHI5 £ TTP488 (Azeliragon) ~ TTP4000
FPS-ZM1 BLEAT4A4 - |

[0354] EFEELEREIT - LED—EBINYEEEIRLL Tau Rl
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BEAYPUEG - FE R LEE AR - I Tau $E/EH1A8H AADVAC-1- AADVAC-2 »
| ACI-35~BMS-986168 ~ RG7345~ TRx-237-015 (LMTX) - AV-1451~ AV-680 -

Posiphen BCEAERIAHE - |

[0355] FERELbgpal Pt e/ b —BRIMUEEER o7 JES T ZEk
WEme 2 BGRETR - EHEEEST - It o7 BT ZERIEERSZ RS SETEI K
Encenicline (EVP-6124) ABT-126~ ABT 418-RG3487-{R/EF5 &~ A-867744
TC-5219 ~ AVL3288 - BMS933043 ~ DSP-3748 s{ - fm[4H& -

[0356] fERELEFHAIH eV —ESIMERE T aE—NSE
WE[ZL G BAE 2 SE R 51140 Namzaric™ » Exelon®- Aricept®(Z5 2L IR AR EEFL EE) ~
Namenda® (5= | B RL B0 S IR M BB L B8 - FE MBI+ » FraftrV4E
A P 8 — B S R S AR R ERY B IRAL & 45 2 » 141 ABT-126
(Abbott Laboratories) ~ pozanicline (Abbott Laboratories) ~ MABT-5102A (AC
Immune) -~ Affitope AD-01 (AFFiRiS GmbH) -~ Affitope AD-02 (AFFiRiS
GmbH) - davunetide (Allon Therapeutics Inc) ~ & {& H S 17 4 #7) (Archer
Pharmaceuticals) -+ Anapsos (ASAC Pharmaceutical International AIE) -
ASP-2535 (Astellas Pharma Inc) -+ ASP-2905 (Astellas Pharma Inc) ~ 1
1C-AZD-2184 (AstraZeneca pic) ~ 1 1C-AZD-2995 (AstraZeneca pic) -
18F-AZD-4694 (AstraZeneca pic) ~ AV-965 (Avera Pharmaceuticals Inc) -
AVN-101 (Avineuro Pharmaceuticals Inc) ~ 2% EK2E H 52k T & /& (Baxter
International Inc) ~ EVP-6124 (Bayer AG) ~ [EE#3(Bayer AG)~ BMS-708163
(Bristol-Myers Squibb Co)~ CERE-110 (Ceregene Inc)~ CLL-502 (CLL Pharma) -
CAD-106 (Cytos Biotechnology AG) ~ 2K E kI (Debiopharm SA) ~ DCB-AD1
(Development Centre for Biotechnology) » EGb-761 (Dr Willmar Schwabe

GmbH & Co) * E-2012 (Eisai Co Ltd) ~ ACC-001 (Elan Corp pic) ~ B2 fZ47FH &8
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$7(Elan Corp pic) ~ ELND-006 (Elan Pharmaceuticals Inc) ~ FR[4EE5 78, T (El
Lilly & Co) ~ LY-2811376 (Eli Lilly & Co) ~ LY-451395 (Eli Lilly & Co) ~ m266
(Eli Lilly & Co) ~ semagacestat (Eli Lilly & Co) * Z ¥ EH(El Lilly & Co) -

AZD-103 (Ellipsis Neurotherapeutics Inc) ~ FGLL (ENKAM Pharmaceuticals
A/S) ~ EHT-0202 (ExonHit Therapeutics SA) ~ F44f=(GD Searle & Co) »

GSK-933776A (GlaxoSmithKline pic) ~ ZE#51[fH XR (GlaxoSmithKline pic)
SB-742457 (GlaxoSmithKline pic) ~ R-1578 (Hoffmann-La Roche AG) -

HF-0220 (Hunter-Fleming Ltd) ~ B2$17751H(ISF Societa Per Azioni ) ~ KD-501
(Kwang Dong Pharmaceutical Co Ltd)~NGX-267 (Life Science Research Israel)
21 A(Mayo Foundation)  Dimebon (Medivation Inc)~ MEM-1414 (Memory
Pharmaceuticals Corp) -+ MEM-3454 (Memory Pharmaceuticals Corp) -

MEM-63908 (Memory Pharmaceuticals Corp) ~ MK-0249 (Merck & Co Inc) -

MK-0752 (Merck & Co Inc) ~ 3&{X M) T (Simvastatin)(Merck & Co Inc) ~ V-950
(Merck & Co Inc)~ZE£Hl(Merz & Co GmbH)~ZF=H73Eli(Merz & Co GmbH) -

