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BI7VRIER143HB (FHFESDK16%. EREPDHI20%) *
*(Annual Reports in Medicinal Chemistry&lY (2014FEFET).
KEGG DRUG HP (http://www.kegg.jp/kegg/drug/drug_ja.html) &Y (2015F L&, HAKERD#A))
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telotristat ethyl
HIEN RS

HO Cl X F
H,N

delafloxacin
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enasidenib
PUA LA

glecaprevir
CHUNTRIBIIE
\<Me

Me

N
Me—\

N

F

Z N z N
\NJkNJ;:F/\(:l\/ e
H

abemaciclib
B AFA

pibrentasvir
CHUNTRIBHIE
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Me
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letermovir
CMV EYUE T BH 3R
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N—N 1i_OH A\O F F Me N o] J F
NC /S 0" No” “oH N H Me F
N/ ~ F )-\/N S N
H (o) Ifl OH
Me o F
F OH
forsavuconazole bictegravir tezacaftor
PLEEEH| PLH I VI FERPERRAMERE 157 3K

apalutamide baloxavir
LAY AA HLE Al



=R DATCHEE

A: alimentary tract and metabolism
CHIESRERE. KBKRERE)

B: blood and blood forming organs
(M & - A BRAZE)

C: cardiovascular system

(RIRBEAER)
D: dermatologicals
(SRR AZ)
: G: genito-urinary system and sex hormones
Anatomical CBRATBE R, oL EH)
Therapeutic H: systemic hormonal preparations, excluding sex hormones and insulins
Chemical (EHRILVEVRBAVRYVERW=RILEVAD
Classification J: anti-infectives for systemic use
by WHO (FUBRBERD) |
L: antineoplastic and immunomodulating agents

(BUER|, RZaREiE)

M: musculo-skeletal system
(FEHERE)

N: nervous system
(fHRERAE)

P: antiparasitic products, insecticides and repellents
(FEFIXT BHE)

R: respiratory system
(FERZRE RZE)

S: sensory organs
(BREHRERE)

V: various
(ZDIEA)



A = s SH
SOVEREEDEE
20004 - Csp? Csp® Ir—7)L RIVI4F | BRFEK| 73
ayyg| 2017F Ar- Het- alkyl- ArO- S-  |rez|No=|  N-
44E Ex ;;T* & Oty CH, [EDH CH, 0)8 | 0)- | oy, | GH, ToR
EX F CF, | F | CF; |CH,F|CHF,| CF; | C,Fs | CRF [CF,R CF; |CHF, CF, CF, CHF2|GH,F| CF, oF | oF,
298 112 [ 144 |47 |18 7 | 6 | 2 [ 4 |1 /489 (4 3|3 |4 |6 |1 |12 ]|1]2]3]| 2
A JHILE-KHER 23 15 11 9 2 1 1 1 2
B MKLEMBE 5 4 3 1 1
C RRH#EZR 21 6 15 4 1 1 1
D REHAE 411 1 1 1 39 2
G WREFEFREERILEY 5 4 2 11 1
H £8FKRILEVEE 2 2 1 1
JO1 £8AREXR 33 10 27 5 1 1 1 1 2
Jo2 25AmEEE 8 6 7 2
Jo4 vwAanysYr7E 1 1 1
JO5 ZHAMIIILRE 15 13 5 1 3 1 1 1 2 | 3
LO1 hEMESFE 38 26 19 9 | 7 1 1 1 2 1 1
LO4 ffEilFliE 2 1 2
MO1 JERXRTOSMFRIHBEE | 15 2 7 7 1
MO9S 2D OHERRESRAE 1 1 i
NO1 FRER3E 8 0 1 1 1 5
NO2 §EfEaE 1 0 1
NO3 RTAL AR 3 2 3
NO3 Hi/\—F2yV iRk 1 1 1
NO5SA #i& KLRERBRE 22 4 18 4
NO5B HmFRE 5 0 4 1
NO5C #IIR3 8 0 8 1
NOo6 5320 6 1 3 3
NO7 ZDHDHERIE 3 0 1 1 1
P MBELERE 3 0 1 2 1
R HRHFR 9 2 5 1 1 1 1
S BER 6 4 1 1 1 1 1 1(P-F)
vV ZDIFEH 12 5 2 3 2 4 1(SFe)
ZL 1 1 1




AGHIEZRE RZE

\:

- 1L£E|WEF155E%

\:

/\

A01: BRI AR

NaF
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H e
(A1) F) MeSFe NaO” 1 ONa

SnF,

Ho/\ HO/\|

o/\/ \/\/ ! (CH2)17CH3

olaflur

A02: HILHBEABRE
I ERF

Me

N
H,CO

0" > cF,

|\ F kll 9 |
S ~Z

A LA,

OCH,

H o N F EtO NH,
H-2B8@®K7223d=X N & (\ H
/>_s N\)\/N cl
——> JotrKy JREH N
lansoprazole (J) pantoprazole | SN mosapride citrate (J)
1992 1994 = 1998
o/\CF:,, CH, BHER R
Me CH
= 3 =
K ¢
/ HN NH
dexlansoprazole revaprazan \©\ vonoprazan \Me
2009 2006 F 2014
A03: 5 A04' e Me
BET RS EERSE MeO NH,
BEETREEREE OMe " (\ I\:Ile \
2 N J\ )\,N = CF, N
= Fs;C
\/\/ Me Me Me E \\\
. . CF; Me
F cisapride
1988
FERENTULSA, RER) aprepltant (J) (R=H) netupitant rolapitant
2003 2014 2015
fosaprepitant

(R =P(O)(OH),)
2008
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A08: fifBAH Fsc\©/\r""e A16: ZDfth
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HNvMe Cl NI:-;/>\Me Et

o (o} NO, o~
fenfluramine

® us
H
N HN N—Me N (o) NH,
Me
\©/:/\/Me NH;

Zin

CFs dirlotapide dexfenfluramine nitisinone telotristat ethyl
1997 (#:8) g 2002 L2
WEMETF v e 18 TRETR R
A10: BERRFARE
(0]
CH
S _N_ _COOH I Ho | N
F
NS
o H,N
H NH, HO,, F 2 N N’go
¢ Cr
/ HO
H;CO F K/N
CF; CF3 Me NC
tolrestat sitagliptin(J) canagliflozin (J) trelagliptin (J)
1989 2006 2013 o 2015
g
CF, N7 11" Me
7 1 o
SN =N
N l =
N/\:/\n/ N)\CF3
NH, O
F F
gemigliptin ipragliflozin (J) omarigliptin
2012 2014 2015

BEPRITERESE (#[E) BRI TR RS
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O_ _CH;, o

g

o N
CF3 S F
triflusal prasugrel
2009

vorapaxar
2014

B05: AT &

perfluorodecalin or
perfluorotributylamine
in Fluosol-DA and
Fluosol-43

Fluosol

Me—\_s

VR

® e\
Z:ﬁ N_ _N

Ho/\/o’ll W “N*

S~
I~ Me
HN

CICI N

HO_ ||)L|| 0\||,o < )\ /\/CFs

OH OH OH \E;;j

HOH

O
(o111

cangrelor
2015

NH

ticagrelor
2010
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g
I \Me F3C (o) /©)KG \
F N /\ Jj@ =
Me 0 N/ N
flosequinan flecainide (J) ketanserin riociguat (J)
1992 RABIRE 1985 HzN NH, 2013
1 B4R 3R A 5HT, & o BEHK EEAIINEENTE S
S iy 2 Me” \n/ “Me
(o)
CO03: FIFRZEE C07: B —FAEFAI
OH OH
! H H
(o) N (o)
(o) (o)
\7// \\S//o \\s/lo o\\S//o O\\S/IO CH H
H2NO,S S<NH H,N” “NH N~ SNTTR F nebivolol (racemate) F
J ,l\\/,s CF 1997
FsC N F3C N cl N N3 Imr*MfFﬁ
H H H
bendroflumethiazide hydroflumethiazide polythiazide \)\/
F/@n/\/
butofilolol
I B T A

C08: ALY LF v RILEEH

OO o540 @
i'ﬂ |'D N Me

flunarizine mibefradil F lidoflazine

M EHRRH 1997 (withdrawn in 1998)
£ % F A



C10 H=iEMmAEAE
C10-1 FSN\RAEFUFEK

(o) OH OH
(T TTTTTTTTTTTTTTTTTTTT T = H
i F '
] ]
[} ]
] ]
] ]
] ]
i Ph !
i = '
pravastatin i ~ N\/\/\/\co H COzH i
HMG-CoARR = # i o s = 2 '
: OH OH :
! NH Me pitavastatin (J) !
K PH Me atorvastatin (J) 2003 '
v T 1997 '
: F F i
H 1
1 ]
] ]
] ]
i i
i OH OH OH OH i

