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)

e R', R%, R*, R*, R°, RS, R7, A', A> u A’ Takue, Kak OIMCaHO B JAHHOM TEKCTE, a TAKKE KOMIIO3HIIUH,
BKITIOUAIOMINE 3TH COCAUHCHHUS, U CITOCOOBI MPUMEHEHUS STHX COCTUHCHUN.
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Hacrosimee n300peTeHre OTHOCUTCS] K OPraHUYECKUM COSIMHEHHUSM, MTOJIE3HBIM ISl TEPAIiy Win Ipodu-
JAKTUKH y MIJICKOIUTAIOIINX, U B YACTHOCTH K MHruOuTOpam anpnocreponcunrassl (CYP11B2 wm CYP11B1)
JUIS JIEYEHUST WM TPOQMIIAKTUKH XPOHUUYECKOTO 3a00JI€BaHUsI TT0YEK, 3aCTOMHON CEpACYHON HEIOCTaTOUYHOCTH,
THIIEPTOHNH, IEPBUYHOTO TUNEPATBbIOCTEPOHN3MA U cuHApoMa KymimHra.

Hacrosimee n3o0peTenne npeaiaraet HoBble coequHeHus Gopmyasl (1)

e R! npenacrasiseT cooorr H mm Cy_j,-anmkum;

R’ npencrasisier co6oii H;

R’ npencrasisier co6oii H;

R* npezactaBisiet coboit H mwimu Cy_jp-ankwr;, nim

3 4 v
R5 u R coBMecTHO ¢ aToMaMu yriaepoJia, K KOTOPBIM OHH MTPHCOCTUHEHBI, 00pa3yIOT TBOWHYIO CBS3b;
R’ mpencrasnser coboit H wnu C,_,-anxu;
6 v 9p 10 11p12 13p 14 15p 16
R7 npezacTasiseT co6oif -O,-(CR'R™),-(CR'R™),-(CR "R ™),-NR "R ™;
R’ mpencrasnser coboit H wnu ranoren; wiu
1 7

R u R’ coBMecTHO ¢ aToMamu a30Ta | yriiepoja, K KOTOPBIM OHU IPUCOSAUHEHBI, 00pa3yroT rerepo-Cs_jo-
LAKJIOAIKHIT;

R?OHpC,Z[CTaBH}IeT coboit H, Cy_jy-amxun win Cs_o-IHMKI0ATKHIT,

R mpeacrasnser coboit H nmm C,.jp-anku;

R npeacTaBiseT cooboit H; nnm

Riz 1 R'' coBMecTHO ¢ aTomamu yTiieposa, K KOTOPBIM OHU TIPUCOEIHHEHBI, 00pa3yIoT IBOWHYIO CBS3b;

R'“ mpencraBnser coboit H; nmm

11 12

R u R'“ coBMecTHO ¢ aTOMOM yriieponia, K KOTOPOMY OHH TPHUCOCAHHEHBI, 00pa3yroT Cj_jo-IHKIOATKUIT
WId reTle3po—C3_ 10-IIUKJIOAIIKHII, COJICPIKAIIUI OIMH aTOM KHCJIOPOJa B KAa4eCTBE reTepoaToMa;

R mpencraBnsier coboii H;

R npeacTapisiet codoi H; nmm

10 14

R u R™ coBmecTHO 00pazyroT -(CH,)-;

R npencrasisieT coooi H, Cy_jy-ankwn nimn C.j;-akokcHu-C . »-alIKu;

Rij Hpe,I1[6CTaBHHCT c060it rumpoken-C_-anku, -S(0),R'®, -C(O)R'® wmn -C(O)OR'®; nmn

R” m R coBMecTHO ¢ aTOMOM a30Ta, K KOTOPOMY OHH NMPHUCOCIUHEHBI, 00pa3yIoT 3aMeleHHBIA TeTepo-
C5.10-IIUKJIOAJIKHII, COZICPKAIMNN B Ka4eCTBE T€TEPOATOMOB OJIMH HIIM JIBa aTOMa a30Ta WJIM OJHWH aTOM a30Ta U
OJIMH aTOM Cepbl, TP ITOM 3aMeIeHHBIA TeTepo-Cs.io-IIUKIOATKII 3aMelIeH OTHUM-TPEMS 3aMECTHTEISIMH,
HE3aBHCHMO BBIOPAHHBIMH W3 CIHEIYIOMHMX: THUAPOKCH-Ci_p-anmkui, Ci.jp-ankokcu-Ci_jr-ankwun, ramoreH-Ci jp-
ankokcu-Cyp-ankun,  Cj_j,-alIKOKCUKapOOHWI,  OKCOTpymma, Tpuasommin-Ci.p-aJKWwi W 3aMEIICHHBIN
aMuHO-C_1,-aJIKHUII, TJC 3aMCIICHHBIH aMUHO-C{._1,-alIK/I 3aMEIICH MIPH aToMe a30Ta OJHUM Wid ABYMs Ci_jp-
aTKUIAMHK, WU

R" u R" coBmecTHO ¢ aTomamu a30Ta u yriaepoJia, K KOTOPhIM OHU MPUCOSIUHEHBI, 00Pa3yIOT 3aMEeIICH-
HBIH TeTep0-C;_1o-IIUKIOATKIT, COJCPKAIIIIA B KAYECTBE TETEPOATOMa OJIMH aTOM a30Ta, IIPU 3TOM 3aMEIICHHBIN
reTepo—9C3_10—1uI/1KnoanKHn 3aMelleH TpynnamMmu R s R*uR” ; WA

R’ u R" coBMecTHO ¢ aToMaMu a30Ta ¥ yrieposa, K KOTOPSIM OHH MPHCOEINHEHbI, 00pa3yioT 3aMelIeH-
HBIHA TeTep0-Cs.1o-IIUKIOATKHII, COACPIKANTUI B KaUeCTBE TeTepoaToMa OJIMH aTOM a30Ta, PH 3TOM 3aMeICHHBIH
reTepo—1(833_10—uHKnoanKHn 3aMelleH TpynnamMmu R s R*uR” ;

R mpeacrasnser coboit C.pp-anmkwi, Cs.jo-IIUKIOATKUI, TaloreH-Ci_j,-aldKui, THAPOKCH-C . j-aJIKHII,
C\.1z-anxunkapoonmiokcu-Ci_j,-ankui, Cg-apui, 3aMenieHHblid Cg-apui, reTepoapuil, 3aMeIIeHHbBIN TeTepoapuI,
IJie TeTepoapwi MPEACTaBISIeT CO00H S-4JICHHYIO TPYIITY, COACPKAIIYI0 B KAaUeCTBE T'eTEpOoaToMa OJMH aTOM
KHCJIOPO/Ia, Ba aTOMa a30Ta, OJWH aTOM KHCJIOPOJa U OJIWH WU JBa aTOMa a30Ta, WK 6-4ICHHYIO TPYIILY, CO-
JICpKAIIylo B KAUECTBE TeTepoaToMa OJVH WJIM JBa aTOMa a30Ta, IPU STOM 3aMelleHHbIH Cg-apii U 3aMelleH-
HBIH TETEPOAPIUT COACPIKAT OT OJHOTO J0 TPEX 3aMECTUTEINCH, HE3aBUCHMO BBHIOPAHHBIX U3 ciexyromux: Ci_js-
ATIKHII, {anoxcn—Cl_u—anKHn, raggreH—CI_lz—anKnn, C;.10-1IUKIIOATIKUI U TaJIOT€EH;

A’ mpencrasisieT coboit CR™;

A? MIpeACTaBIsAET COO0M CRZI;

Al MIpeACTaBIsAeT cOO0M CR22;

R* npeacTaBisieT coooi H mm ramorew;

R* npenacrasisieT coooi H, ranoren nmu C_j,-aiKu;

R* npeacTaBisieT coooi H mm ramorew;

R23, R* u R25, KaXIbI HE3aBHCUMO, BHIOpaHbl U3 cieaytomux: H, ruapokcn-Ci_j,-amkum, C.j;-alKOKCH,
C\.12-ankokcu-Cy_j,-ankui, ranored-Ci_jp-ankokcu-Cy_jp-ankui, Cy_j-ankokcu-Cy.j»-alIKkOKCH, OKCOTPYIINa, TPH-
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a30ii-Cy_j,-alTKAT B 3aMEUICHHBIA aMUHO-C|_1-alIKWI, TIPH 3TOM 3aMEIIeHHBIH aMHHO-C_,-aJIKHII COJICPKUT
MPU aTOME a30Ta OT OJHOTO A0 ABYX Ci_j-alIKui;

m paBHo O wim 1, Ipu 5TOM eciii m paBHO 1, To cymMa n 1 p paBHa 2, 3 win 4;

n paBHo 0 i 1;

p paBHo 0, 1 wm 2;

q paBuo 0 nnm 1;

t paBHO 0 wm 2;

nin (papMareBTHIECKH TPUEMIIEMBIE COJIH.

