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(54) AHTATOHUCTBI PELIEIITOPA 2 COMATOCTATHUHA

(57) ®opmyna nzobpeTeHUs
1. AHTarOHUCT COMATOCTATUHA, KOTOPKIN cBsI3bIBaeTcs ¢ SSTR2, BEIOpAHHBIN U3 TPYIIIHI,

COCTOSILIEN U3

(1) DOTA-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;
(i) H,N-pNO,Phe-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(111) HyN-pNO,Phe-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;
(iv) H,N-Cpa-c[DCys-L-Agl(NMe.6en3oun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;
(v) HyN-Cpa-c[DCys-D-Agl(NMe.oenzoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;
(vi) H,N-Cpa-c[DCys-Leu-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(viii) Cbm-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(ix) DOTA-PAla-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x) DOTA-Peg-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-NH,;

(xi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Cha-NH,;

(xiii) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Hor)-NH,;
(xiv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-NH,;
(xv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Cbm)-NH,;
(xvi) HyN-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-GlyOH;
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(xvii) H,N-Cpa-c[DCys-Aph(CONH-OCH;)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xviii) H,N-Cpa-c[DCys-Aph(CONH-OH)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xix) H,N-Cpa-c[DCys-Aph(Cbm)-5F-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xx) H,N-Cpa-c[DCys-Aph(Cbm)-5F-Trp-Lys-Thr-Cys]-2Nal-NH,;

(xx1) HyN-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii) H,N-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii1) Ac-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(xxiv) HyN-Cpa-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xxv) HoN-Cpa-c[DCys-Tyr-DTrp-NMeLys-Thr-Cys]-2Nal-NH,;

(xxv1) DOTA-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,;

(xxvil) DOTA-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,; u

(xxviii) DOTA-Cpa-[DCys-Pal-DAph(Cbm)-Lys-Thr-Cys]DTyr-NH,.

2. AHTaroHMCT COMATOCTATHHA 10 1.1, KOTOPBI 3HAUMTEIBbHO HE MUHTEPHAIU3YETCS B
KJIETKH, 3Kcrnpeccupyromme SSTR2, u CHUKAET MHAYUMPOBAHHYIO OCTPEOTUIOM
vHTepHaym3anuo SSTR2.

3. AHTaroHUCT COMATOCTATHHA IO I1.1, TOMOJIHUTEIBHO COEPKAIIUN
XeJIaTo00pa3yIoLIMii areHT, KOMIIJIEKCOOOPa3yIoIIMi areHT, KOHbIOTUPYIOLIHI areHT WU
METKY.

4. AHTaroHUCT COMAaTOCTATHHA 1O .1, KOTOPBIM MPEAITOUYTUTEIBHO MOTJIOLIAETCS
OIyXOJISIMU T10 CPABHEHMIO C IPYTrOW TKAHBIO.

5. AHTaroHMCT COMaTOCTATHHA IO 1.1, KOTOPBIA MPEANOUYTUTEIBHO MMOTIOIAETCS
OITYXOJISIMU 11O CPABHEHMIO C APYTrON TKAHBIO.

6. AHTarOHHUCT COMATOCTATHHA 10 1.1, Iie OTHOLIEHHE AHTATOHUCTA, ITOTJIOUIEHHOTO B
KJIETKaX OIYXOJIM, K AaHTArOHUCTY, IIOTJIOLIEHHOMY B KJIETKAaX ITOYEK, U3MEPEHHOE CITYCTA 4
yaca I10cJie BBEACHMSI, COCTABIISIET 110 MEHbIIEH Mepe NPpUOIU3UTEIbHO 2,0.

7. Crioco6 momy4yeHus paguon300paXeHUsT paKOBOM OITYXOJIH, COACPIKAIITUN

(a) BBEIEHME KOMITO3ULMH, COJIEPKALLIEN aHTATOHUCT COMATOCTATUHA U PAAUOHYKIIUI U

(b) nerexTUpOBaHWE paIUOHYKIIHA/IA,

I7le aHTATOHUCT COMATOCTATUHA BBIOPAH U3 I'PYIIIbI, COCTOSILEH U3

(1) DOTA-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(i) H,N-pNO,Phe-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(ii1) H,N-pNO,Phe-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(iv) H,N-Cpa-c[DCys-L-Agl(NMe.6en3oun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(v) HyN-Cpa-c[DCys-D-Agl(NMe.oenzoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi) H,N-Cpa-c[DCys-Leu-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(viii) Cbm-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(ix) DOTA-BAla-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x) DOTA-Peg-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-NH,;