[}
' CO;H i
! O M COH Me0” | X 2 i
| N Me X Me E
: Me N :
| Me fluvastatin Me Me cerivastatin CHj3 Me rosuvastatin (J) E
. 1994 1997 (200176 H1k) 2003 .
L H
F CF;
o N “,_.co,

benfluorex .
laropiprant

ezetimibe (J) F 2009
2002

e

\G HN)
lomitapide 0.0

2012



DO7:BIBERERTOA (FRIEE) — 1

CXvAVRVE (7 16,17—S#4#—1L

6 i1 7 v Fiblk

betametasone (J) clobetasone (J)
(17 and/or 21-ester) (17-ester)
678 1994
OH

dexamethasone (J) clobetasol (J) fludrocortisone (J)
(17 and/or 21-ester) (17 ester) (21-ester)

desoximetasone flupredniden acetate
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DO7:BIBRERTOA (RIEE) —2

6, 9T T vHRILK

diflorasone difluprednate (J) fluticasone propionate (J) (R = Et) fluocinolone acetonide (J)
(21- ester) 1986 fluticasone furoate
(R = 2-furanyl, 2007) o

o =
F
diflucortolone (J) ulobetasol halometasone fluocinonide (J)
(ester) (halobetasol) 1983

flumethasone (J)
(ester)

halopredone
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DO1: HiEHl D11: fthd B & A G02: MmARIRZE G03: fFRILE A

NH, HN//<

O
CF;
N
HoN .~ A CHF2 T\ ‘N@
CO,H _/

flutrimazole eflornithine flibanserin fluoxymesterone
1995 EZESUNVAE 3 2015
PERIBRCRAR TIREE (&)

G04: RIBFRE COzH
(¢] /_/_/7

-,
Z

NH, 2
(0]
N N"0H o /,'K\/\MG
F

I

H OH
F
N =
H H dutasteride(J) silodosin (J) lubiprostone
2002 2006 2006
ATSZ AL RE PEIR e s fERLHE

HO5: ZIFRRIFHEEFTELE FsC oH

cinacalcet (J)
2004

falecalcitriol (J)
2001

Ho™
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flumequine

o)
F CO,H
|
(\N N
HN ] kCH3

norfloxacin (J)
1983 0O

F CO,H

|
(\N N
0\)\
CH,

ofloxacin (J)
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________________________________ A
REMNGZ=2—F/0O0> |
(o] ' Me O
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F CO,H ! F CO,H
[}
| i |
(\N N ! (\N N
]
SO A
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ciprofloxacin (J) i Me
1986 ! grepafloxacin
1o 070E)LEIE ! i B1ES
T3 LEEEIIHT S |
BENT v T !
0 i
[}
Feo CO,H i
(] ] :
(\N NN E
]
HN\) I\Me i nadifloxacin (J)
enoxacin (J) i 1993
1986 o | 8fiA R LRDBAL o
| RRENT YT CO,H
3 CO,H i SARBBAE DEER |
[}
MeY\N . | i (N N
i
HN\/' F |\ : HN OMe
Me H
lomefloxacin (J) ! Me it i
1989 ! gatifloxacin (J)
87 vy RRFDEARL H 1999
RIMEHT v T 1
SR BBAE D FEIR o H (o)
]
F CO,H ! F
]
o s |
(\N N ! HyC” \O N
[}
N\) o\/k ! OMe
Me” CH, E
]
levofloxacin (J) i balofloxacin
1993 ; (B[ 0 7)

Fotho=—a—x/0>

rufloxacin
1992

0 o)
F COOH Fj©\)ﬁ/COOH
N N (\N N
N N
HO CH, HsC CH,

pefloxacin
1985
(o)
F COOH
H2N N N
‘A
besifloxacin
2009
F COOH
HH | |
NN N
SR
Oy

finafloxacin
2014
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F CO,H H,C L MeO “
N | 2 3Gy, N N = N N N
NPy LN A
HaN K\ :
\) F I\/F CHs HoN
sparfloxacin (J)
fleroxacin (J) 1993 gemifloxacin
1992
tosufloxacin (J) 2003
1990 COOH
COOH 0
F COOH OCH
NH ©/

sitafloxacin (J)

temafloxacin 2008
1991 (ZDH%RHE)

garenoxacin (J)
2007

0 (o]
F S COOH F COOH pazufloxacin (J)
| _ | 2002
H?S T NN \ F COOH
Cl F
HNY = F HO N |
2 H | CHs
= o r/\N N
H,N < \ S
F 0 N\) >/
(o)
. . HsC
trovafloxacin delafloxacin
1998 (% DH%IER) 2017 prulifloxacin (J)
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flomoxef (J)
1988