B HacrosmieM H300peTCHUU ONMKCAaHBI UHTUOUTOPHI ajbIOCTEPOHCHHTA3BI, CIOCOOHBIE 3alMIIATh OT I0-
BPESKACHUI OpraHbl/TKaHU, 00yCIOBICHHBIX aOCOIIOTHBIM MM OTHOCHTEIBHBIM M30BITKOM albaocTepoHa. ['u-
neproHueil crpagaer npuMepHo 20% B3pOCIIOro HacelleHUs B Pa3BUTHIX cTpaHax. Y jwmi 60 JeT u cTrapiie 3Ta
JIOJIsL Bo3pacTaeT npuMepHo g0 60%. Y JUI] ¢ TUIEPTOHUEH MOBBIIICH PUCK JAPYTHX (DH3HONIOTHYSCKUX OCIOXK-
HCHHU, BKJIFOYas MHCYJIBT, MHPAPKT MHUOKApIa, MPEACEPAHYI0 (GUOPMILIAINIO, CEPACYHYIO HEIOCTATOYHOCTS,
3aboneBanue mepuGEepUICCKUX apTepPUil U MOYCYHYIO HEIOCTATOYHOCTh. PCHHH-aHTHOTEH3HH-aJIbI0CTEPOHOBAS
CHUCTEMa MPEACTaBIET COOOW MeTaOOJUYECKHI IyTh, KOTOPHIH CBSI3aH C THUIIEPTOHHUEH, peryisiuer oobema
KPOBH H COJIEBBIM 0aJlaHCOM, H, KaK OBIJIO HEJaBHO O0OHApY)KEHO, BHOCHT HEIIOCPEICTBEHHBIN BKJIa B OKOHYA-
TEJNBHOE TIOBPEKACHHE OPTaHOB Ha IMO3JHUX CTAMSIX CEPACYHON HETOCTATOYHOCTH FUTH 3a00JEBAHUS ITOYEK.
HNuruduroper ACE u 6mokaTopsl penentopa anruoTeH3nHa (ARBS) ycnemno npuMeHSIOTCS Ui YBETUICHUS
MIPOIOJDKUTEIBHOCTH W yIYUIICHISI KaueCTBa KU3HU MAalUEHTOB. DTH JIEKapCTBa HE 00eCIeunBalOT MAKCHMAaIIb-
HYIO 3aIuTy. Y cpaBHUTEIbHOTO Oombinoro gncia nanueHToB ACE n ARB's BEI3BIBAIOT Tak Ha3bIBAEMBIN allb-
JIOCTCPOHOBBIN MPOPHIB - SBICHHUE, IMPH KOTOPOM YPOBEHBb albJOCTEPOHA, MMOCIE MEPBOTO HAYAIBLHOTO CIIaja,
BO3BpAIIACTCs K MATOJOTHUCCKOMY YPOBHIO. BBUIO MOKa3aHO, YTO BPEJOHOCHBIC MTOCICICTBHUS HEAICKBATHO ITO-
BBIIIICHHOTO YPOBHS aJbJOCTEPOHA (IO OTHOIICHHUIO K MOTPEOICHUIO/YPOBHIO COJIM) MOYKHO MUHHMH3HPOBATH
MyTEM aJbOCTCPOHOBOW OJOKAIBI C TIOMOIIBIO0 AHTATOHHUCTOB PEIENTOPAa MUHEPATOKOPTHKOUIOB. OXuIaeTcs,
YTO MpsIMOC MHTHOMPOBaHUE CHHTE3a ANBJOCTEPOHA OymeT oOeCIeYrBaTh Jake JTYUINYHO 3allHUTy, MOCKOJBKY
IIPY OTOM OyIyT YMEHBIIATHCS TAK)Ke He-TeHOMHBIE 3(PPEKThI aabI0CTEpOHA.

Bo3znetictre anpnoctepona Ha TpaHcropT Na/K mpuBOAHT K MOBBIIEHUIO peabcopOIru HATPUS U BOABI U
BBIJICJICHUS KallUsl B ITOYKaxX. B 1eoM, 3T0 MPUBOANT K YBEIMUYCHHIO 00BEMa KPOBHU H, CIIEAOBATEIHHO, ITOBBI-
[IIEHHOMY KPOBSIHOMY IaBJICHHIO. [IoMIMO ydacTus B peryJsimuu peadbcopOnnu HAaTpHs B IMOYKAX, ajlbIOCTEPOH
MOJKET OKa3bIBaTh BPEIOHOCHOE BO3JCHCTBHE HA TOYKH, CEP/LE H COCYAUCTYIO CUCTEMY, OCOOEHHO B KOHTEKCTE
"BBICOKOTO HaTpus'". BpUTO OKa3aHO, YTO B TAKUX YCIOBHSIX aJbIOCTEPOH HMPUBOIUT K IOBBIIIICHHOMY OKCHIIA-
TUBHOMY CTPECCY, YTO B KOHCYHOM HTOTE MOXXET BHECTH CBOM BKIIaJ B MOBPEXKICHUE OpraHoB. MHDY3us anbio-
CTEpOHA KpPBICAM C MTOYCYHBIM HapyIIeHHEM (JH0O0 332 CYET BBICOKOCOJCBOM IHUETHI, JTHOO 3a CUET OJHOCTOPOH-
HEell He(DPEKTOMUM) BBI3BIBACT IIMPOKHN CICKTDP IMOBPEKICHUH IMOYEK, BKIIFOYAS TIOMEPYIIIPHOC yBEIHMUYCHHE,
MOBPEXKJICHUC IMOJOIUTOB, HHTEPCTUIIMAIBHOE BOCHAICHUE, TPOTU(PEPAIIMI0 ME3aHTIIHAIBHBIX KICTOK U (UO-
P03, UTO TPOSIBIIICTCS B MIPOTCHHYPUHU. B yacTHOCTH, OBLIO MOKA3aHO, YTO ALIOCTEPOH YBEIMIMBACT HKCIIPEC-
cuto monekyn aare3un [CAM-1 B moukax. ICAM-1 sBisieTcst KIIIOUEBOM MOJIEKYJIOH, y4acTBYIOIIEH B IIIOMEpY-
JSIPHOM BOCTAJICHWH. AHAJIOTWYHBIM 00pa3oM, OBUIO MMOKa3aHO, YTO ajbJIOCTEPOH YBEIWYHBACT IKCIIPECCHIO
MIPOBOCTIAIUTEIBHBIX IIATOKWHOB, TaKNX Kak wHTepieWkuH [L-1b u IL-6, MCP-1 u octeonontux. Ha xietounom
ypOBHE OBIIO TOKa3aHO, YTO B BACKYJSIPHBIX (UOpoOIacTax ambJIOCTEPOH yBelIWduBaeT dkcmpeccuto MPHK
KoJuTareHa | Tuma, KoTopslit onocpexyer ¢pudpo3. Kpome Toro, anpnocTepoH CTUMYIHPYET HAKOTUICHHE KOJIIa-
rera [V Tuma B Me3aHTIMAIBHBIX KIIETKaX KPBICH M HHAYIHPYET IKCIPECCHIO HHIHONUTOPA aKTHBATOPA IJIa3MH-
HoreHa | tuma (PAM) B miagkuxX MBIIMICYHBIX KIETKaX. TakuM 00pa3oM, albIOCTCPOH SIBISETCS KITHOYCBBIM
TOPMOHOM, YYACTBYIOIIMM B OBPEKICHUU MOYCK. AJIBJOCTEPOH UTPACT CTOJb K€ CYIIECCTBCHHYIO POJIb B OIIO-
CPEIOBaHUH PHUCKA CEPICYHO-COCYTUCTHIX 3a00ICBAHIIA.

Nmeetcs Hame:)KHOE MPEKITMHIYECKOE JOKA3aTeNbCTBO TOr0, 4To MR-aHTaroHUCTHI (CIIMPOHOIAKTOH U 3JI-
MIEPEHOH) YIIYYIIA0T KPOBSHOE AABIICHHE, PYHKIIUIO CepALa ¥ MOYCK B PA3THYHBIX MPECKITHHHYCCKIX MOACTIIX.

