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[8.1. 9.3.1. 9.3.2, 11.1.2&H8]

BE
(561)
98776
(54.6)
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. B®E 72810 | 103225 | 5889 | 63545
AUCinf (ng-br/mL)| e | (77.6) | (53.7) | (36.3) | (36.)
R | 96233 | 64261 | 81168 | 91953
GF) | (52.6) | 46.0) | G6.7) | (74.6)
EH [1093.60| 842.83 |1121.08 ] 702.84
(&) | (17.6) | (20.3) | (31.1) | (15.4)
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96256 (28.8)

riinE (2461)
127364 (43.8)

AUCinf (ng - hr/mL

N

Cmax (ng/mL) 2318 (22.6) | 2375 (25.3)
Tmax? (hr) 3.000 (2.0-4.0)2.000 (1.5-4.0)
T1/2 (hr) 111.2 (35.3) | 158.6 (34.8)

FEME (ZBHHRE%)
a) HRfE (FEF)

16.7 ZYEE{ERA

16.7.1 In vitros8&
4735V —)LIiZCYP3A (CYP3A4KU'CYP3AS5)
DEETHD. A 73+ —)Lid,. CYP3A.
CYP2B6. CYP2C8. CYP2C9, CYP2C19. CYP2D6
ROUGTIAIDOEERTH B, £72n A F7TaF V-
&, P-gp.» BCRP. OCT2RUMATEIDMHERITH 5.
A %73+ =iz, CYPIA2, CYP3A4., CYP2B6.
CYP2C8K U'CYP2CODFHEATH 5, [10. 28]

16.7.2 EYIEEERHER
FOICHEMMHENERRBE TR SNz B EADEE
ZEEH?Y HEATF—%). [10.. 10.1. 10.28H]

6 HHAIC K 2 EMBEANOHE

P (90%EREIX )
ur o [ FEOF IR ]
bR e AHTary R
—NDFE | ~DFE
AUC :5.22
rhary-—ji 12/12 | (4.09, 6.66) _
200mg BID" 12/12 | Cmax : 1.09
(0.93, 1.27)
o,y b AUC : 1.9
FEen 16/17 | (1.64, 2.35) _
400mg/100mg| 16/17 |Cmax :1.74
BID” (1.46, 2.08)
AUC :0.10
U7rreyy | 24/25 |(0.09, 0.11) _
600mg QDY 24/25 |Cmax :0.25
(0.23, 0.27)
AUC : 1.08
IVXTF—=)v| 12/12 |(0.89, 1.30) _
40mg QDY 12/12 | Cmax : 1.05
(0.89, 1.24)
AUC : 0.69
U r eV 16/18 _ (0.48, 0.98)
100mg BIDY 16/18 Cmax : 0.67
(0.46, 0.98)
AUC:0.73
oY 16/18 _ (0.56, 0.96)
400mg BID® 16/18 Cmax :0.77
(0.62, 0.95)
(FLk=y
ay)
TV Rk=vv 20/21 _ AUC :1.08
20mg 20/21 (1.02, 1.14)
Cmax : 0.96
(0.90, 1.02)
_ _ AUC : 1.08
';j:jtlz DEIPRYo - (1.03, 1.13)
3Bug 23/23 Cmax :1.14
(1.03, 1.26)
AUC:1.16
JIVIFrrar| 23/23 _ (1.09, 1.23)
Img 23/24 Cmax :1.06
(0.93, 1.20)




