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(10) JP 2014-508521 A 2014.4.

AT iraedl

NickFect 1 257 JL- AGY(PO;)LLGKTNLKALAALAKKIL-NH,
NickFect 2 A7 7 I /b AGYLLGKT(PO;)NLKALAALAKKIL-NH,
NickFect 3 A7 7 I /b= AGY(PO;)LLGKT(PO;)NLKALAALAKKIL-NH,
NickFect 4 AGY(PO;)LLGK(A7 7 U 1) TNLKALAALAKKIL-NH,
NickFect 5 A7 7 I /b= AGY(PO;)LLGKINLKALAALAKKIL-NH,
NickFect 6 A7 7 I /b AGK(K-2PO;)LLGKINLKALAALAKKIL-NH,
NickFect 7 AGK(K-2PO;)LLGK( A 5 7 Y L)INLKALAALAKKIL-NH,
NickFect 11 | A% 7 V /b- AGYLLGKTNLKALAALAKKIL-NH,
NickFect12 | 27 7 U Jb- AGYLLGKSNLKALAALAKKIL-NH,

NickFect 13 | A% 7 V /b- AGYLLGKYNLKALAALAKKIL-NH,

NickFect 14 | 2% 7 V l- AGDLLGKINLKALAALAKKIL-NH,
NickFect15 | A7 7 U Jb- AGELLGKINLKALAALAKKIL-NH,
NickFect21 | AGYLLGK(A 7 7 U A)TNLKALAALAKKIL-NH,
NickFect22 | AGYLLGK(A7 7 U /1)SNLKALAALAKKIL-NH,
NickFect23 | AGYLLGK(A7 7 U /L)YNLKALAALAKKIL-NH,
NickFect24 | AGDLLGK(A % 7 ) A)INLKALAALAKKIL-NH;
NickFect25 | AGELLGK(A7 7 Y )INLKALAALAKKIL-NH,;
NickFect31 | 25 7 U /- AGK(K-Gluy) LLGKINLKALAALAKKIL-NH,
NickFect32 | 2% 7 U /b- AGK(K-Asp;)LLGKINLKALAALAKKIL-NH,
NickFect33 | 27 7 U /- AGK(K-Asp, Glu)LLGKINLKALAALAKKIL-NH,
NickFect34 | 2% 7 V b- AGYLLGK(K-Glup)INLKALAALAKKIL-NH,
NickFect35 | 2% 7 V l- AGYLLGK(K-Asp2)INLKALAALAKKIL-NH,
NickFect36 | A7 7 U /b- AGYLLGK(K-Asp, Glu)INLKALAALAKKIL-NH,
NickFect37 | A5 7 U /b- AGO(K-Gluy) LLGKINLKALAALAKKIL-NH,
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(11) JP 2014-508521 A 2014.4.10

NickFect38 | 25 7 U - AGO(K-Asp;)LLGKINLKALAALAKKIL-NH,
NickFect39 | 25 7 V - AGO(K-Glu, Asp)LLGKINLKALAALAKKIL-NH,
NickFect41 | AGK(K-Glup)LLGK(A 7 7 ) A)INLKALAALAKKIL-NH,
NickFect42 | AGK(K-Asp;)LLGK(AF 7 ) A)INLKALAALAKKIL-NH,
NickFect43 | AGK(K-Asp, Glu)LLGK(* 7 7 U INLKALAALAKKIL-NH,
NickFect51 | 8-(A7 7 V/L-AGYLLG) O INLKALAALAKKIL-NH, 0
NickFect52 | a,& (A7 7 U /A -AGYLLG), K INLKALAALAKKIL-NH,
NickFect53 |- (A7 7 Y /l- AGYLLG) K INLKALAALAKKIL-NH,
NickFect 54 | @ (RPPGESPIR)—6~( 77" I L-AGYLLG) -K
INLKALAALAKKIL-NH,
NickFect 55 | a-(ALALLL)}-e-(A7 7 U L-AGYLLG)-K INLKALAALAKKIL-NH,
NickFect 64 | A% 7 V b- AGYLLGOINLOALAALAOOIL-NH,
NickFect71 | AGYLLGO(Z 7 7 Y L) INLKALAALAKKIL-NH,
NickFect 72 | AGYLLGO(A 7 7 Y /L) INLOALAALAKKIL-NH,
NickFect73 | AGYLLGO(Z 7 7 ! /1) INLOALAALAOKIL-NH,
NickFect 73 | AGYLLGO(A 7 7 Y /1) INLOALAALAOOIL-NH, "
NickFect81 | 27 7 U /b- AGYLLGKIN-Nle-KALAALAKKIL-NH,
NickFect82 | 25 7 U /L- AGYL-Nle-GKIN-Nle-KALAALAKKIL-NH;
NickFect82 | 2% 7 J b- AGYL-Nle-GKIN-Nle-KA-Nle-AALAKKIL-NH;
NickFect91 | K(Asp2)AGYLLGK(A7 7 U L) INLKALAALAKKIL-NI,
NickFect92 | K(Glu)AGYLLGK(A 7 7 U L) INLKALAALAKKIL-NH;
NickFect93 | K(Asp, GIlu)AGYLLGK(A 7 7 J /L)INLKALAALAKKIL-NH, 40
NickFect94 | K(Asp, A% 7 U A)AGYLLGKINLKALAALAKKIL-NH,
NickFect95 | O(Asp:)AGYLLGK(A 7 7 U /L)INLKALAALAKKIL-NH,
oooooao
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INTERNATIONAL SEARCH REPORT