— iR FASEEE ZB5(Epadel ) (Mochida Pharmaceutical Co Ltd) ~ 1231-MNI-330
(Molecular Neuroimaging Lie) + gantenerumab (MorphoSys AG) ~ NIC5-15
(Mount Sinai School of Medicine) » A2 A(Neuro-Hitech Inc) ~ OXIGON
(New York University) ~ NP-12 (Noscira SA) ~ NP-61 (Noscira SA) ~ FIJHrHJEH
(Novartis AG) ~ ECT-AD (NsGene A/S) ~ arundic acid (Ono Pharmaceutical Co
Ltd) ~ PF-3084014 (Pfizer Inc) ~ PF-3654746 (Pfizer Inc) ~ RQ-00000009 (Pfizer
Inc) ~ PYM-50028 (Phytopharm pic) ~ Gero-46 (PN Gerolymatos SA) ~ PBT-2
(Prana Biotechnology Ltd) » PRX-03140 (Predix Pharmaceuticals Inc) ~ Exebryl-1
(ProteoTech Inc) ~ PF-4360365 (Rinat Neuroscience Corp) ~ HuCAL 37 B-JEE

M BERRTTAE(Roche AG) ~ EVT-302 (Roche Holding AG) ~ [E{&H(Roskamp
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Institute) ~ f0 B ftr 8¢ (Sanochemia Pharmazeutika AG) - SAR-110894
(sanofi-aventis) * INM-176 (Scigenic & Scigen Harvest) ~ >KEJRML(FEF} £
I B2yt 42 FT) ~ NEBO-178 (S‘;egram Phar;naceuticals) + SUVN-502
(Suven Life Sciences)~ TAK-065 (Takeda Pharmaceutical)~ £ A 5% 5 (Targacept
Inc)~ B /PR (Teva Pharmaceutical Industries)~ T-817MA (Toyama Chemical)
PF-4494700 (TransTech Pharma Inc) ~ CX-717 (University of California) -
18F-FDDNP (University of California Los Angeles) ~ GTS-21 (University of
Florida) ~ 18F-AV-133 (University of Michigan) ~ 18F-AV-45 (University of
Michigan) ~ POt/ $H& EE (University of Michigan) ~ 1231-IMPY (University of
Pennsylvania) ~ 18F-AV-1/ZK (University of Pennsylvania) ~ 11C-6-Me-BTA-1
(University of Pittsburgh) ~ 18F-6-OH-BTA-1 (University of Pittsburgh) -
MCD-386 (University of Toledo) ~ =% N & #f £ & E& 8 A B (Voyager
Pharmaceutical Corp)- [8] 5K P Z£(Wyeth) - begacestat (Wyeth)~ GSI-136 (Wyeth)
NSA-789 (Wyeth) - SAM-531 (Wyeth) + CTS-21166 (Zapaq)Fl ZSET-1446
(Zenyaku Kogyo) °

[0357] FERELgmald  th2 /b —ERI MR afE— %
AR B E B A TR E < ZE7 > {5140 AEOL-10150 (Aeolus Pharmaceuticals
Inc)~ F|& 1 (Aventis Pharma AG)~ ALS-08 (Avicena Group Inc)- fJlfi&(Avicena
Group Inc) ~ arimoclomol (Biorex Research and Development Co) ~ FH 4% (Eisai
Co Ltd) ~ f&iiEZ3(Bli Lilly & Co) ~ R-7010 (F Hoffmann-La Roche Ltd) ~ 4%
#= fiI & (Mitsubishi-Tokyo Pharmaceuticals Inc) - arundic acid (Ono
Pharmaceutical Co Ltd) - PYM-50018 (Phytopharm pic) - RPI-MN

(ReceptoPharm Inc) ~ SB-509 (Sangamo Biosciences Inc) ~ BLF]Z 75 (Trophos
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SA) ~ ZA T Bz §3 (Ucyclyd Pharma Inc)F1 R-3% #iI 5¢ Z (University of
Virginia) °

