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Ooo0o0o0ogad
ADC R Jyoh IDAR
— W)
SG
101 |FAHuliHer2 7C2 Her2 7C2 8 1. 9

HC A118¢C
102 |[FAHufiHer2 7C2 Her2 7C2 8

LC K149¢C 10
103 [FAHURCD33 HC cD33 8 1. 9

A118¢C
104 (FAHURCD33 LC cD33 8

K149C

105 (FAHuiiHer2 7C2 |Her2 7C2 15 1. 8
LC K149C

106 [FAHuRCD33 LC cCD33 15 1. 8
K149¢C | | 20
107 [FAHufRrCD33 HC cCD33 8 1. 8
A118¢C
108 |[FAHuUCD33 LC cD33 15 1. 9
K149C
109 |FAHuiCLL—1 HC {CLL—1 8
A118¢C
110 [FFHulACLL~1 HC |CLL~—1 8
A118¢C
111 |(FAHuCLL—1 LC |CLL~—1 15 30
K149C
112 {FAHufACLL—1 LC CLL—1 15 1. 9
K149C
113 |FAHuiiHer2 4D5 Her2 4D5 15 1. 7
LC K149C (FSAVITD)
114 (F*HufiHer2 4D5 Her2 4DS5 15 1. 7
HC A140C (F3AVZXRD)
115 [FAHufACD33 HC cCD33 15 1. 9 40
A140C
116 (FAHulAINaPi2bh L NaPi2b 15 1. 8
C V205¢C

117 (FAHufaHer2 7C2 Her2 7C2 15 1. 84
LC K149C
118 (FAHuUCD33 HC cD33 15 1. 8
$239¢C
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119 FAHuICD33 $23 |[CD33 15 1. 7

acC
120 FAHulCLL—1 LC |CLL-—1 15 2.0

K149C
121 FAHuUlRCD22 LC cDh22 15 1. 8

K149C
122 FAHu gD 5B6 L |gD 15 1. 9

C K149¢C
123 FAHuURCD33 LC CD33 15 1. 9
124 FAHuiHer2 4D5 |Her2 4D5 15 1. 7

LC K149¢C (FSAYXTT)
125 FAHufiNapi3b L |[NaPi3b 15 1. 9

C K149¢C
126 FAHuCLL—1 LC |[CLL—1 15

K149C
127 FAHHer2 7C2 L |Her2 7C2 20

C K149¢C
128 FAMHer2 7C2 L |Her2 7C2 26

C K149C
Ooo0o0o0ogag
gooooQ0oooooooooooooooooooD oo oooDUoooooboooooao
gfodoo0og0oooogogoooooygoouUoygtooDoygg ooy b ooy ooggao
Ooo0o0o0ogad
Oo0oo0oo0O00oOoooooOooooao
go0doo0og0oooogggogoooyggoooyggyggooyygpoD ooy ooy oo ogooao
gfodooogoooogogogoouoyggtoouogygpobootoyo b oo oo ooy oo oo oDoao
gooo0o0Q0ooooo0oooooo0oouUooooooD oo oOooOoooooao
goooo00oooooooooooootouoooooD oo oooDoooooooooao
Oo0ooOogoooogoaono
0000040000000 00o00o000o000o00ooU0oooDoOooooooOoao
gooo0O0o00ooooo0oO0ooooooouooooooD oo oooD oo ooooooao
0 I e e I I e I 1 I I A A A 0 O B N O A B A B R B A |
go0dooooooouofoooogopoouoooo oo oooyoo oo booooao
goo0o0O00ooooo0ooouooooopouoooopopooooooo
go0ooo00ooo0ogoo0oooogo0oDooogoDooogoooDoouogoDooao
Of0do0oo0oo0oooouogo0oobocuoopooogouoooodg
gopooogoooogogogoboouoggpooogoogoopoboooyoo ooy pDbD ooy oo ooDoao
Ooo0oo0000Ooao
godoo0ooooougoggobouooygtoooyUyggpoDoUoy 0oy oD oUouoggDoao
gfoooogoooouogooboouogopoouoggpoooooyoo Do b ooy oDoogao
goo0oo0O0o00oooooooouooooopoooooopoooooaoao
oo0oo0ogad
gfdooogoooogogogoouoyggpooogoyoopobooyoyo b oo oo ooy oo oDoooDoao