(xi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Cha-NH,;

(xiii) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Hor)-NH,;

(xiv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-NH,;

(xv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Cbm)-NH,;

(xvi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-GlyOH;

(xvii) HyN-Cpa-c[DCys-Aph(CONH-OCHj5)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xviii) H,N-Cpa-c[DCys-Aph(CONH-OH)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xix) H,N-Cpa-c[DCys-Aph(Cbm)-5F-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xx) H,N-Cpa-c[DCys-Aph(Cbm)-5F-Trp-Lys-Thr-Cys]-2Nal-NH,;
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(xx1) H,N-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii) HyN-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii1) Ac-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(xxiv) H,N-Cpa-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xxv) HoN-Cpa-c[DCys-Tyr-DTrp-NMeLys-Thr-Cys]-2Nal-NH,;

(xxvi) DOTA-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,;

(xxvil) DOTA-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH, u

(xxviii) DOTA-Cpa-[DCys-Pal-DAph(Cbm)-Lys-Thr-Cys]DTyr-NH,.

8. Crroco0 1o 11.7, Tie aHTAarOHUCT coMaTocTaTuHa cBsa3bIBaeT SSTR2.

9. Crioco0 1o 1.8, re aHTArOHUCT COMATOCTATUHA CEJIEKTUBHO CBsA3bIBaeT SSTR2.

10. ITpumMeHeHre KOMITO3ULMHU 151 TPOU3BOJICTBA JIEKAPCTBEHHOI'O CPEICTBA JJISI JIEUEHUS
OIYXOJIH, T/1€ KOMIIO3ULUSI COAEPKUT AaHTATOHUCT COMATOCTATUHA U PAJUOHYKIIU]I U TAE
AHTArOHKCT COMATOCTATUHA BBIOPAH U3 TPYIIIbI, COCTOSIIEH U3

(1) DOTA-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(i) H,N-pNO,Phe-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(iii) H,N-pNO,Phe-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(iv) H,N-Cpa-c[DCys-L-Agl(NMe.6en3zoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(v) HyN-Cpa-c[DCys-D-Agl(NMe.oenzoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi) H,N-Cpa-c[DCys-Leu-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(viii) Cbm-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(ix) DOTA-BAla-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x) DOTA-Peg-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-NH,;

(xii) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Cha-NH,;

(xii1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Hor)-NH,;

(xiv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-NH,;

(xv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Cbm)-NH,;

(xvi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-GlyOH;

(xvii) H,N-Cpa-c[DCys-Aph(CONH-OCH;)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xviii) HyN-Cpa-c[DCys-Aph(CONH-OH)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xix) H,N-Cpa-c[DCys-Aph(Cbm)-5F-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xx) H,N-Cpa-c[DCys-Aph(Cbm)-5F-Trp-Lys-Thr-Cys]-2Nal-NH,;

(xx1) H,N-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii) HyN-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxiii) Ac-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cysj-DTyr-NH,;

(xxiv) H,N-Cpa-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xxv) H,N-Cpa-c[DCys-Tyr-DTrp-NMeLys-Thr-Cys]-2Nal-NH,;

(xxv1) DOTA-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,;

(xxvil) DOTA-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH, u

(xxviii) DOTA-Cpa-[DCys-Pal-DAph(Cbm)-Lys-Thr-Cys]DTyr-NH,.

11. Crioco06 1o 1.7, B KOTOPOM aHTAarOHUCT COMAaTOCTATHHA CEJIEKTUBHO
cBs3biBaeT SSTR2.

12. Habop 1715 mojtyueHust TMarHoCTUYECKOTO PauoN300paKeHUsT paKOBOM OITYXOJIH,
coAeprKaluun

(a) aHTarOHUCT COMATOCTATHUHA B MOAXO/AIIEM KOHTEHHEPE, I]I€ AHTATOHUCT
COMATOCTaTHHA SBJISIETCS JIMOO

(i) MEYEHBIM IO MEHBIIEH MEPE OTHUM PATUOHYKIUAOM;