EHE (90%/E@XE) EHHE (90%/E X )
- 0 [ F s JEOF R BE] - o [0 FH B FEOF R BE]
Glats PB 52T T B Brrie L s EER iy
—LADE NDEE —UANDOHE | ~OFE
AUC : 1.29 (MPA?)
srazEIY | 19/24 B (1.15, 1.44) AUC : 1.35
300mg 19/24 Cmax : 1.06 (1.27, 1.45)
(0.95, 1.19) a7 ;;gj Cmax : 0.89
AUC : 1.37 %7I;w B (0.76, 1.03)
7 RUAZYF | 24/23 B (1.29, 1.45) | o124 (MPAG®)
20mg 24/24 Cmax : 1.03 & o AUC : 0.76
(0.88, 1.21) (0.72, 0.80)
AUC :1.84 Cmax : 0.68
Ty LR 20/15 B (1.59, 2.13) (0.61, 0.77)
2mg 21722 Cmax : 1.65 AUC :0.97
(1.41, 1.92) AR RLFH—N| 23/24 B (0.90, 1.05)
AUC : 2.03 7.5mg 23/24 Cmax : 0.89
IFISL 22/23 B (1.73, 2.38) (0.83, 0.97)
3mg 22/23 Cmax : 1.72 AUC : 1.52
(1.44, 2.05) R RALI Y 20/23 B (1.38, 1.68)
AUC : 2.25 850mg 20/23 Cmax : 1.23
yruy LR 21/24 B (1.91, 2.66) (1.09, 1.40)
5mg 21/24 Cmax : 1.42 AUC : 1.25
(1.22, 1.64) = =N 21/23 B (1.17, 1.34)
AUC : 1.04 0.5mg 21/24 Cmax : 1.33
HTxA Y 22/24 B (0.97, 1.12) (1.19, 1.49)
200mg 22/24 Cmax : 0.99 a) Bl (DEAIRE /FEOEFIRE)
(0.93, 1.07) b) QD : 1H1E#S, BID : 1H2E#S
AUC :0.58 MPA: 337z ) —)Lfg
A=A 24/24 _ (0.52, 0.64) MPAG: 337z /) —LEEOZ L7 oY BEask
100mg 24/24 Cmax : 0.69
(0.62, 0.77) ) RAICBUI2AFOERRSNI-FRE A, 19 73)
(S-AF F ) V=)L & LTIE200mg % K8+ & 106, 1RSRILL LA
AUC © 0.65 TR 3. 6EER5012~ 4B EERS. 13T
(0.59, 0.72) a7V =& ULTIE200mg#E1H1[E [REED L2 TE
22/22 . I 5.] THB.
22,23 Cmax : 1.01
XH R 3 (0.95, 1.08) 17. BRERRGHE
5mg 22/2 (R-AHT R) 17.1 BIMERURZEEICRIT BHER
/93 AUC : 0.90 17.1.1 ENSEMHEKER (AK1820-301558)
(0.84, 0.96) FA A M BB B 2 R RICAHIO R 2 MR O 2
Cmax : .04 HER RIS 270, BRI, FHEHRRE & £l
(/(\’32101912) Ut SBIEHIREIC X 0 7 AALFLREE RS T
LS = 22/24 (0.86, 1.00) 7zBFIE. AFBEUEARY 35V — VB2 - LICE D
0.5mg 22/24 - Cmax : 0.86 J 54 (Cohort A)y A—INFEXRZ VT hav s
(0.79, 0.93) AFEEZM SN BE X TR TARFIEO A IE D 1T
(ST V77 5h7z (Cohort B)o ARHl (f¥7aFV—LE&LTI
IV [200mg) % f98HEfE+5 = 16l S EFFEMNI 5 X IO
AUC : 1.11 5L, 6EERE5D12~24BEMEZA%E Y IHE, &
20/20 (1.06, 1.16) TR IR S USROG Lz, KU 29V — Ll
20/20 Cmax : 0.88 6mg/kg (HUEEE) XiX300mg (REOHS) %128
INT 7YY _ (0.83, 0.94) B & |2 2E IR 5 SR T 5 Ly 2E B35
20mg 20/20 o D12~ 24T & 0 | Hdmg/kg (HMHE) X3
20/20 A{JC - 200mg (RRMHE5) %1H20E, SRR S LR
(1.16, 1.24) #B5 Uiz, BE5HBoRYEIZCohort ATIXWHEETE
Cmax : 0.93 BILTHED., AABE.0H. AV a3+ —)LEE85.0H.
(0.87, 0.99) Cohort BTIZ84.0HTH -7z RFOFELAEGZMEIZ.
AUC : 0.89 BRI T, OHRBR M IR & (3007 L 7 JRYME O B R
FRAFTIT—) | 26/27 B (0.59, 1.33) 5 7 BV EREHIZ B2 A53E L7z (Cohort AZE#
40mg 26/27 Cmax : 0.77 Tz T EH)
(0.56, 1.04) SLERFHIIE BRI & 2 IRRK TROBADRT (BHR)
FE 2 TR L AUC:1.18 X ARBERORY 25— LBET, BT ARLF
. 21/22 _ (1.02, 1.35) L AFETIRENENGL.T% (43/5261) TR T77.8% (21/27
30mg 23/24 ﬁmozx '11'35 Bl). 20> BEEERT 2L F 0 — < 3R BELTL