10

20

30

40

50



OO0O00DO00oO0O0D0O0OOoOoOoOoaO
OO0pD0O0D0O0O0D0O0O0O0O0D0O
00000000000 O0OO0D0aO
OO0O0D0DO00O0O0OD0O0OO0OoOoOoaO
0DO0O00DO00oO0O0D0DO0oOooOoao
DO0O0D0DO00O0O0D0DO00O0O0D0aO0
OO0O00DO00O0O0O0O0O0OO0OOoaO
OO0O00DO00O0O0D0O0OoOoOoOoaO
0DO0o00oDO0ooOoo0o
0O0O00DO00O0O0D0O0O0OO0O0O0aO0
oooooooQ
0DO0O00DO00oO0O0D0DO0oOooOoao
DO0O00DOpO0O0D0O000O0D0O
OO0O0D0DO00O0O0OO0O0OO0OoOoOOoaO
Oo0O00DO00oO0O0D0O0OoOooOoao
DO0O0D0DO00O0O0D0DO00O0O0D0aO0
OO0O00DOpO00D0O00D0O0OD0O0
OO0O00DO00O0O0O0DO0OoOooOoaO
Dooooo
00
OO0O0D0DO00O0O0DO0OO0OoOoOoDaO
0DO0O00DO00oO0O0D0DO0oOooOoao
DO0O0D0DO00O0O0D0DO00O0O0D0aO0
OO0O0D0DO00O0O0OO0O0OO0OoOoOOoaO
OO0O00DO00O0O0D0O0OoOoOoOoaO
DO0O00DO00O0O0D0DO0OOoOoOoODoDaOo
OO0O00DO00O0O0OD0O0OO0OO0OOaO
OO0O00DO00oO0O0D0O0OOoOoOoOoaO
oooao
CN]J ICso (ng,/mL)
SK—BR—3
101 5. 9
103 1900
105 5.5
1086 3000
oooooo
DO0O00DO00O0O0D0DO0O0OoOoOO0DaOo
00000000000 O0OO0OD0aO
OO0O00DO00oO0O0D0O0OoOooOOoaOo
0DO0O00DO00O0O00DO0O0OoOoOoao
0D0O00DO00DO0O0D0DO00O0O0D0aO

OOooooogoogg
OoOoo0oooQgdg
OOooooogogg
OoOoo0ooodgdg
Oooooogogg
OoOoo0oooodgadg
OooooogooQgdg
OoOoo0oooodgadg
Oooooogg
OO0 o0ooooogdg
OoooooQgg
O0o0o0oooogoogdg
Ooooooogdg
OO0ooooogogdg
OooooooQgdg
OOooo<T ogodgdg

-

OO0Ooo0ooood
OoOoo0ooood
OOoooood
OoOoo0oo0oood
OOoo0ooood
O 0Oooo

Oooooogdg
Oooo0ooooQgodg
Ooooooogg
OooooooQgodg
Ooooooogg
OoOooooogadg
Oooooooogg
OoOooo0oooogoadg
Oooooooogg
OO0Doooogdg
OooooooQgg
OO0 ooooogdg
OooooooQgdg
OO0 oooogg
Ooooooogdg
OOooooogg
OoooooooQgdg
OOooooogg
OooooooQgdg
OOooooogg
OooooooQgdg
Oooooogdg
OooooooQgdg
Oooooogg

O oOoooo
O oOoooao
O oOoooo
O o0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0ooao
OoOoooo
O 0Ooooo
OoOoooo
O 0Ooooo
O oOoooo
O 0Ooooo
OoOoooo
O 0Ooooo
O oOoooo
O Ooooo
O oOoooo
O Ooooo
O oOoooo

O
O
O
O

(98)

O

O
O
O
O
O
O
O
O

(&
o

2017-533887 A 2017.