CoBceM HeJJaBHO NPEKITNHUYECKHE UCCIIEI0BAaHNUS POJEMOHCTPUPOBaNH cyliecTBeHHbI Bkiag CYP11B2
B 3a00JI€Ba€MOCTh M CMEPTHOCTB, CBS3aHHYIO C 3a00JICBAHMSAMH CEPIEYHO-COCYANCTONH CHCTEMBI M ITOYEK.
CYP11B2-uarudurop FAD286 1 MR-aHTaroHUCT CIIUPOHOJIAKTOH MCCIEAOBAIN B KPBHICHHONH MOJETH XPOHH-
YeCKOTO 3a00JeBaHMs MOYeK (BO3ACHCTBHE BBICOKHX 103 aHTHOTeH3WHA [I; BRICOKOCOIEBOE BO3IECHCTBUE U OfI-
HOCTOPOHHSIST HEPPEKTOMUs). AHTHOTEH3HH II M BBICOKOCOJIEBOE BO3ICHCTBIE BBI3BIBAIH albOYMUHYPHIO, a30-
TEMHIO, Ba30PCHAIBHYIO THUIEPTPOPHIO, TIIOMEPYIIPHOE TOBPEXKICHUE, IMOBBINICHUE 3Kcrpeccuu PAI-1 wu
MPHK ocreomnoHnTHHa, a Takke TyOyJIOMHTEpCTUIHANBHBINH (hrbOpo3. Oba JeKapCTBEHHBIX BEUIECTBA MPEIOT-
Bpalljalii TaKOE¢ BO3JCHCTBHE HA MOYKU W YMCHBIIAU KapIHAIbHYI0 M aOPTaTbHYI) MCAHATBHYIO THIIEPTPO-
¢uro. Uepes 4 Henenu snedenus ¢ nomonipio FAD286 ypoBeHb aipIocTepoHa B IJIa3Me CHIDKAJICS, B TO BpeMs
KaK CITUPOHOJIAKTOH IMOBHIIIAT YPOBCHB alIbJIOCTEPOHA Ha 4 U § HeJlele JIeUeHUs.. AHAIOTUYHBIM 00pa3oM, TOJb-
KO CIIUPOHOJAKTOH, HO He FAD286, moBslan CTUMYIMPOBAHHYIO aHTMOTEH3MHOM Il M comnbro akcmpeccuro
MPHK PAI-1 B aopre u cepaue. B npyrux uccienosanusix CYP11B2-unrun6urop FAD286 yiydmian KpoBsiHOE
JTABJICHUC U CEPICYHO-COCYTUCTYIO QYHKIHUIO U CTPYKTYPY B SKCIICPUMCHTAIBHON CEPIICYHON HETOCTATOYHOCTH
Ha KpbIcaxX. B Takux ke HCCIeAOBaHUAX OBLIO TMOKa3zaHo, YTo FAD286 ymydmaer GyHKIUIO ¥ MOp(}OIOTHIO
TIOYeK.
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OpanpsHoe BBeneHue aktiuBHoro CYP11B2-uarnduropa, LCI699, nanmenTaM ¢ nepBUYHBIM THIIEPAIbI0-
CTEPOHHM3MOM, TIPUBEIIO K 3aKIIIOUCHHIO, 4TO OH 3 dexTnBHO nHrnoupyer CYP11B2 y manueHToB ¢ NEpBUYHBIM
THIEPAIbAOCTEPOHU3MOM, U 3TO NMPUBOJUT K CYLIECTBEHHO 00Jice HU3KOMY YPOBHIO IIMPKYJIHPYIOILIETO albJ0-
CTEPOHA, U YTO OH KOPPEKTHPYET THIIOKAIEMHIO 1 YMEPEHHO MOHIKEHHOE KpOBSHOE NaBlieHue. Ero Bo3neicr-
BHE HA TIIOKOKOPTUKOMIHYIO OCh COOTBETCTBOBAJO HM3KOI CEJIEKTMBHOCTH 3TOTO COCIMHCHMS U JATECHTHOMY
MHTHOMPOBAaHHIO CHHTE3a KOPTH30J1a. B COBOKYNTHOCTH 3TH AaHHbIE MOATBEP)KAAIOT MPEACTABICHUE O TOM, UTO
CYP11B2-uHrHOUTOp MOXKET CHIDKATh HEAJeKBATHO BBICOKHH YPOBEHB albJ0CTEpOHA. BaXHO MOCTHYL XOpO-
el cesleKTHBHOCTH 1o oTHOIeHHIO K CYP11B1, uTo0bI N30aBUTHCS OT HEXKENATEIbHBIX MOOOTHBIX 3P PEKTOB
Ha ocb HPA; IMEHHO B 3TOM COCTOMT pa3iiuuue Mexay pasHbMu nHrnontopamu CYP11B2.

OOBeKTaMH HACTOSIIEr0 H300pEeTeHNS SABISIOTCS coetHeHust popMys (1) ¥ UX BBIIIE YHOMSHYTHIE COJIH,
a TaKk)Ke MX NpHMEHEeHHe B KauecTBe UHIHOMTOpa anpaoctepoHcuHTassl CYP11B2 win CYP11B1, npumeHenue
YKa3aHHBIX COCIMHEHHH, COJNEH IS JISYeHUsI TN PO(IIIaKTHKY 3a001€BaHNH, B YACTHOCTH IS JICUCHUS WU
NpoQUIaKTHKH XPOHUYECKOTO 3a001eBaHMs OYEK, 3aCTOHHON CepleuHON HEe0CTaTOYHOCTH, TUIIEPTOHUH, TIep-
BUYHOT'O THIIEpabI0CTepOHU3Ma U cuHApoMa KyiinHra, a Takke NpUMEHEHHE YKa3aHHBIX COCIMHEHUH, conei
JUISL M3TOTOBJICHUSI JIGKAPCTBEHHBIX CPEICTB IS JICUCHUS WM NPO(MIAKTUKA XPOHUIECKOro 3a00JI€BaHUsI MO-
YeK, 3aCTOIHON CepACYHON HEIOCTATOYHOCTH, THIEPTOHUH, IEPBHYHOTO THIIEPAIbIOCTEPOHN3MA U CHHIPOMA
Kymunra.

Tepmun "amkokxcu" obo3HadaeT rpynmy Gopmyisl -O-R', rae R' npeacrapiser codoi ankuabHYO TPYIITY.
[Iprmeps! aTKOKCUTPYTII BKITIOYAIOT METOKCH-, 3TOKCH-, H-IIPOIIOKCH-, H30MPONOKCH-, H-OyTOKCH-, N300y TOKCH-
1 TpeT-0yTOKCH-Tpymy. B 4acTHOCTH, "aNKoKcHrpyIa" BKIFOYaeT METOKCH-, dTOKCH- M TPET-0yTOKCH-TPYIIITY.

TepmuH "ankokcHankokcu" 0003HAYaET aJKOKCUTPYIITYy, B KOTOPOH 10 MEHBIIEH Mepe OIWH M3 aTOMOB
BOJOPOJa aNKOKCUTPYIIIBI 3aMEIEH APYroi aakoKcUrpynmoil. IIpumepsl amkOKCHaIKOKCUIPYNIbI BKIHOYAIOT
METOKCU-METOKCH-, STOKCUMETOKCHU-, METOKCUITOKCH-, ITOKCHU-ITOKCU-, METOKCUIIPOIIOKCH- U 3TOKCUIIPOIOKCH-
rpynmny. B actHOCTH, "anKoKcHaIKOKCUrpynmna" BKIOYaI0T METOKCUMETOKCH- U METOKCUATOKCH-TPYIILY.

TepMuH "aIKOKCHAIKOKCHAIKII" 0003HAYaeT ajJKHIbHYIO TPYIILY, B KOTOPOIl 110 MEHBILEH Mepe OIUH U3
aTOMOB BOZOPOJa AIKUIBHOW TPYIIEI 3aMEIIEH aJIKOKCHAIKOKCUTpymnoil. [Ipumeps! amkoKCHATKOKCHATKUIIb-
HOHM TPYIIBl BKJIFOYAIOT METOKCUMETOKCUMETHI, 3TOKCHMETOKCUMETHII, METOKCHITOKCUMETHII, 3TOKCHITOKCHU-
METWJI, METOKCUIIPOIIOKCHMETHII, 3TOKCUIIPOIIOKCUMETHII, METOKCUMETOKCHITHII, 3TOKCHMETOKCHUITHII, METOK-
CH3TOKCHUITHII, ’TOKCUITOKCHITHI, METOKCHUIIPOIIOKCHUITHII M 3TOKCUIIPOIIOKCHUATHIL.

TepmuH "amkokcHanKmwI" 0003HAYAET aJKUIIBHYIO TPYIITY, B KOTOPOM TI0 MEHbBIIIEH Mepe OJMH U3 aTOMOB
BOJIOPO/a AJIKWIBHOM TPYIIIBI 3aMEIIEH alKOKCUTPYyNIoi. [IpuMeps! alkOKCHAIKMIBHBIX TPYII BKIIOYAOT Me-
TOKCUMETHJI, ITOKCUMETU, METOKCUMETHII, ITOKCU3TUII, METOKCUIIPONWI U ITOKCUIponuin. B wactHocTH, an-
KOKCHQJIKWJIbHAs TPYIa BKJIIOYAeT METOKCHMETHJI M METOKCHATWI. B 4WacTHOM citydae, alKOKCHAJIKWIIbHAS
rpyIna NpeicTaBisieT co00H METOKCUMETHIL.

Tepmun "ankokcukapbonmn” oboznavaer rpymy dopmyist -C(O)-R', B kotopoii R' npencrasmnser coboit
ankokcurpymmy. IIpumepsl ankoKCHKapOOHMIBHOM Tpynmbl BKIroyaroT rpynmsl Gopmyinsl -C(O)-R', rae R
NPE/CTaBIsIET COOOH METOKCH-, ITOKCH-, H-TIPOIIOKCH-, M30NPOINOKCH-, H-OYTOKCH-, M300YTOKCH- M TpET-
OyToKcH-TpyIITy. B wacTHOCTH, alKOKCUKapOOHWIBHAS TpyIa NpeacTaBiseT coboit rpymmy dpopmynsl -C(O)-
R', rne R' mpeacrapnseT co00if METOKCH- HITH TPET-0yTOKCH-TPYIIITY.