ITNBH100% (1/14]) THotz. BEET ARILFILA
FE CTIEIARAIRE33.3% (1/361) AU 25— )LEEL00% (1/1
Bl) THotz. Fizy BEIDPHEEG SN L—TNVETIE



33.3% (1/736) fitiZ U7 v a3y 7 ZEETIE90.0% (9/10
ff) THolz,
THREMRT, BERERDE. ERZEE. HEZNMERIC
HoEHE L,
BIVE R FISAE I IARAIBET60.3% (44/7361) TH - 7o
FELRIEAIE. FFESREREE R58.2% (6/7361). AF#
HERH ., BD £6.8% (5/7301). 13T 05.5% (4/7361).
A T AMAE. NH %4.1% (3/7361). v-GTP#Eh.
&5 MU AMAE, SAGEEE, TR, EHERERE. 50
BT %2.7% (2/736) TH -7z
17.1.2 ;B 5EMAEEBR (9766-CL-010455%)
T AL F )L AT M O SRIRE % R E & T SR8
HERERE 2 NRIC, BERL. —EHEM, EEWEIE
HHERER TV EEE Lz, AF (B TaFV—-LEL
T1[E200mg) % KISHERT B = I6[E MR AR S L. 6
B H#G D12~ 24528 % & 0 1H 1, SEEIRA S
EX3EO%E Lzo KUY aF Y —)LiZlE6mg/ kg% K
1285 35 Z 1220 RO FRIR NI 5 Ly 2 HE G 012~24
REffEE% & 0 1Edmg/kg (REERE) XiZ200mg (F%
O#%5) %1H2M0E, SE#HRNES OERO#%S L.
BB O P REZHEBECHEMLTBD .. AHIEE45.0
H. RYaFV—)LE46.50TH -7z, EEFAEET
H B EHIBBRA2HE E TORERETRIT, KERT
18.6% KUY IF V= LEET20.2% L RBETH > 7.
BAIRTORE L RERORMZE (RABE-RY 3+
—VEE T —1.0%) DIS5%EHEXE D LIRAE (5.683%) 75,
HENCHE LB~ —Y > D10%Z FE - 722 & H
5. RV I F V=T BARFNOIEL M GEE S iz
(FDo /o IMFFHEZERIC KD EEET ARLF
U AFEDHEER F 72 \FERZ W & S h - B SRR O
LHBE X TOLERIET R, KRHIRES.7% (23/123641)
RYIFV—IVEE2.2% (24/10861) TH Y. FEZO
BEREZE (KRB - aFV—LE) &, —2.7%
(5% EHEXE —12.893~7.542%) TH -7z,
HNEBFHBZE BB N CHE LIDEIE M EERE (FEE
Bl s U< ZEERZEH]) (o3t 2IER TRORE MR
(BZhR) 13, KRHIEE35.0% (50/143%0), AU aFV—
JVEE36.4% (47/129451) . REBYET 2L F )L ZEE D
TEGF 7 3B RZWH & S N B BB TIE, ARHR
35.0% (43/123f1). AV 35 —)LEE38.9% (42/108%)
LEEBETH .