O
O
O
O

OooooooQgg
OOooooogogdg
OooooooQgg
OOoooooggdg
Oooo0oooQgdg
OOoooooggdg
OooooooQgdg
OOooooogogdg
Oooo0oooQgdg

O Oooo
O 0Oooo
O 0Oooo
O O0ooo

11.16

O Ooo0ooooao

10

20

30

40



(99) JP 2017-533887 A 2017.11.16

O0Ooo0oooo
O O0Oo0oooog

O 0Oooo
O 0Ooo

ooooooooan
gogooooaoooan
ooobODoOO0o0ooao
gooooooooan
goooooooan
oooobODoOoOoo0ooao
O
ooooooooan
gogooooooan
ooooOao

gooooooobboooobooooboboo

ooocooboOoooooooooboboboood

oooao
CN] I Csp (ﬂg/mL) I Csy (ﬂg/mL)
EOL1 HIL—60
103 0. 7 6. 3
101 28. 9 196
106 2. 8 18. 6
105 44. 8 271
oooooao
JooooDoDU0U0U0dU0oooDoDoODOoDUDUoOUUoUoDoOooDoOooDOao
oooooDoDoDooooooao
oooooao
JooooDoDU0U0O0O0UooooDoDoDOoDUoDoOoUooooDooOao
ooooDoDDODO0U0O0O0O0oOoDooDoDoODOoDUODOoOoUoooDoOooDooDOao
0oooDDDODO0U0o0oOoOooooDDoDoDOoDoDoOooooooDooDOao
Joo0o0oo0oDo0OD0000U0ooooDo0DO0oDU0DO0oOoUooooDooDOao
Jo0o0o0ooDDoDU0U0O0O0U0o0ooDoDoODOoDUDUOUOoUUoUoDoOooDooDOao
ooooDoDDODO0oU0o0oOoOooooDoDoDOoDoDOoOooooooDooDOao
Jooo0o0oD0oDO00o0ooooao
ooono
CN1J ICs0 (ng,/mL)
SK—BR—3
105 1. 4
117 2. 0
127 20. 0
128 2. b
oooooao
0o0ooDDDoDO00O00oo0oooDDoDoDOoDoDoOooooooDoDoDOao
Joo0oo0oo0oDoDU0U00O0UoooooDOoDOoDUDoOoUooooDoDoDOao
JooooDDoDU0U000o0oooDoDoODOoDUOoOoUUoUoDoOooDoOooDOao
0oooDDDODO0U0o0oOoOooooDDoDoDOoDoDoOooooooDooDOao
oooooao
0ooo
ooooooao
ooooDoDoDooooooao
ooooDoDoOoooOoooooooao
oooooDDoODOoUooooooooDoooOooOoo
ooooDoDoDOooooooao
JooooDoDOoO0oooooooooooao
ooooooood
oooooDoDoDoooooooooooao
Joo0oo0o00OD0D0D000ooooDoDDoDO0oDU00DOoOoooOooOoaon
JooooDoDoUooooooooooao
oooooDoDoooooao
ooooDoDoDooooooao
Jooo0oo0oDoDO0oU0O0oU0UdUoooooDoDOoDUoDUOoO0ooooOoao
oooooDoDoDOoooooooooooao

gogoboboooobbooooobooooboobod

10

20

30

40

50



(100) JP 2017-533887 A 2017.11.16

ooocoobboooooooooao

O
O
O
O
O
O
O
O
O

gooboooooan

O 0Ooooo
O o0Ooo0ooo
O
O

O
O
O
(]
O
O
O
O
O

ooocooao

Oooooogooooaog
Ooooooogooooao
Oooooogogooao
Ooooooooooaoo

O OooOooo
O 0Ooo0ooo
O OooOooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooao
O Oooo