JP 2014-508521 A 2014.4.10

International application No

PCT/EP2012/053036

A. CLASSIFICATION OF SUBJECT MATTER

INV. A61K47/48 CL2N15/87
ADD.

According to International Patent Glassification {IPG) or to both national classification and IPC

B. FIELDS SEARCHED

A61K CI2N

Minimum documsntation searchad (classification eystem folkwed by classaification symbola)

Dogumentation searched other than minimum documentation to the exent that auch documents are included in the fielde searchad

EPO-Internal, BIOSIS, EMBASE, WPI Data

Electronic data base coneulted during the intematicnal eearch (name of data base and, where practisable, search terma used)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category*

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

Relevant to claim No.

page 5, lines 34-35
page 12 - pages 24-28
page 14, lines 1-6

page 20, lines 1-5
page 22, paragraph 2
page 23, paragraph 3
page 24, paragraph 1
claims 1-3, 19

X W0 2016/039088 AL (AHMED KARIEM [SE]; EL
ANDALOUSSI SAMIR [SE]; GUTERSTAM PETER
[SE]: HAE) 8 April 2010 (2010-04-08)

page 18, paragraph 1 - paragraph 4

1-3,7-23

D Further documents are listed in the continuation of Box C.

Sae patent family annex.

* Bpecial categories of cited documenta :

"A" dosumant defining the general atata of the art which ia not considerad
to be of particular relevance

"E" earlier application or patent but published on or after the intemational
filing date

"L* document which may throw doubta on priority claim{a) or which ia
cited to establish the publication date of another citation ar other
spedial reason {az apaoified)

"Q" docurnent referring to an oral discloaure, use, exhibition or other
means

"P" document published prior to the intemational filing date but later than
the priority date claimed

*T* later document published after the intemational filing date or priority
date and not in conflict with the application but cited to understand
tha principle or theary underlying the invention

"X document of particular relevance; the claimed invention cannot be
considered navel or cannot be sonsidered ta involve an inventive
step when the document ie taken alone

"¥* document of particular relevance; the claimed invention cannct be
oonsidered to involve an inventive step when the dooument is
combined with one or more other auch documents, such combination
being obvious to a person skilled in the art

*&" document member of the Bame patent family

Date of the actual oor

P

of the international asarsh

11 April 2012

Date of mailing of the international searsh report

12/06/2012

Name and mailing address of the ISA/
Eurcpean Patent Office, P.B. 5818 Patentlaan 2
NL - 2280 HV Rijawiji
Tal. {(+31-70) 340-2040,
Faox: (+31-70) 340-3016

Authorized officer

Barnas, Christoph

Form PCTASAR210 (second sheat) (April 2006}
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Intemational application No.
INTERNATIONAL SEARGH REPORT PCT/EP2012/053036
BoxNo.ll Observations whers cartain claims were found unssarchabls (Continuation of item 2 of first sheet)

This international search report has not been established in respect of certain claims under Article 17(2){a} for the fcllowing reascns:

1. |:| Claims Nos.:
because they relate to subject matier not required to be searched by this Autharity, namely:

2 |:| Claims Nos.:
because they relate to parts of the intemational application that do not comply with the prescribed requirements ta such
an extent that ne meaningiul intemational esarch can be carried out, spacifically:

3. D Claims Nos.:

becauss they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

BoxNo.ll Observatlons where unkty of Inventlon Is lacking {Continuatlon of tem 3 of first sheet)

Thig Internaticnal Searching Authority found multiple inventions in this international application, as follows:

see additional sheet

1. As all required additional search fees were timely paid by the applicant, this international search repert covers all ssarchable
olaime.