H
HN =\S)<Me
N 7 Me
o =

flurithromycin
ethylsuccinate
1997

florfenicol (J)

1N=N
Me’N\N/ Na
Z 0
F NJLO
tedizolid
2014 OP(O)(OH),

BOl

A
%NTMe

linezolid
2000

HO

mefloquine (J)
1985
i~ 7 U T H

halofantrine
1988
i~7 U 7 A

o F O O :)\H)Lowue

flubendazole
1980
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N PO N
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NVN = < NVN
OH F o F
F CH
3 F ) P—OH
O” OH
fluconazole (J) voriconazole (J) fosfluconazole (J)
1989 2002 2003
N
4_\\N
H3C ‘
H5;C
\'/\N’[(
\’/
F
posaconazole
2006

J0d: HiwAanyFyY P

o
NO/ \©\0/CF3
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delamanid
2014

Me \n/N‘Me

efinaconazole (J)

Me
2013
ATCH B L F
isavuconazonium sulfate
2015
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T o
N

F F
NH,

flucytosine tavaborole
(C)]

2014
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F3C \\f o
(o) N z (o) F N\ NH,
Ho/l’/, o s F /& I P
A <s—7 w N~ o NZ “oH
HO' OH
floxuridine emtricitabine (J) clevudine efavirenz (J) favipiravir
1970 2003 2007 1998 2014
anti-HIV anti-HIV
o
Me_ Me o F Me
N o NH
IO B E o -~
F HO “Me N N
o

raltegravir

/

CH CF
OH / 3 H U 3
|
X Nig X
/7 \\
/2:N / o0
(0) 0]
Me H3C
Me
maraviroc (J) tipranavir
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anti-HIV anti-HIV anti-HIV Me
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1] N
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S et a st o
L N ,"F N (o)
o o HO
OH Me elvitegravir dolutegravir )\
2013
anti-HIV

2013

Me Me
anti-HIV

Me
sofosbuvir (J)

ledipasvir
2013 2014
HCVIRHR IR HCVIR 3

Me
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letermovir
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pibrentasvir
2017
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fluorouracil (5-FU) (J)
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NH,
tegafur (J)
HE. 1’@0)3%%%’& N~ |
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gemcitabine (J)
1995

HN
P

|-|o\ OH
doxifluriidine (J)
1987

clofarabine
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Meﬁ

Z capecitabine (J)
OH

1998

NH,

F\(x
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\‘\

ﬂudarablne phosphate (J)
1991
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Me
sorafenib(J) sunitinib(J) radotinib
2005 2006 2012
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OMe
CF; (0] OMe
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X S o o g
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F N N
H H
regorafenib (J) cabozantinib
2012 2012

GIST, Xi&#E KRBT
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idelalisib olaparib cobimetinib rucaparib
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HO \n’CF3 2007 KR
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NO1: RRERZE
0B A RREL

Cl F F j\ Cl F CF; F F F £ M F Cl

F cl ~Me F
F3C)\Br \2\0 F F3C)\O)\F F3C)\O/\F F3C)\0)\F \!}\0 Cl%F
Cl Cl F
halothane (J) enflurane (J) isoflurane (J) sevoflurane (J) desflurane methoxyflurane cryofluorane
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195041¢ 19587
reserpine haloperidol ™3 H.,

CH, FHLIE DI L LT OB P I O A
. PRRS BITE,

Hsc’N\/\N . — o OH

chlorpromazine (J) F haloperidol (ester) (J)

CH, (\N/\/OH H3C‘N/\|
N
HsC” N\) |\/
\/\ N(\/

N CF3 CFs N\/\N CF3
L CL, L

triflupromazine fluphenazine (J) trifluoperazine (J)

N N\
O s

flupentixol isofloxythepin
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