O 0Ooo

O

gaggao

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

gooboooao

Ooooooo0ooooogooao
OO0 oDooodooooogogdgogoao
O

Ooooooo0ooooogooao
OO0 oDooo4dgooooogodgogooao
Oooooooooooogooao
Oo0DoDooo4dgooooogogogoao
Ooooooo0oooooQgooao

ooooao

LG K1480

- AKVOWEVONAL. . [BR71 %8 1)
goooao

LC V205G

. GLESPCTHSFN. | [BE% % 5#.2)
00000

HC A140C

L ISGOTCALGOL. . By & 83
ooooao

HE §233C

L ALGGPOVIFLER, . sl & 8:4)

Bl



(101) JP 2017-533887 A 2017.11.16

oooobDao
2017533887000001 . app




(102)

gooooooanb

INTERNATIONAL SEARCH REPORT

JP 2017-533887 A 2017

.11.16

International appiication No

PCT/U52015/650634

A. CLASSIFICATION OF SUBJECT MATTER

INV. C07D487/04 AB1K39/44
ADD.

A61P35/00

Aocvarding to Intermational Patent Classifioation {(IPC) or to both national olassification and IPC

B. FIELDS SEARCHED

CO7D A61K

Minimum cocumsntation searchad (classification aystam followed by classification saymbaole)

Documentation searched cther than minimum documentation to the extent that such documents are included in the fiskds searched

Elapty

ic data base

EPO-Internal, CHEM ABS Data, WPI Data

Ited during the intematicnal searsh {name of data base and, where prasticable, search terms used)

C. DOCUMENTS CONSIDERED TO BE RELEYANT

Category™

Gitation of document, with indication, where appropriate, of the relevant passages

Relevant to claim Mo.

GENENTECH INC [US])

18 April 2013 (2013-04-18)
cited in the application
Preparation of compounds;
page 91 - page 92; claim 45

88;

tables of page 93;
claims 1-38

X WO 20137055987 Al (SPIROGEN SARL [CH];

Intermediates - Schemes in pages 84 and

claims 42-44; compounds 14, 22
Antibody conjugaes - claims 1-38 and

1-48

_/__

Further doocumentn are listed inthe oontinuation of Box C.

See patent family annex.

* Special categories of cited documents :

"A" decument defining the general state of the art which is not considered
to be of partieular relevance

"E" earlier application or patent but published on or after tha international
filing date

"L* dooument whish may throw doubte on priority olaimi(s) or which is
cited to establish the publication date of another citation ar other
special reason {ae specified)

"O" dooumnent referring to an oral disskssure, uese, exhibition or other

'T* later dooument published after the imbemationalfiling date ar priorty
date and nat in conflict with the applioation but oited to understand
the prinoiple or theory underlying the invention

X" document of particu lar mikevancs; the ¢laimed invention cannot ba
oonzidered novel or cannct be considered to involve an inventive
step when the document is taken akine

Y* document of particu lar mievancs; the claimad imvention cannot be
considarad to invelve an inventive atep when the decument ia
oombined with one or more other such doouments, suoh oombination

Eurcpean Patent Office, P.B. 5818 Patentlaan 2
NL - 2280 HY Rijewijk
2 Tel. (+31-70) 340-2040,

Fax: {(+31-70) 340-3016

means baing cbvious to a parean skilled in the art
"P* document published prior to the intemational filing date but latar than
the priority date claimed '&" dooumert member of the same patent family
Date of the actual completicn of the int tional search Date of mailing of the intemational search repart
20 January 2016 29/01/2016
Name and mailing address of the [SBA/ Autharized officer

Sotoca Usina, E

Form PCTASAR210 (second eheet] {(April 2005)

page 1 of 2



(103)

INTERNATIONAL SEARCH REPORT

JP 2017-533887 A 2017.11.16

International appiication No

PCT/U52015/650634

C{Continualion). DOCUMENTS CONSIDERED TO BE RELEVANT

Category*

Citation of dooument, with indioation, where appropriate, of the relevant

P 4

Relevant o claim No.