(ll) HEMCYCHBIM U CH8,6)KCH 10 MCHBIIIEH MCPEC OJHUM PAJUOHYKIHWAOM B IIOAXOAAIIECM
Crtp.: 3
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(iii) HEMEYEHBIM U CIIOCOOEH 3aTeM METUTHCS 110 MEHbBIIIEeH Mepe OJHUM PaaUOHYKIIUIOM;

(b) MHCTPYKUMU IJ151 UCITOJIb30BAHUSA,

I/Ie aHTarOHUCT COMATOCTATHHA BbIOPAH U3 I'PYIIIIbI, COCTOSIIEN U3

(i) DOTA-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(i1) H,N-pNO,Phe-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(ii1) H,N-pNO,Phe-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;
(iv) H,N-Cpa-c[DCys-L-Agl(NMe.06en3oun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;
(v) H,N-Cpa-c[DCys-D-Agl(NMe.6en3zoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;
(vi) H,N-Cpa-c[DCys-Leu-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vii) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vii1) Cbm-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(ix) DOTA-BAIla-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x) DOTA-Peg-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-NH,;

(xii) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Cha-NaH,;

(xii1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Hor)-NH,;
(xiv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-NH,;
(xv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Cbm)-NH,;
(xvi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-GlyOH;
(xvii) H,N-Cpa-c[DCys-Aph(CONH-OCH3;)-DTrp-Lys-Thr-Cys]-2Nal-NH,;
(xviii) HyN-Cpa-c[DCys-Aph(CONH-OH)-DTrp-Lys-Thr-Cys]-2Nal-NH,;
(xix) H,N-Cpa-c[DCys-Aph(Cbm)-5F-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xx) H,N-Cpa-c[DCys-Aph(Cbm)-5F-Trp-Lys-Thr-Cys]-2Nal-NH,;

(xx1) H,N-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii) HyN-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;
(xxii1) Ac-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(xxiv) H,N-Cpa-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xxv) HyN-Cpa-c[DCys-Tyr-DTrp-NMeLys-Thr-Cys]-2Nal-NH,;

(xxvi) DOTA-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,;
(xxvil) DOTA-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,; u
(xxviil) DOTA-Cpa-[DCys-Pal-DAph(Cbm)-Lys-Thr-Cys]DTyr-NH,.

13. HaGop mo 1m.12, B KOTOPOM aHTAarOHUCT COMATOCTATHHA CEIICKTUBHO

cBsa3biBaeT SSRT2.

14. HaGop 111 TleyeHus: paka, Coaep K ariuii

(a) AHTArOHUCT COMATOCTATHHA B ITOAXOJAIIEM KOHTCﬁHCpC, rac MocCjiC MCUCHU

PAAUOHYKIIMAOM aHTAIOHHUCTA COMATOCTATHUHA aHTATI'OHUCT IIPUCYTCTBYCT B

TeparneBTUYecku 3((HEKTUBHOM KOJIMYECTBE JJIs JICUCHHS paKa U TJIe aHTar OHUCT

COMATOCTATHHA SBJISCTCS IU00

(i) MEYEHBIM MO MEHBIIEH MEPE OAHUM PATUOHYKIUIOM;

(i1) HEeMEeUeHBIM M CHAOKEH IO MEHBIIIEH Mepe OJTHUM PAIUOHYKIUJIOM B MOIXOISIIIEM
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(iii) HEMEYEHBIM U CIIOCOOEH 3aTeM METUTHCS 110 MEHBIIIEeH Mepe OJHUM PaTUOHYKIIUIOM;

(b) MHCTPYKUMU IJ151 UCITOJIb30BAHUSA,

I/Ie AaHTAarOHUCT COMATOCTaTUHA BBIOpAH W3 T'PYIIIBI, COCTOSIIEHN U3
(i) DOTA-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(i1) H,N-pNO,Phe-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;
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(ii1) H,N-pNO,Phe-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(iv) H,N-Cpa-c[DCys-L-Agl(NMe.6en3zoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(v) HyN-Cpa-c[DCys-D-Agl(NMe.oenzoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi) H,N-Cpa-c[DCys-Leu-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(viii) Cbm-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(ix) DOTA-BAla-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x) DOTA-Peg-Cpa-c[DCys-Aph(Cbm) DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-NH,;