1 HEHRDLHEE TOREEIETE (9766-CL-010458

B, e 5Rm6)

AHIEE RV I+ — )L

(258/1) (25841)
2TERFETHR 18.6% (48/258) 20.2% (52/258)
TR DB

BV FAFETRSERE | I AHIRET42.4% (109/25701) TH - 7=,
FEaBWERIZ. BD7.4% (19/25761) . MEM:5.1% (13/257
). MEIRAEES. 1% (8/257H1) & AV 7 AMGE2. 7%
(7/25751) . v-GTPH#EhN. i %2.3% (6/257f1) T
HoT,

17.1.3 ;BHEMAEEER (9766-CL-01035158)
BHEERELZETAREBE7 A ULFILAERE, b L
LM RRE, BBF-I O EHEE2EREE T
REHERERE2ZNRIC. JFER. JEERERS Y%
FEfiL7z. AH (7 3FY—)L&LTIER00mE) %
FIBHERE B Z IColol R IR A B 5 3R O G L . 6[E
BE D12~ 248 % KV 1 H1E, MEEIRNES X
RS Uiz, 5 OHhREIZI4.0BTH 72, 1A
BESRESN1466I0> 5, SHRFHIEESRICED 4
— IV OAHDRREE & 558 S N7 BRYWE IS T 2 AR

TROBAZR (BRR) &, 31.4% (11/3561) TH -7z,
Flz. TANRFINADHDEIRE & 7330 S N7 BESE
T, 34.8% (8/23f) TH -7z,

AT, 7V P bay 7 ZENMIHEAANS N,

AERFHEREE R IC L BIBBRTROBAME (FHER)

1366.7% (6/961) TdH -7z, FEERH REEMF]) T

3 Bz a3y 7 RAEX83.3% (5/6f). M

U bay 725 () vay s AMBERR Z &)

1366.7% (4/661) TH -7z GHIEEMREEELTWV),

BIEFARBSEE 341.1% (60/146f) TH -7z, F2HEl

ERIE. BDT7.5% (11/146f1). MEM6.2% (9/146/)

HI. y-GTPHEM %4.8% (7/14661). 1M+ ALPHEII.

BIRSE £2.7% (4/14661) . BERE. SAEGE. HAR

£2.1% (3/14661) TH -7z,

17.3 ZDfth
17.3.1 QTERICXT 2L (9766-CL-001754ER)

R N EARABEZ SR, KF (A T3V —

JLE LT200mg Kk T'600mg™) #13HMKERS (MH

KO2HEBZIH3ME,. 3HEMEIZIALE®RS) LzBo

QTclEgIX. BE52MMBICER/IMEEZD., I RE

DEF. ThZh—13.1 mseck—24.6 msecTdH >

Joo AT AFV—=NVEVWTNORHBIZBNTHQTCH

fEEmEmRE Lz, [9.1.280]]

) BAICBI2ERFNOERSN-HEE B, 1735y
—J)L& LT1E200mg % K8 5 Z 1z6lal, 1KLL LA T
HEEET 5. 6EIERS 012~ 24RRIEE%. 197 aF
V=)L LT1E200mg% L H1E, TR A T i
2. TH,

18. ZFERPEFIE

18.1 {ERR
YT arvy = LEBEOEER#EM TH IV T2
FY—IE. F b7 a—LPAS0IREES ) AFa—)L
“lda-BA FUALEROBEZ N L. BEEMREORBR
RATHAHINLITATO—-VOEAREZRET HZET
NEFEER%ZTRTY,

18.2 MEEER
AHTaFrV -z, BFEREEEORR 22 H
(Aspergillusi&. L — )V H. Cryptococcus
J&. Candidal@%) \cxtL. MEBEEMZRLE (n
vitro) o &7z, FEREER ORI 7 2L F )L RE,
WML —TNVEEOEMET NIZEWT, A% 73+
=Y LATREBR RN EER 2D S8 AR NE
L7z (n vivo) s