2 D As all saarchable claims could be searched without effort justifying an additicnal fess, this Authority did not invita payment of
additional fees.

3 As only some of the required additional search fees were timely paid by the applicart, this internaticnal search report covers
only those claime for which fees were peid, specifically claims Nos.:

4. No required additional search fees were timely paid by the applicant. Censequently, this international search report is
restricted to the invention first mentioned in the daims; it is oovered by olaims Nos.:

3(completely); 1, 2, 8-23(partially)

Remark on Protest The additional search fees were accompanied by the applicant's protest and, where applicable, the
paymert of a protest fee.

The additional search fees were accompanied by the applicant's protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

D Mo protest aceompanied the payment of additional search fesa.

Form PCTASAR210 (oontinuation of first sheet (£)} (April 2005}
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Intsrnational Application No. PCT/ EP2012/ 053036

FURTHER INFORMATION CONTINUED FROM PCTASA/ 210

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

1. claims: 3(completely); 1, 2, 8-23(partially)

A system for cargo delivery into the cells comprising of
cell penetrating peptide B which may comprise covalently
linked component A and covalently or non-covalently linked
peptide or non-peptide construct C, as targeting moiety for
delivering cargo into cells, where Tyr in position 3 is
replaced by Lys, Orn, Thr, Ser, Asp or Glu.

Mo

. claims: 4{completely); 1, 2, 8-23(partially)

A system for cargo delivery into the cells comprising of
cell penetrating peptide B which may comprise covalently
linked component A and covalently or non-covalently linked
peptide or non-peptide construct C, as targeting moiety for
delivering cargo into cells, where Ile in position 8 is
replaced by Lys, Orn, Thr, Ser, Tyr, Asp, Glu or any other
hydrophilic amino acid.

[F%]

. claims: 5{completely); 1, 2, 8-23(partially)

A system for cargo delivery into the cells comprising of
cell penetrating peptide B which may comprise covalently
linked component A and covalently or non-covalently linked
peptide or non-peptide construct C, as targeting moiety for
delivering cargo into cells, where at least one Leu is
replaced by leucine's isomers and/or analogues (e.g.
Norleucine].

-

. claims: 6{completely); 1, 2, 8-23(partially)

A system for cargo delivery into the cells comprising of
cell penetrating peptide B which may comprise covalently
linked component A and covalently or non-covalently linked
peptide or non-peptide construct C, as targeting moiety for
delivering cargo into cells where, at least one lysines are
replaced by Tysine's isomers and/or analogues
(e.g.0rnithine).

5. claims: 1, 2, 7-23(all partially)

A system for cargo delivery into the cells comprising of
cell penetrating peptide B which may comprise covalently
linked component A and covalently or non-covalently linked
peptide or non-peptide construct C, as targeting moiety for
delivering cargo into cells, wherein peptide B is a branched
peptide comprising of fatty acid modified TP1O peptide
or/and its segments (e.g. Galanin, Mastoparan) linked
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International Application No. PCT/ EP2012/ 053036

FURTHER INFORMATION CONTINUED FROM PCTASA/ 21¢

through amino groups of lysine or their analogues to
amphipatic peptides.

6. claims: 1, 2, 7-23(all partially)

A system for cargo delivery into the cells comprising of
cell penetrating peptide B which may comprise covalently
linked component A and covalently or non-covalently linked
peptide or non-peptide construct C, as targeting moiety for
delivering cargo into cells, wherein peptide B is a branched
peptide comprising of fatty acid modified TP10 peptide
or/and its segments (e.g. Galanin, Mastoparan) linked
through amino groups of lysine or their analogues to
alpha-helical peptides.

7. claims: 1, 2, 7-23(all partially)

A system for carge delivery into the cells comprising of
cell penetrating peptide B which may comprise covalently
linked component A and covalently or non-covalently linked
peptide or non-peptide construct C, as targeting moiety for
delivering cargo into cells, wherein peptide B is a branched
peptide comprising of fatty acid modified TP1@ peptide
or/and its segments (e.g. Galanin, Mastoparan) linked
through amino groups of lysine or their analogues to
amphipatic and alpha-helical peptides.
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WO 2010039088 Al  08-04-2016 EP 2355852 Al 17-08-2011
JP 2012502985 A 02-02-2012
Us 20811212628 Al 01-09-2011
WO 2010039088 Al 08-04-2010
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