(xi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Cha-NH,;

(xiii) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Hor)-NH,;

(xiv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-NH,;

(xv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Cbm)-NH,;

(xvi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-GlyOH;

(xvii) HyN-Cpa-c[DCys-Aph(CONH-OCH;)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xviii) HyN-Cpa-c[DCys-Aph(CONH-OH)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xix) H,N-Cpa-c[DCys-Aph(Cbm)-5F-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xx) H,N-Cpa-c[DCys-Aph(Cbm)-5F-Trp-Lys-Thr-Cys]-2Nal-NH,;

(xx1) H,N-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii) HyN-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxiii) Ac-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(xxiv) H,N-Cpa-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xxv) HyN-Cpa-c[DCys-Tyr-DTrp-NMeLys-Thr-Cys]-2Nal-NH,;

(xxv1) DOTA-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,;

(xxvil) DOTA-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,; u

(xxviii) DOTA-Cpa-[DCys-Pal-DAph(Cbm)-Lys-Thr-Cys]DTyr-NH,.

15. HaGop o 1n.14, B KOTOPOM aHTAarOHUCT COMATOCTATHHA CEJIEKTUBHO
cBs3biBaeT SSTR2.

16. CoeaurHeHue A1 MOJIyUYEeHUs paIMOM300paKEHUS WM JICUEHUSI PAKOBOTO
3a00JIeBaHUs, TIPEJICTABIISIONIEE COOOM PATMOHYKITUI, CBSI3aHHBIN B 3(h(heKTUBHOM
KOJIMYECTBE C AHTATOHUCTOM COMATOCTATUHA, B KOTOPOM aHTAarOHUCT CBA3bIBaeTCs ¢ SSTR2
Y BBIOpAH U3 IPYMIIbl, COCTOSIIEN U3

(1) DOTA-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(i) H,N-pNO,Phe-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(ii1) HoN-pNO,Phe-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(iv) H,N-Cpa-c[DCys-L-Agl(NMe.6en3zoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(v) HyN-Cpa-c[DCys-D-Agl(NMe.oenzoun)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vi) H,N-Cpa-c[DCys-Leu-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vii) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(vii1) Cbm-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(ix) DOTA-PAla-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(x) DOTA-Peg-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xi) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-NH,;

(xi1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Cha-NH,;

(xii1) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Hor)-NH,;

(xiv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-NH,;

(xv) H,N-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-Aph(Cbm)-NH,;

(xvi) HyN-Cpa-c[DCys-Aph(Cbm)-DTrp-Lys-Thr-Cys]-DAph(Cbm)-GlyOH;
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(xvii) H,N-Cpa-c[DCys-Aph(CONH-OCH;)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xviii) H,N-Cpa-c[DCys-Aph(CONH-OH)-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xix) H,N-Cpa-c[DCys-Aph(Cbm)-5F-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xx) H,N-Cpa-c[DCys-Aph(Cbm)-5F-Trp-Lys-Thr-Cys]-2Nal-NH,;

(xx1) HyN-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii) H,N-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-2Nal-NH,;

(xxii1) Ac-pNO,Phe-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-DTyr-NH,;

(xxiv) HyN-Cpa-c[DCys-Tyr-DTrp-Lys-Thr-Cys]-2Nal-NH,;

(xxv) HoN-Cpa-c[DCys-Tyr-DTrp-NMeLys-Thr-Cys]-2Nal-NH,;

(xxv1) DOTA-Cpa-c[DCys-Aph(Hor)-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,;

(xxvil) DOTA-Cpa-c[DCys-Tyr-DAph(Cbm)-Lys-Thr-Cys]-DTyr-NH,; u

(xxviii) DOTA-Cpa-[DCys-Pal-DAph(Cbm)-Lys-Thr-Cys]DTyr-NH,.

17. Coenunenue 0o 11.16, rie aHTarOHUCT CEJIEKTUBHO CBs3bIBaeTcs ¢ SSTR2,
3HAYUTEIbHO MHTEPHAJIU3YETCS B KJIIETKH, 3Kcrpeccupyromme SSTR2, u ymeHbiaer
MHAYLUMPOBAHHYIO OKTPEOTUIOM MHTEpHAM3aLni0 SSTR2.

A
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