[0358] TEREBEIEIS HLE/D—FESE SN AR BB A SIS
A 25| - Hld0 M1 EE 2R TR E A TR - M2 EHigiE
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B ROBIE SHT 14 SZAsFE LR & NMDA Z RSP SRR - Shicie s
ikl - GABA P ~ H3 fEHuR - TRHIRVAE/MI BB RETE » SRR s
B0 B B y-o3 BRG] ~ Tau-SE[EFE] BB B EINHIEIR p-
RN REEE . RTIEERIFIN=IRE - MAOI(ERZE LS HIHIR) -
SSRI(EEFEMEIM I = R UHNHIA) - SNRI(EH?%%%DE%J:B%%E@M%KD%U
Rl)2 NaSSA(IER LRRMR/REEMARIIERH) - FRENhiER ey
ZEPIEFERDREMN - SOKIHEA - FEECERE - B - mEEE - &80T -
SRIEEA ~ J&3EIEER ~ SKREF - "BE AR - XFEM - IHEERT « RZHF -
Fapzrar] ~ EER - RERAR - BREECGIAF - EREERT
SHMNVERE R EETUR RS 0 FIEERY - &5°F - IR - SR
S~ Py IR IR U
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YO RS~ R KEBCHMERBIFRAIER 2 - 5—EEE - O
AR ] Ryazkn < o N EAEE BT /K S/ ME S IR R B E 2 -
SHHNAR B G0 fF B 8 A LR ~ FE/KMEER (R R ) - PhRmIAIsE
CRE s e B P N ENR RS B E Y T - SR BEIZ I HE G A SR L &R
i@éﬂ’ﬂ‘)ﬁ%ﬁ%ﬁﬁﬂiﬁ?ﬁ%ﬁﬂ » BB < BE RN E N EE BN
R - EEME RARTERT AR N EERIE  SF B E AP — ST
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(03601 733 L&y al i P ATE R T B AR it SR B B
EN%7) EIEF‘ﬁﬁ%&%u%Zi@é\E’ﬂ%éﬁ'@:ﬂ?ﬁﬁﬁﬁﬂ » B R IERLANT
Fr&0 5 540 » £ &, Remington, The Science and Practice of Pharmacy, 20th
Edition, 2000, Lippincott Williams & Wilkins, (Editors: Gennaro, A. R.,ZA) -

[0361] ETIRERS > RFERFECER R  ARHALEY  F—8
REVAHET » 7] DURR S L2 % - BENEEYBOEERG RS
SMEFE—EEBE Nt E I BEEEICY SR 2R -
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PR ESTA Y S TEH RS | m R SR R/ BTER s < B AR
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SREEYIE B/ NIRRT DA RERAY T TR IR - BAUH - &R AER (RERE
— RBEMHNERE  —E B8RRI — AR AR T8y
{ReEJE - PVEARIARIMTEIE T MRS - BRI SIS A RS R ik
MRS E Z TR B AEZE -

[0364] AR L&Y) - BB RAER - SEEMHREEIZEE - 7K
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EME EEYEEEET - TEEERLA BRI - BEEMRE &
AFFEMAHZAZNE R ERE TS A RRIVSIERY - Q

(0365]  SECIHRASEE - BEERALERIITT A » B » G - BEE - TR
HRAEZTER - BRI EM G ER SRR E R BRI AT AL
AR - EBARIA Y EOABE - 58 - 508 - FERETR 2FE
FRIE] > BIOTLEE « HEE - RBRRESERG | 24 PEE RGBT
ERBEER - BERTTEY) - [THHERE - TRBH IR & Rl
WMEKBH - B BB IR FEEERN  REeHE HEBIfIAE A
REEEEE o TEMERG N AIREHE T  FIIREIK - HEESUK e REE
BEEE [ TIHEREE 2 AHEY 0 DURESSRAREE -

[0366] AZFIH L&Y EARU Y S EIRErTE YT FER
BEEE R P HYEMER - FRIRIER S-HToa STASRETE] - 758 SR
fy ) e TESEEAEIRY) | IR T AT E S H RS — S AN E AR
et FEAVEEEENA - R R BN TIREMERD
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(03671 EfERAZHEEYNE  BIETTERTIIRFNEL B4
B KO RBEIFTAR » EA S E RSB EE - fl10 - K
FraEERIEBNRER - WENER - AN AR aEEE
SR MERIRITEGETTTRYT » SR T AB I LS 2N RE T HIMYE
S E - AEHZ AERREEFRE(ERRF)470.001 mg 2475000 mg>
#J0.001 mg £4Y 2500 mg>%J0.001 mg 247 1000 mg, 0.001 mg ZE4J 500 meg,
0.001 mg F4J 250 mg > £ 0.001 mg to 100 mg > %7 0.001 mg F4J 50 mg K
#70.001 mg 425 mg » AFHZ ARBEEBAETRIR)E 0.0001 ELY

1,000 mg » 47 10 2£%J 160 mg > 4 10 mg » £9 20 mg > 4940 mg » £ 80 mg
156



201720439

4 160 mg - FE—RH T TS EEE - SHRERSBEAEARE
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S - GRS BRTE ] ARRTISRAY BB OB - B
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K T AEBIUL S INE LT ZINE LT R R &
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=7k
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