X

W0 20147011518 Al (GENENTECH INC [US]:
SPIROGEN SARL [CH]; POLAKIS PAUL [US];
POLSON ANDR) 16 January 2014 (2014-01-16)
Scheme on page 110 compound 14

Scheme on page 114 compound 22;

pages 95-97, paragraph A

claims 1-14, 20, 21, 27, 29-45

W0 20137177481 Al (IMMUNOGEN INC [US])
28 November 2013 (2013-11-28)

the whole document

1-45

1-45

Form PCTASAR210 {continuation of aecond aheat) (April 2005)

page 2 of 2



INTERNATIONAL SEARCH REPORT

(104)

Information on patsnt famlly members

JP 2017-533887 A 2017.11.16

International appiication No

PCT/US2015/050634
Patent document Publication Patent family Publication

cited in eearch report date member(s) date

WO 2013055987 Al 18-04-2013 AU 2012322607 Al 29-05-2014
CA 2850371 Al 18-04-2013
CN 103987407 A 13-08-2014
DK 2750713 T3 21-12-2015
EA 201490580 Al 28-11-2014
EP 2750713 Al 09-07-2014
ES 2556584 T3 19-01-2016
HR P20151374 T1 15-01-2016
JP 2014534199 A 18-12-2014
KR 20140078735 A 25-06-2014
3G 11201401406Y A 29-05-2014
US 2013268595 Al 10-10-2013
WO 2013055987 Al 18-04-2013

W0 2014011518 Al 16-01-2014 AR 091703 Al 25-02-2015
Al 2013288929 Al 04-12-2014
CA 2673869 Al 16-01-2014
CN 104540524 A 22-04-2015
CR 20150048 A 14-04-2015
EA 201590174 Al 30-09-2015
EP 2869849 Al 13-05-2015
JP 2015527318 A 17-09-2015
KR 20150027829 A 12-03-2015
PE 06152015 Al 28-05-2015
PH 12014502797 Al 09-02-2015
TH 201406785 A 16-02-2014
Us 2014030279 Al 30-01-2014
WO 2014011518 Al 16-01-2014

W0 2013177481 Al 28-11-2013 US 2015205444 Al 30-07-2015
WO 2013177481 Al 28-11-2013

Form PCTASAR210 {patent family annex) (April 2005)



(105) JP 2017-533887 A 2017.11.16

International applieation No.

INTERNATIONAL SEARCH REPORT PCT/US2015/050634

BoxHNo.ll Observations where certain claims were found unsearchable {Continualion of item 2 of first sheet)

Thie international eearch report has nat been established in respect of certain claims under Article 17(2}(a) for the following reasons:

1. |:| Claima Nos.:
bacausa they relate to subjsct matter not requirad to be ssarched by this Authority, namaely:

2. |:| Claims Nos.:

bacausa they relats to parte of the intemational application that do net comply with the prescribed requiremsnte to such
an extent that no meaningful internatiohal search can be carried out, specifically:

A |:| Claims Nes.:
because they are dependent claims and are net drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No.lll Observatlone where unkty of Inventlon Is lacking (Continuation of item 3 of first sheet)

This International Searching Authority found multipls inventions in thia international application, as follows:

see additional sheet

1. Aas all required additional search fees were timely paid by the applicant, this international search report covers all searchable
olaims.

2. |:| As all searchable olaims could ba searched without effort justifying an additional fees, this Authority did nct invite payment of
additional fees.

A Ag only some of the required additional search fees were timely paid by the applicant, this international search report covers
only these ¢laims for which fees were paid, specifically claims Nes.:

4. |:| No required additional search fees were timely paid ky the applicant. Consequertly, this inbernational search report is
restricted fo the invention first mentioned in the dlaims; it is covered by daime Nes.:

Remark on Protest The additienal search fees were accompanied by the applicant's protest and, where applicable, the
payment of a protest fse.

The additienel search fees were accompanied by the applizant's protest but the applicable protest
fee waa not paid within the time limit apecified in the invitation.