Tepmun "ankwir" 00603Ha4aeT MOHOBAJICHTHYIO JIMHCHHYIO WM Pa3BETBJICHHYIO HACBHIMEHHYIO YTJIEBOJO-
POAHYIO TPYIINy, BKJIOYaOIyto oT 1 1o 12 atoMoB yriepona. B HEKOTOPBIX OCYIIECTBICHHUAX AJKHI BKIIOYACT
oT 1 1o 7 aToMOB yryiepoa, U, B 9aCTHOCTH, OT 1 10 4 aromoB yriaepoza. [IpuMeps! anTKmIbHON TPYHIIBI BKIIO-
YaroT METHII, STHJI, IPOIHJI, H30IPOITHI, H-OYTHI, N300y THII, BTOP-OyTHII U TpeT-OyTmi. B wacTHOCTH, anknib-
Has TpyIIa BKJIIOYAIOT METHJI, M30TIPONMII WM 3THI. B yacTHOM citydae, ankuibHas IpyIIa MpeacTaBiseT co-
00i1 MmeTnI.

Tepmun "ankunkapOonun" npencrasisier coboit rpynmy ¢opmyisl -C(O)-R', tae R' nmpencrasnsier coboit
IKWIBHYIO Tpymny. [IpuMeps! ankuikapOOHUIBHOW Tpynmsl BKMo4aoT rpymmsl Gopmynst -C(O)-R', rae R
HpesCcTaBisieT cOO0H METHII MM STHIL.

TepmuH "ankuwikapOoHIWIAMUHOTpyNIa" 0003HaAYaET aMUHOTPYIIY, B KOTOPOW OJHMH M3 aTOMOB BOJOPO.Ia
B NH,-rpynme 3amernieH alkwikapOOHWIBHON rpymnmoi. [Ipumepsl aakuikapOOHMIAMHHOTPYIITH BKIIOYAIOT
rpynmsl, Toe R' penctaBiser co00i METHIT WIIA THIL.

Tepmun "ankuinkapOoHMIAMHHOATKHI" 0003HAYaeT aMHUHOAIKIILHYIO TPYIITY, B KOTOPOW OJUH W3 aTo-
MOB BoJiopoaa NH,-rpynmsl 3aMelieH alKuiKapOOHIITLHONW Tpynmoi. [IpumMepsl amkuiakapOOHUITaMIHOATKIITE-
HOW TpyIIBI BKJIIOYAIOT TpyNIbl, Tae R' npencrasiser coboit METHI WITH 3THIL.

Tepmun "anknnkapOoHMIOKCHATKIIT" 0003HAYAET THAPOKCHAIKHUIBHYIO IPYIINY, B KOTOPOI aTOM BOJOPO-
na B OH-rpynme 3amenieH ankuiakapOOHMIBHON rpymnmoil. [Ipumeps! ankuikapOOHWIOKCHAKUIEHON TPYIIIIEI
BKJTIOYAIOT aJIKMIIKAPOOHHUIOKCHMETHI U aIKHIKapOOHMIOKCHATIIL. B 4acTHOCTH, aJKniKkapOOHMIOKCHATKHIIb-
Has TpyIIa MPeICTaBIsIeT CO00H aNKmIKapOOHWIOKCHMETWI. B yacTHOM ciydae, ankuikapOOHWIOKCHAIIKUIIb-
Has TpYIIIa IpeJICTaBIsIeT COO0H METHIKapOOHMIOKCUMETHIL.

TepmuH "alKUIIHUKIOANKWI" 0003HaYaeT UKJIOAIKWIBHYIO TPYIITY, B KOTOPOIl 10 MEHBILIEH Mepe OIUH
U3 aTOMOB BOJOPOJa IMKJIOAIKUIBHOM TPYIIIBI 3aMEIeH aJIKWIbHON rpynmoi. [IpuMeps! anKuIIUKIOaTIKWIb-
HOH TPYyMITB BKIIOYAI0T METHIILUKIIOPOIIII, AUMETHIIIIUKIIONIPOTINI, METHIIUKIOO0YTHI, TUMETUNIIUKIOOY THII,
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METHIIUKIIOTICHTHI, TUMETHIIMKIIOTICHTHIII, METHIIAKIOTCKCHI ¥ TUMCTHIIIMKIIOTEKCHII. B 4acTHOCTH, aimKuii-
[UKJIOANIKIIBHBIC TPl BKIFOYAKOT METHIIMKIONPOIII U TAMETIIAKIOIPOIIFLI.

TepMuH "aTKUIIHKIOATKAJIAIKIIT 0003HaYaeT aNKWIBHYIO TPYIIY, B KOTOPOH 10 MEHBIIEH Mepe OIuH
W3 aTOMOB BOJIOPOJa AIKHIBHOHN TPYIIIBI 3aMEIICH aJIKIIIUKIOANKAIBHON Tpynnoit. IIpuMepsl anmkuImuKiIoat-
KAJAJKAIBHBIX TPYII BKIIOYAOT METHIIUKIONPONMIMETIII, AUMETIIIITUKIOTPOTIAIMETHII, METHIIHKIONPO-
TIIATHI, AAMETIIIHKIONPOIMIATII, METHIHKIOOYTHIMETIII, JUMETHIIUKIOOYTHIMETHI, METWINHUKIO0Y-
THJIITI, AUMETHIIIKIOO Yy THIIITHII, METHIIIKIOTICHTHIMETHI, JUMETHIIIHKIOTICHTHIMETHII, METHIIIUKIIONICH-
THJIITII, TUMETHIIIKIOTICHTHIIATHII, METHIIHUKIIOTeKCHIIMETII, TUMETHIIHAKIOTeKCIIIMETHI, METHIIIINKIIOT €K-
CUIIDTHII, TUMETHIIUKIOTEKCHIATIII, METHIIMKIOTCITHIMETII, JTUMETHIIHUKIOT eI THIMETHII, METHIIAKIIOTCTI-
THWISTII, TUMETHINHUKIOTCIITHIATH, METHINUKIOOKTHIMETHI, TUMETHIIUKIOOKTHIMETI, METHIIIMKIOOKTH-
JOTUIT U TAMETHIIHKIIOOKTHIIS THIL.

Tepmun "amuHOrpynma" o6o3nadaet NH,-rpymimy.

P Py 2-TPYyIIy
Tepmun "amuHOanKm1" 0003HAYACT ANKWIBHYIO TPYIIY, B KOTOPOW IO MEHBIIEH Mepe OJUH M3 aTOMOB
P Y10 Ipymiy, Y P
BOJIOPOJIa ANKHIBHOHN TPYIIIBI 3aMEIICH aMUHOTpyoi. [TpruMepsl aMIHOATKIIBHBIX TPYIII BKITFOYAI0T aMUHO-
METHII, AMIHOATHJI, aMIHOTIPOIINJI, aMIHOMETHIITIPOIIIII ¥ THAMHHOIIPOITHIL.
Tepmun "amuHOKapOOHMT" 00603HauaeT rpymry Gopmyist -C(O)-NH,.
youy y 2
Tepmun "apun" 0003HaYaeT MOHOBAJIEHTHYIO apOMAaTHYECKYIO KapOOIUKINYECKYI0O MOHO- WJIH OWUITHKIN-
y y
YEeCKYIO KOJBIIEBYIO CHCTEMY, BKIIFOYAIONIYIO OT 6 10 10 yriepoaHbIX KOJBIEBBIX aTOMOB. [IpIMeps! apHiIbHBIX
TPYII BKIIOYAOT PeHIT U HaQTHII. B acTHOCTH, apuiibHAs TPYIINA MPEICTaBIsIeT COO0H (eHIII.

TepmuH "OunUKINIecKas KOIbIeBas cucteMa’ 0003HadaeT ABa KOJbIA, KOTOPhIE KOHJACHCHPOBAHBI APYT C
JIPYrOM TIOCPEACTBOM OOIIEH OXMHAPHOW WIIM JBOWHON CBSI3M (aHHETMpPOBAaHHAs OWIMKIIMYECKash KOJbLIEBas
cHucTeMa), Yyepes MOCIeI0BaTeIbHOCTh TPEX MM OoJiee 00X aTOMOB (MOCTHKOBAsI OMIMKINYECKask KOJIbLeBast
cHCTeMa) WIK Yepe3 OOIINil eIMHCTBEHHBIH aTOM (CIIMPO-OMIIMKINYECcKast KOJIbIeBasi CHCTeMa). bunmkinaeckue
KOJIBIICBBIC CHCTEMBI MOTYT OBITh HACBIIICHHBIMU, YaCTHYHO HCHACHIICHHBIMH, HCHACBHIIICHHBIMHA WJIH apoMa-
TUYECKUMU. BUIIMKIHMYECKUE KONBIEBbIC CHCTEMBI MOTYT BKJIFOUATh TE€TEPOATOMBI, BhIOpaHHbIe n3 N, O u S.