18.3 EXImE
ST THAHCYPSLICT IV BERZET 50
Aspergillus fumigatustT. HHEKREHEL T, 49
TaAFV = VICHT ZEZEOBR TR SNz (in
vitro) %,

19. B ICRT IBLZHAR
—MREGEHE © AT a3V = LIRS
(Isavuconazonium Sulfate) (JAN)
{b245 : 1-{(2R,3R)-3-[4- (4-Cyanophenyl)
-1,3~thiazol-2-y1]-2-(2,5-difluorophenyl)
-2-hydroxybutyl} -4- { (1RS) -1-[methyl (3~
{[ (methylamino) acetyloxy]lmethyl} pyridin-
2-yl) carbamoyloxy]lethyl}-1,2,4-triazolium
mono (hydrogen sulfate)
CssHaeF2NsOoS2
814.84
HE~HEACOHNERTH S, K AF ) —Lic
O THEFR T TF ) —b (99.5) IZPPE
Fiz< v, EETH 2.

AFR
ST
HEOH



feeE=

- HSO,

T O CH*iy ¥~ —

EQJ\
HyC™ 0

i 5 :ISCZ (f¥7arv—)

21. RS
EHm) 2 7 EHETE 2 RKED b BNICERT 5 &

22, @
1031 7 )V

23. EZEk
1) #NERLT v MR - RIRFEICEET 535k (20224E12H23H
A8, CTD2.6.6.6.2.3)
2) R YRR - R IRFEAEICEET 2 3Bk (20224E12H23H
78, CTD2.6.6.6.3.3)
3) HNERLEMERERER (FLITRITE) (2022F12H23H KRR,
CTD2.6.4.6)
4) R~ Z2ER A A RMERER (20224812 H23H A&
CTD2.6.6.5.3)
5) tNERLT v N 2ERIA A SR EEER (202212 A 23 H &R
CTD2.6.6.5.6)
6) HENER : FERMER (20224E12H23H %38, CTD2.6.2.2.1)
7) #NER T 3B R E R (2022128 23 H A&
CTD2.6.6.5.5)
8) MNERL 1 YOV RAERE O 5 F 3R (2022412523
H#&#8. CTD2.6.6.3.3.3)
9) &Rl R ER (5 1 AH/PK) (20224 12H 23H &F2.
CTD2.7.6.5)
10) Shirae S, et al.: Clin Pharmacol Drug Dev. 2022;11
(6):744-753
11) PR R RS AR (20224E12H23H&F2. CTD2.7.2.3)
12) RENVRSCE
13) #PE RS RS B YA BRI SR (n vitro)) (2022
F12H23H%&GE. CTD2.7.2.2)
14) #HAERE AR NEEEEERE 2 MR & U7z ENE THERER
(20225 12H23H %7, CTD2.7.6.45)
15) Kohno S, et al.: J Infect Chemother. 2023;29(2):163-170
16) PR B MAHEER (9766-CL-0104545%) (20224E12H
23HA&FR. CTD2.7.6.46)
17) Maertens JA, et al.: Lancet. 2016;387:760-769
18) B RL B/ M AHEER (9766-CL-010355%) (20224E12H
23HA&FR. CTD2.7.6.47)
19) Marty FM, et al.: Lancet Infect Dis. 2016;16:828-837
20) #NEREn vitroBiEEER (20224812 H23H4&RE
CTD2.6.2.2.3)
21) #NEREn vivost EE/EA (2022512 H23H &R,
CTD2.6.2.2.4)

* %24, NXARARERUEVEDEL
et 2 —7 ¢ 7 ZHREH <9 OHEREN
T100-0006 RHEETRHAXEEN—THIF2S
79 —%4¥)L 0120-114-936
(9:00~17 : 45/:FHL. HREHZKRL)

—

=

26. BISEGERES

* % 26.1 SHEARZETT

JBIERBSE1A-FT+DAKKEH
R TREKA LA —TH1H2S
26.2 1Rk

Basilea Pharmaceutica International Ltd, Allschwil