IE No pretest accompanied the payment of additional search fees.

Form PCTASA/Z10 {continuation of first sheet (2)} {April 2005)



(106) JP 2017-533887 A 2017.11.16

Intemnetional Application Neo. PCT/ US2015/ 6560634

FURTHER INFORMATION CONTINUED FROM PCT/ISA/ 210

This International Searching Authority found multiple {groups of)
inventions in this international application, as follows:

1. claims: 1-30

Preparation of conjugates of formula A and intermediates of
the preparation

2. claims: 31-45

Conjugates of formula Al




(107) JP 2017-533887 A 2017.11.16

gooooooaoo

(51)Int.Cl. oo gooooboooood
oooo  39/395 (2006.01) oooogo  47/68 oooo goooo
oooOo  35/00 (2006.01) ooOog  39/39% oooo goooo
oooo  45/00 (2006.01) ooO0Og  39/39% oooo goooo
oooo  43/00 (2006.01) oooo  39/3% gooo goooo
oooo ooOog  39/39% oooo goooo
oooo oooo  35/00 oooo goooo
oooo oooo  45/00 oooo goooo
oooo oooog  43/00 oooo goooo

(eHooooooo  ApP(BW,GH,GM,KE,LR,LS,MW,MZ,NA,RW,SD, SL,ST,SZ,TZ,UG,ZM,ZW) ,EA(AM,AZ,BY ,KG,KZ,RU, T
J,T™),EP(AL,AT,BE,BG,CH,CY,CZ,DE,DK,EE,ES,FI,,FR,GB,GR,HR,HU, IE, IS, IT,LT,LU,LV,MC,MK,MT,NL,NO,PL,PT,R
0,RS,SE,SI,SK,SM,TR) ,0A(BF,BJ,CF,CG,CI,CM,GA,GN, GQ, GW, KM, ML ,MR ,NE, SN, TD, TG) ,AE,AG, AL ,AM,AO0,AT,AU,AZ,
BA,BB,BG,BH,BN,BR,BW,BY,BZ,CA,CH,CL,CN,CO,CR,CU,CZ,DE,DK,DM,DO,DZ, EC, EE, EG,ES,FI ,GB,GD, GE, GH, GM, GT ,H
N,HR,HU, ID, IL, IN, IR, 1S,JP,KE,KG,KN,KP,KR,KZ, LA, LC, LK, LR, LS, LU, LY ,MA,MD,ME MG, MK, MN, MW, MX ,MY ,MZ ,NA NG
,NI,NO,NZ,0M,PA,PE,PG,PH,PL,PT,QA,RO,RS,RU,RW, SA,SC, SD, SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR, TT, TZ,
UA,UG,US

(72) 000 OopoOooooooogo
ugboobobooooobobboooouoobobbooooobooboooooobobooogooon
gobooobobooooooooobboboooooooooobooboooa

oooo(@o) 4co72 mvol

OO0 OO 4C076 AA95 CC27 EE59 FF70

goooO OO 4C084 AA19 MAL6 MA35 MA37 MA43 MA52 MAS5 MAG3 MAG5 MAGG

gooo oo NAO5 NA13 NAl4 Z7B261 ZB262 ZC751

o000 OO 4C085 AA23 AA26 BBO1 BB11 CC21 GGO2 GGO4 GGO8 GG10

OoO0O OO 4C086 AAO1 AAD2 AAO3 AA10 CB11 MAO1 MAO2 MAO3 MAO4 MAQS

gooo oo NAO5 NA13 NA14 7B26 ZC75

go0O0 OO0 4Ho45 AA11 AA30 BA10 BAS1 CA40 DA75 EA20

ooooooo
0000000000000 00000000000oOQ
H
& (o) ~N
t\ /\/ *
N
| \*ﬁ @\/OYO
N
(A1) *
(A2)

ugboobbooouoobbbooooobobooouooboboooooboboooooobooboaan



	biblio-graphic-data
	abstract
	claims
	description
	drawings
	reference-file-article
	search-report
	overflow