Tepmun "kapOonmr" ob6o3nagaet rpymy -C(O)-.

ynoiy

Tepmun "trano” o6o3navaet rpymmy -C=N.

TepmuH "tmknoankokcu" obo3Havaer rpynmy Gopmynsl -O-R', rae R' npencrapiser co00i MUKIOATKIITb-
Hyo Tpymty. [IpuMepbl HTUKI0aTKOKCHTPYII BKIIOYAIOT IHUKIIONPONOKCH-, IUKIOO0YTOKCH-, IUKIONCHTHIOKCH-,
IIUKJIOTEKCHIIOKCH-, IIMKIOTENTUIOKCH- U IUKIOOKTHIIOKCH-TPYIITY. B 9acTHOCTH, IIUKIIOAIKOKCUT YA TIpea-
CTaBISAET COOOM IIUKIOTPOIIOKCUTPYIIITY.

TepMuH "IUKIOATKOKCHATKII" 0003HAYaeT AIKMILHYIO TPYIIY, B KOTOPOW IO MEHBIIEH Mepe OJWH W3
aTOMOB BOJOpOJA ANKWJIBHOW TPYIIIBI 3aMEIIECH HUKIOATKOKCUTpymnmnoi. [IpuMepsl IMUKI0aNIKOKCHATKHIBHON
TPYIIBEl BKIIOYAIOT UKIONPOIOKCUMETIII, MUKIOMPOIOKCHITIN, MUKIOOYTOKCHMETHI, IUKIOOYTOKCHUITHIL,
UKJIOTICHTHIOKCUMETIII, ITUKIOTICHTIIIOKCHITIII, [IUKIOTEKCHIIOKCUMETII, TUKIOTeKCHIOKCUITHII, [IUKIIOTEII-
TUJIOKCUMETHIL, IIUKJIOTEITHIOKCUITHII, ITUKIIOOKTAIOKCUMETHI U IIUKIIOOKTHIIOKCHITHIL.

Tepmun "mukmoankuit" 0003HaYaeT MOHOBAJICHTHYIO HACBIMICHHYI0 MOHOITUKIMYCCKYIO WIIH OWIIAKIIHYC-
CKYIO YTJIEBOJOPOJIHYIO IPYIILY, BKJIIOYAIOMIYIO OT 3 70 10 KOJbLEBBIX aTOMOB yriieposa. B wacTHbIX ocymect-
BJICHUAX LUKJIOANKII 0003HAYaeT MOHOBAJICHTHYIO HACHIIICHHYIO MOHOIIMKINYECKYIO YIIIEBOIOPOTHYIO TPYII-
1Ty, BKJTFOYAIOIIYIO OT 3 10 8 KOJIBIIEBBIX aTOMOB yTiepoaa. TepMuH "Ounukindeckas” 03HadaeT, 4To TaKasl CHC-
Te€Ma COCTOHUT U3 JBYX HACBHIIICHHBIX KapOOIMKIOB, BKIIOYAIOMIMX JBa OOMHKX aToMa yriepoaa. B wactHoCTH,
UKJIOAIKIIBHBIC TPYIIBI SBISIOTCA MOHOIMKINYSCKHMHU. [IprMepaMu MOHOUIMKIMYECKOW NHUKIOANKIIEHON
TPYIIIEI SBISIOTCS IUKJIONPOIIUI, ITUKJIOOYTHII, IUKIONCHTHII, IIUKJIOTEKCUII WM OUKIOrenTiil. [Ipumepsr Ou-
MUKITUIECKON ITUKITOATKHIILHOW TPYIITIBI ABJISIOTCS Onttnkio[2.2. 1 Jrentui wim 6utukio[2.2.2 okt B wacTHO-
CTH, MOHOIIMKJIYECKAs [IUKIOATKUIbHAS TPYIIa IPEACTaBISIET COOO0H IIUKIOMIPOIIHIL.

TepmuH "IMKIOATKMIANKOKCH" 0003HAYaeT aJIKOKCHTPYIIITY, B KOTOPOI MO MEHBIIEH Mepe OJIUH U3 aTo-
MOB BOJIOPOZa aJKOKCHUTPYIIIEI 3aMEIICH IMUKIOAIKHIBHONH Tpymnod. [IpuMepsl NUKIOATKHIATKOKCUTPYIIITEI
BKITIOYAIOT IMKIIOMPOMIMETOKCH-, ITUKIOOYTHIMETOKCH-, IHKIOMCHTHIMETOKCH-, [HUKIOTCKCHIMETOKCH-,
[UKJIOTENTIIIMETOKCH- U IIUKJIOOKTHIMETOKCU-TPYIIITY.

TepMuH "IUKIIOANKANAIKOKCHAIKHI"' 0003HaYaeT aJKIIbHYIO TPYIINY, B KOTOPOW 10 MEHbIIEH Mepe OIUH
W3 aTOMOB BOJOPOJa aJKMIGHOM IPYIITEl 3aMEIIeH INHUKIOATKIIIAIKOKCUTPYIIOoN. [IpuMephl NUKI0a KIIaIKOK-
CHAITKWIBHON TPYNIBI BKJIIOYAIOT IMKJIONPOMIIMETOKCUMETHI, IUKIOMPOIIIMETOKCHAITIN, THUKIOOYTHIME-
TOKCHMETHII, IIUKJIO0YTHIMETOKCHITIII, IUKIOTIEHTHIMETOKCHITIII, ITUKIOTICHTHIIMETOKCHITII, IIUKIOT€KCHII-
METOKCUMETWI, IUKIOT€KCHIMETOKCHATHII, ITUKJIOTENTHIMETOKCHMETIII, IIMKJIOTENTHIMETOKCHITHI, ITHKIOO0K-
THJIMETOKCHMETHII U ITUKIOOKTHIMETOKCHITHIL.

TepmuH "muKIIOANKHIAIKII" 0003HAYACT ANKWIBHYIO TPYIILY, B KOTOPO 10 MEHBLIEH Mepe O/IMH U3 aTo-
MOB BOJIOpOJia AIIKWJIBHOW TPYIIBI 3aMEIICH IHKIOATKWIEHOW TPymmod. [IpuMepsl IHUKIOATKUIATKUIEHON
TPYIIEI BKIFOYAOT UKIONPOTHIMETII, IIHKIOTPONMIA T, IIUKIOO0Y THIIITPOIII ¥ IUKIONCHTUIOY THIL.

Tepmun "nuknoankuiakapbonun" obo3navaer rpynmy ¢opmynsl -C(O)-R', rae R' npencrasusier codoii
UKJIOANKWIBbHYIO rpymmy. [TpuMeps! UKII0anKuIKapOOHWIEHON TPYIIIBI BKIIOYAIOT rpymns! popmyisl -C(O)-
R', rne R' mpencraBnseT coOO0 ITUKITOTPOTIHIL.

TepMuH "IUKITOATKHIKApOOHWIIAMHHOTPYTIIA" 0003HaYaeT aMUHOTPYIIITY, B KOTOPOH OJHMH M3 aTOMOB BO-

-4



035757

nmopona -NH, rpymnmbsl 3amMeleH OUKIOANKIIKapOOHWIBHON rpynmoi. [IpuMepsl anKmikapOOHUITAMUHOTPYIIIT
BKITIOYAIOT TPYIIEL, rAe R' mpeacraBnser coO0U IUKIIOPOITIL.

TepMuH "TMKIOANKIIKApOOHIIAMUHOATKII" 0003HAaYaeT aMUHOATKUAIBHYIO TPYIITY, B KOTOPOH OJWH M3
aToMOB Boiopoa NH,-rpyIiibl 3aMeleH MUKIOTKIIIKapOOHWIFHOU Tpymmoi. [Ipumepsl ankuiakapOoHUIaMu-
HOAJKIJIFHON TPYIIBI BKIIOYAIOT TPYHIE], I1e R' mpeacraBiser co60il HUKIOMPOIHIT.

TepmuH "rayoreHaaKkokcu" 0003HaYaeT aTKOKCHUTPYIIY, B KOTOPOW IO MEHBIIEH Mepe OIUH W3 aTOMOB
BOJIOPOJIa AJTKOKCHUTPYTIITHI 3aMEIIeH OJMHAKOBBIMH HJIM PA3MYHBIMUA aTOMaMH TrajioreHa. TepMuH "mepraiore-
HAJIKOKCH'" 0003HaYaeT alIKOKCUTPYIINY, B KOTOPOH BCE aTOMBI BOJOPO/Ia aTKOKCUTPYIIITEI 3aMEIICHBI OIHHAKO-
BBIMH WJIH Pa3IMYHBIMU aTOMaMH TaloreHa. [[puMephl raioreHaIKOKCH TPYIIBI BKITFOYAIOT (PTOPMETOKCH-, JH-
(TOpMeTOKCH-, TPUPTOPMETOKCH-, TPUPTOPITOKCHU-, TPUPTOPMETUIITOKCH-, TPUPTOPAUMETHIITOKCH- U TICH-
TaTOPITOKCUTPYIITY. B 9acTHOCTH, TajJOreHANTKOKCUTPYIIITBI TPEACTABISIOT COO0H TPUPTOPMETOKCU- U 2,2-
T TOPITOKCUTPYIITY.

TepmuH "raoreHalKOKCHAIKIIT" 0003HaYaeT ajJKUIbHYIO TPYIILY, B KOTOPOH MO MEHBLICH Mepe OJUH W3
ATOMOB BOJIOpPOJIa ANKHJIBHON TPYIIIEI 3aMEIEH TaJOTCHAIKOKCUTPYIITOH. [IpuMepsl raioreHaTKOKCHATKUIIb-
HBIX TPYIII BKIIOYAIOT GTOPMETOKCHMETIII, TU(PTOPMETOKCUMETHII, TPH(YTOPMETOKCUMETII, (PTOPITOKCHMETHIL,
TUQPTOPITOKCUMETHII, TPUPTOPITOKCHMETHI, (PTOPMETOKCUITIII, TUPTOPMETOKCHITHII, TPUPTOPMETOKCHITHII,
(TOPITOKCUAITUT, TUPTOPITOKCHITHI, TPUDTOPITOKCUITHI, (PTOPMETOKCHUIIPOTIHI, TUPTOPMETOKCHUITPOTIHLI,
TPUPTOPMETOKCHITPOTIHI, (PTOPITOKCHIIPOIIHI, TU(QTOPITOKCUTIPOIIIIT U TPUPTOPITOKCUTIPONIHI. B "wacTHOCTH,
TaJIOT€HATTKOKCHAIKHIII TIPEACTABISET cO00H 2,2- MU TOPITOKCUITHIL.

TepmuH "rajoreHankuna" 0003HAYAECT ANKIIBHYIO TPYIINTY, B KOTOPOW MO MEHBIIIEH Mepe OJMH U3 aTOMOB
BOJIOPOJIa ANKWIBHOM TPYMITBI 3aMEIICH OJWHAKOBBIMY HJIM PA3IMYHBIMH aTOMaMU rajoreHa. TepMuH "mepra-
noreHankun" 0003HaYaeT aJKWIBHYIO TPYIITY, B KOTOPOH BCE aTOMBI BOJIOPOJIA ANKHIBHON TPYIINEI 3aMEIICHBI
OJIMHAKOBBIMH WJIM Pa3IMYHBIMU aTOMaMH TajioreHa. [IpiuMepsl raloreHalKUIbHBIX TPYI BKIIOYAOT GTOpMe-
T, TAQTOPMETII, TPUPTOPMETIIL, TPUPTOPITHIL, TPUPTOPMETIIIITII U NeHTAPTOPITIWI. B wacTHOCTH, raio-
TCHAJKWIbHAS TPYIIIA MPEACTaBISIeT COO0H TPUPTOPMETHIT U TPU(TOPITHI.

TepMuH "TaOTeHITUKIOATKII" 0003HAYaeT MUKJIOANKMIBHYIO TPYIITY, B KOTOPO# 10 MEHBIIIEH Mepe OTnH
W3 aTOMOB BOZOPOAA IIUKJIOAIKUIHHOMN IPYIIBI 3aMeIeH OAMHAKOBBIMH UM Pa3IMIHBIMU aTOMaMH TaJlOTeHa, B
YaCTHOCTH, aTOMaMu QTopa.

[Tpumeps! raTOreHINKIOANKIIIFHON TPYIITEl BKIIOYAIOT (PTOPIIUKIONPONIII, U(PTOPIHUKIONPOII, (GTOp-
MUKIO0YTHIT ¥ T TOPIUKIOOY THIL.

TepMuH "TaTOTEHITUKIOATKATIANKIIT" 0003HaYaeT aIKWIBHYIO TPYIITY, B KOTOPOU IO MEHBIIIEH Mepe OJIUH
W3 aTOMOB BOJIOPOJIa AJKIJIFHOU TPYIIIBI 3aMEIICH TaJOrCHIMKIOANKIIBHON rpynmoii. [IpuMephl raioreHmk-
JOANKIIAIKUIBHON TPYIIIBI BKIFOYAIOT (PTOPUUKIONPOIHIMETII, (DTOPIIUKIONPONIIAITII, U TOPIUKIONPO-
MHIMETHI, AAPTOPLUUKIONPOIMIITHI, PTOPIHUKIOOYTHIMETHI, (PTOPLMKIOOYTHIDTHI, TUPTOPLHUKIOOY THIME-
THJI ¥ AAPTOPLUKIOOY THIIITHIL.

Tepmun "ramoreH" B IaHHOM TekcTe 00o3HauyaeT ¢rop, Xiop, OpoM wim ifox. B wacTHOCTH, TasoreHbI
NPE/ICTABIISIOT cO00# Xi10p U (TOp.

TepMuH "TaTOTeHTHIPOKCHATKHAI" 0003HaYaeT AKIIBHYIO TPYIITY, B KOTOPOH 110 MEHBIIIEH MEpe OINH U3
aTOMOB BOJIOpOJa ANKWIBHON TPYIIBI 3aMEUICH OAWHAKOBBIMH WM Pa3IMIHBIMH aTOMaMH TaJOTeHa, W II0
MEHBIIEH Mepe OJIMH U3 aTOMOB BOIOPO/Ia AKWIBHOM IPYIIIIEI 3aMEIIeH THAPOKCUTPYIIIOH.

TepmuH "reTepoaprin” 0003HaYaET MOHOBAJICHTHYIO apOMATHIECKYIO TETEPOIMKINIECKYI0 MOHO- TN OH-
IUKITUYECKYIO KOJIBIIEBYIO CHCTEMY, COCTOSIIIYIO U3 5-12 KOJBIIEBBIX aTOMOB, BKItodas 1, 2, 3 winu 4 retepoaTo-
Ma, BEIOpaHHBIX 13 N, O 1 S, TIpU 3TOM OCTaBIIHAECS KOJBIICBBIC ATOMEI SBISIOTCS aToMaMu yriepoa. [Ipumepst
TeTepOAPWIBHBIX TPYII BKIIOYAIOT MUPPOIHI, GypaHIII, THCHII, UMUAA30JIMI, OKCA30JIMI, THA30JIHII, TPUA30-
JIAJT, OKCATUa30JIII, THATUA3OIII, TCTPA30III, TUPUANHWII, TUPA3SHHWI, TAPA30THI, THPUIA3UHWI, TUPUMU-
JTUHWJ, TPUA3HHII, a3CTUHWI, JHA3CTIMHII, U30KCAa30 I, OCH30(ypaHUI, H30THA30IMII, OCH30TUCHIII, UH]IO-
T, M30MHIONWI, U300eH30(ypaHmI, OCH3NMHUIA30IMI, OCH30KCa30IMI, OEH30M30KCa30IIMI, OEH30THA30IINII,
6eH30M30THa30III, OEH300KCaANA30III, OEH30THAINA30IMI, OCH30TPHA30JIWII, TYPHHII, XUHOJIUHUI, HU30XHU-
HOJIMHWI, XMHA30JIMHWI ¥ XHHOKCAIMHIII. B 9acTHOCTH, reTepoapuiIbHbIe TPYIIBI BKIIOYAIOT MUPPOIIII, Qypa-
HIJI, THCHWJ, IMAA30JIHII, OKCA30JIMI, THA30JIMI, TPHA30II, OKCAAUA30JINI, THAAUAZ0INI, TeTPA30JIMII, TTHPH-
JTUHWJ, TUPA3HHII, TTHPA30JIIIL, TAPUIA3HHIII, THPUMUAAHHII, ©30KCA30JIMI H N30THA30IMWIL. B gacTHOM ciydae,
reTepoapwuiIbHBIC TPYNIEl BKIIOYAIOT UMUA30IHI, OKCA30JIMII, THA30IWI, OKCaTHa30JIIII, THAANA30INI, TeTpa-
30JIHI1, TUPUIVMHII, THPA3UHIII, THPA30IHI, TUPUAA3HHII, TUPUMHUIUHIII, H30KCA30JIAI U H30THA3OIIII.

B uactHOCTH, B onpezeneHny R'®, KOHKpeTHbIe reTepoapribHbIe IPYIIBI BKIIOYAIOT HMHAIA30IHII, OKCa-
300111, (ypaHHI, OKCAaTUa30IMI, MTUPUIMHII, THPA3UHILII, MTUPA30JII, THPUIA3HHUI, MUPUMUIMHIIT U H30KCa-
301m1. B 9acTHOM citydae, OKCa30MwI, MAPUIMHIIT U TTHPA3OITHIL.

TepmuH "reTeporuKiIoankmwi” 0003HaYaeT MOHOBAJICHTHYIO HACBHINICHHYIO WIIM YaCTUYHO HEHACHIIICHHYIO
MOHO- HJTH OMIUKIMYECKYIO KOJBIICBYIO CUCTEMY, BKIFOUAONIYIO 3-9 KONBIIEBBIX aTOMOB, BKJIrOUas 1, 2, win 3
KOJIBIICBBIX TeTepoaToMa, BEIOpaHHBIX U3 N, O U S, mpu 3TOM OCTaBIIUECS KOIBIEBBIE ATOMOB MPEICTABISAIOT
co00i1 aToMBI yrizeposa. B 4acTHBIX OCYIIECTBICHHAX I'eTEPOLNKIOATIKIII ITPECTaBIsIET COO0H MOHOBAICHTHYIO
HACHIIIEHHYI0 MOHOIIMKJINIECKYIO KOJIBLIEBYIO CHCTEMY, BKIIFOYAIONTYIO OT 4 10 7 KOJBIIEBBIX aTOMOB, BKITIOUAs
1, 2, wiu 3 KOJBIIEBBIX T€TEPOATOMOB, BEIOpaHHBIX M3 N, O U S, IpH 3TOM OCTaBIIHECS KOJIBIIEBBIE AaTOMBI MPE/I-
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CTaBIAIOT cO00I aTroMbl yriepona. [IpuMepamMu MOHOIMKIHUYECKOW HACHIIMICHHONW TETEPOIMKIOATKIIEHON
TPYIIBI SBISIOTCS a3UPUIUHUI, OKCHPAHWI, a3CTHIWHII, OKCETaHWJ, IMHPPONUAUHWI, TETPAaruapOopypaHu,
TeTParuAPOTHCHII, THUPA3OIUINHII, WMHUAA30NUINHNAI, OKCA30JIMIUHII, HW30KCA30IUAWHIII, THA3OIHIMHNT,
TMUIEPUINHIUI, TeTParuIApONUPAHIII, TETPATUIAPOTHOMHUPAHIII, THIIEPASHHNI, MOP(OIMHII, THOMOP(OIHHII,
1,1-nroxcoTrnomMopdonrH-4-ui, a3enaHm, Tna3enanni, TOMOIUIICPA3UHIII, OKCa3eMaHmI U THasnHaHmi. [Ipu-
MepaM# OWUIUKINIECKOW HACKHIIMEHHOW TeTepOIUKIOATKIILHOW TPYIIBI SBISIOTCS 8-a3a0uIuKino[3.2.1]okTwi,
XUHYKIAIUHWI,  8-0kca-3-azabummkiio[3.2.1]oktun,  9-a3abunmkio[3.3.1]HoHmn,  3-okca-9-a3abuiinkiio-
[3.3.1]H0oHMA, 3-THa-9-a3abummkiro[3.3.1]HOHMT U 2,6-mua3acrupo[3.3rentmn. [IpuMepaMu 4acTUIHO HEHACHI-
IICHHBIX TETEPONUKIOATKIIBLHBIX TPYII SBJISIOTCA TUTHAPO(QYPII, UMUIA30JIMHUIL, JUTUIPOOKCA30IMII, TeTPa-
TUIPOTTUPUAVHIIL, WM JAUTHIPOMUPAHIII. B YacTHOM citydae, mpUMepaMu TeTepOIHKIOATKIBHON TPYIIIBI SIB-
JSFOTCS MTUPPOTHIMHII, MUPA3ONIUANHIII, UMHIA30IUINHUI, OKCA30JUINHIII, H30KCA30IUINHII, THA30H M-
HUJI, MATICPUAMHWI, TETPArUAPOMUPAHILII, TETPATHAPOTHOHPAHII, TUIIEPA3HHII, MOPQOIMHUI, THOMOPQOIH-
U, 1,1-muokcoTHoMOpdONIUH-4-1i1, a3eHaHml, TUa3eHaHm, TOMOIUIICPA3HHIII, OKCA3CMaHmI, THA3HHAHII U
2,6-nmuazacnupo[3.3]rentuin. B uacTHOM ciydae, mpUMepaMu TeTepOLUKIOATKUIBHON TPyl ABISIOTCA MHP-
POIUIVHIII, TTHIIEPUINHAI, THOMOP(OIMHWI, THA3WHAHW U 2,6-1razactupo| 3.3 JrenTut.

B wactHoOCTH, B onpezenennn R'® KOHKpeTHas reTeponrKIoanKiIbHAs IPYIIa MPeACTaBISeT CO60il OKce-
TaHWI.

B 4aCTHOCTH, TeTepOLMKIOANKHIbHAS IpyIa, oopasoannas R’ u R'® coBmecTHO ¢ aTomamu a3ota u yr-
Jeponia, K KOTOPBIM OHH NPHCOEANHEHBI, TIPEACTaBIACT cO00H a3eTHAMHII, IUPPOTUANHII, TUTICPUANHIUT HITH
TeTParuApONUPUINHII. B 4acTHOM cirydae, 3TO MUPPOTUANHIIL

B 4aCTHOCTH, IeTepOLMKIOATKIIbHAS Ipya, obpasosannas R'' u R'> comecTHO ¢ aTomamu a3ota 1 yr-
JepoJia, K KOTOPBIM OHH ITPUCOCTUHCHBI, TPEACTABISICT COO0H a3eTUAMHIII WA THPPOJIAIMHII.

B 4aCTHOCTH, IeTepOLMKIOATKIIbHAS IPyIIa, obpasoBanHas R u R'® coBmecTHO ¢ aTomamu a3ota 1 yr-
JepoJia, K KOTOPBIM OHU IPUCOCAMHEHBI, MPEICTABISCT COO0I MUPPOTUINHILII, MATICPUAMHII, THOMOP(DOIIMHII,
THA3UHAHWI, U30THA3OMHIUHWI, 1,l1-muokcotromMopdonuna-4-un win 2,6-nuaszactupo[3.3|rentmn. B yactHOM
ciaydae, 3To TroMopdomuaun wiu 1,1-guokcotnomopdonuH-4-wi. B gacTHOM ciydae, 3TO TUPPOIUAMHUAI HITH
1,1-nuoxcorromopdonmH-4-u.

B 9aCTHOCTH, FeTepOLHMKIOATKIIbHAS TPyIIa, obpasosarmas R'' i R'? coBMecTHO ¢ aTomMamu a3ora 1 yr-
Jeponia, K KOTOPBIM OHH ITPUCOETUHEHBI, TIPEACTaBIACT COO0I OKCETaHMUII.

Tepmun "rugpokcn” o6o3HavaeT OH-rpymmy.

TepmuH "ruapokcHamkuia" 0003HaYaeT AKIIBLHYIO TPYIITY, B KOTOPOM MO MEHBIIIEH Mepe OJUH U3 aTOMOB
BOJIOPOJIa ANKHIBHON TPYIIBI 3aMEIICH THIPOKCUTPYIION. [IpuMephl THAPOKCHANKIIBHBIX TPYII BKIFOYAIOT
THUIPOKCUMETHI, THAPOKCHATUII, THAPOKCHUIPOIHI, THAPOKCUMETWIPONUI W JAUTHAPOKCUTIPONHA. YacTHBIM
CJIy4aceM SIBIISICTCS THIPOKCHMETHIL.

TepmuH "okco" 00603HaYaeT ABYXBAIECHTHBIN aTOM Kuciopoaa =O.

Tepmun "¢pernnankmn" 0603HaYaeT aAIKUIBHYIO IPYIINY, B KOTOPOH OJMH M3 aTOMOB BOJIOPO/a aJIKMIbHOH
rpynmnsl 3amenieH Genmwiom. [IpuMepamu GeHMIaNKuIa SBISIOTCS OeH3WT U GeHWITHI. YacTHBIM IPUMEPOM
(heHnmankuaa SBIsIeTCS OSH3UII.

TepmuH "TeTpazonunaikui" 0003HaYaeT aKHIBHYIO TPYIITY, B KOTOPOH OJIWH W3 aTOMOB BOJOPOJA all-
KAJIBHOM TPYMITEI 3aMeIieH TeTpa3ommwioM. [IpuMepaMu TeTpa3onmiiaaKuia sBISTIOTCS TeTPa30IIMETHII U TeT-
pasommITII. B 9acTHOCTH, IpUMEPOM TETPa30IMIIANIKIIIA SBISECTCS TETPA30IMIMETIIL.

Tepmun "Tpuazonmiankwi”" 0003HAYaeT aJKWIBHYIO TPYIITY, B KOTOPOW OJWUH W3 aTOMOB BOJOpPOAA all-
KWJIBHOM IPpyIIBI 3aMellieH Tprua3omioM. [IpuMepaMu Tprua3ouIaiKiia SBISIOTCS TPUA30IWIMETII U TPHA30-
TITHI. B 9acTHOCTH, IPUMEPOM TPHA30IITATIKIIA SBIISICTCS TPHA30HIMETHIL.

TepmuH "(apMarieBTUUECKU MPUEMIIEMbIC COH" OTHOCHUTCS K TAKHM COJISIM, KOTOPBIC COXPAHSIOT OHOIIO-
THYCCKYI0 aKTUBHOCTh U CBOMCTBAa CBOOOJHBIX OCHOBAHWH WM CBOOOIHBIX KHCIIOT, KOTOPHIC HE SBILIIOTCS HE-
JKENATSITFHBIMU ¢ OMOJIOTHYCCKOW WIIM WHOW TOYKH 3peHus. Takue comu o0pa3oBaHbI IPU yYaCTUH HEOPTraHHYC-
CKUX KHCIIOT, TAKUX KaK XJIOPOBOJOPOIHAS KUCIIOTa, OPOMOBOIOPOIHAS KUCIIOTA, CEpHAsi KUCIIOTA, a30THAS KH-
cioTa, pochopHas KUCIOTA U T.I., B YACTHOCTH XJIOPOBOJOPOIHAS KUCIIOTA, M OPTaHUYECKIX KUCIIOT, TAKMX KaK
YKCyCHasi KHCJIOTa, IPOIMOHOBAs KHCJIOTA, TIMKOJIEBas KUCIOTA, MUPOBHHOTPAIHAS KHCIOTA, IaBelIeBas KH-
CJIOTa, MaJeWHOBAasI KHCIIOTA, MAJIOHOBAs KHCIIOTA, SHTapHAs KHUCJIOTa, pymMapoBast KUCIIOTA, BUHHAS KHCIOTA,
JMOHHAs KUCIIOTa, OCH30IHAs KUCIIOTA, KOPUYHAS KICIO0Ta, MHHIAIbHAS KUCIIOTa, METaHCYIE(OHOBAs KUCIIO-
Ta, 3TaHCYJIb(OHOBAS KHUCIIOTA, I-TOIXYOJCYIb(OHOBAS KHUCIOTA, CANUIIIOBAS KHUCIOTa, N-aleTIIIUCTEHH H
T.1. Kpome Toro, Takme coiam MOKHO MOIYYHTh ITyTeM J00aBICHNS HEOPTaHWIECKOTO OCHOBAHUS WM OpPTaHU-
YEeCKOro0 OCHOBaHMS K CBOOOAHOW kuciore. CoiH, MOJyYEHHBIE NPU YYaCTHH HEOPTaHMYECKOTO OCHOBAHMS,
BKITIOYAOT, 0€3 OTpaHMYCHHS, COJIA HATPHS, KallUs, JTUTHSA, AMMOHUS, KaJbIlHs, MarHus U T.1. Collx, MOJTydYeH-
HBIC TIPU YYACTHH OPTaHUYCCKUX OCHOBAHWH, BKIIOYAIOT, 0€3 OTPaHUYCHUS COJIM TEPBUYHBIX, BTOPUYHBIX U
TPETUYHBIX aMUHOB, 3aMCIICHHBIX aMUHOB, BKIIFOYasi IPUPOIHBIC 3aMCIICHHBIC aMHUHBI, IIUKINICCKAC aMUHBI H
OCHOBHBIC MOHOOOMEHHEIC CMOJIBI, TAKHEC KaK W3OMPOIMMIAMHUH, TPUMETHIAMUH, AMATHIIAMHH, TPUITHIAMUH,
TPUIIPONIIIAMIH, STAHOJIAMUH, JIU3UH, apTUHUH, N-3THIIIHUIICPUIIH, TATICPUINH, TOTHUMUHOBEIC CMOJIBI U T.II.
B gactHOCTH, hapMalieBTHIECKH IpHEMIIEMbIEC COTH coequHeHn Gpopmyisl (1) mpencTaBisioT coboit comu XIo-
POBOIOPOIHOM KHCIIOTHI, COTM METAaHCYIb(HOHOBOH KHCIOTHI M COJTM TMMOHHOHN KUCIIOTHL.
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Tepmun "dapmarieBTHUeCKH NpreMiIeMble dGUpbI" 03Ha4YaeT, 4To coequHeHus obmeit popmyist (I) Mox-
HO JICPUBATH3HPOBATH MO (HYHKIIMOHAIBHBIM TPYIIAM C MOJYYCHHUEM MPOHM3BOIHBIX, KOTOPHIC CIIOCOOHBI IMpe-
BpaIlIaThCs OOPaTHO B MUCXOJHBIC COCMUHEHUS in Vivo. [IpuMepsl TakuX COeMMHEHUH BKIIOYAIOT (YU3HOJIOTHYIC-
CKU TIpHEMJIEMBIE I MeTa0OIHNYeCKH JTaOUIbHBIE d()HUPHBIC MPOU3BOIHBIC, TAKHX KaK METOKCHMETHIIOBBIE (-
PBI, METHITHOMETWIOBBIE 3(HUPHI U MHBAJIOMWIOKCUMETHIIOBEIE 3¢upbl. Kpome Toro, mro0bsie GH3HOIOrHIecKH
TIpHeMJIEMbIC DKBUBAJIEHTHI COeMHEHUI 00tmel ¢popmyisl (I), aHaTOTHIHBIE META0OIMIECKH JTAOMILHBIM d(hH-
paM, KOTOpBIE CIIOCOOHBI JTaBaTh UCXOAHBIE coenuHeHus1 obmeit hopmyisl (I) in vivo, Takke CUYUTAIOTCS pac-
KPBITBIMHU.

Tepmun "3ammrHas rpymma” (PG) o6o3HagaeT rpymiy, KOTOpast CEJIEKTUBHO OJIOKMPYET PeakIMOHHOCIIO-
COOHBIN CaliT B COCAMHCHUH C HECKOJBKMMHU (DYHKIIMOHAIBFHBIMU TPYIMIIAMH TaKHUM 00pa30M, YTOOBI XUMHYC-
CKYIO PEaKIMI0 MOXXHO OBUIO MPOBECTH CENEKTHBHO IO JIPYroMy HE3alIWIIEHHOMY pPEakIMOHHOCIOCOOHOMY
caiiTy, B OOIICTIPHHATOM 3HAYCHHH, CBSI3aHHOM C CHHTCTHYCCKON XMMHUCH. 3allUTHBIC TPYIIIEI MOXHO CHUMATh
B TOAXONAMNNA MOMEHT. [IprMepamMu 3alIUTHBIX TPYI SBISIOTCS aMUHO-TIPOTEKTOPHBIC TPYIIBI, KapOOKCH-
MPOTEKTOPHBIC TPYIIITHI M THAPOKCU-TIPOTEKTOPHBIE TPYIIIBL. B 4aCTHOCTH, 3aIIUTHBIC TPYIIIEI IPEACTABIISIOT
coboit Tper-OyTokcukapoormn (Boc), 6em3mitokcukapoonun (Cbz), ¢uyopenunMerokcukapoonun (Fmoc) u
O6emsun (Bn). B wacTHOM citydae, 3alIUTHBIE TPYMITBI MPENCTABISIIOT CO00M TpeT-O0yTokcukapOoonun (Boc) u
dbnyoperunmeTokcukapOormn (Fmoc). B wacTHOM ciydae, 3amuTHas Tpyma IPeACTaBIsSeT COOOW TpeT-
oyrokxcukapboonun (Boc). Cokpamenne MkM o3Ha4aeT "MUKPOMOJISPHBIA" W 9KBUBAJICHTHO CUMBOJIY M.

OmnmcaHHBIE COSAMHEHUS MOTYT TaK)Ke COAepKAaTh HENPUPOIHBIE COOTHOIICHHUS! aTOMHBIX H30TOIMOB OIHO-
ro uin 6ojiee aTOMOB, COCTABILIOIINX TaKUe COeTUHEeHNs. Hampumep, ommcanbl H30TOITHO-MEUYCHBIE BAPUAHTHL,
KOTOpBIE UICHTHIHBI PACKPBITHIM B JAHHOM TEKCTE COCAMHEHUSM, 32 UCKIIOYCHHEM TOTO (aKTa, YTO OIUH WIIN
0oJiee aTOMOB 3aMEICHbI ATOMOM, UMEIOIIMM aTOMHYIO MaccCy WJIM MacCOBOE€ YHCIIO, OTIMYAIOIINECS OT Mpeo0-
Jaaroeld aTOMHON MacChl MM MacCOBOTO YHUCIA, KOTOPBIC OOBIYHO BCTPEYAIOTCS B MPHUPOJC VIS TAHHOTO
atoma. [IpeamonaraeTcs, 4To BCE U30TOMEI JIFOOOTO KOHKPETHOTO aToMa WM 3JICMECHTAa, B TOM BHIC, KaK OHU
PACKPBITHI BBIIIE, BKIFOYCHBI B 00bEM COCTUHEHUH 0 HACTOSIIEMY H300PCTCHUIO U UX MpuMeHeHus. [TpuMepst
M30TOIIOB, KOTOPBIE MOTYT COAEPKAaThCSI B COEAMHEHUSX II0 HACTOSIIEMY M300pPETEHHIO, BKIIOYAIOT M30TOIIBI
BOJIOPOJIA, YITIEpO/a, a30Ta, KHCIopoaa, gochopa, cepsl, Gropa, X1Iopa u ifoxa, Takue kax “H ("D"), *H ("T"),
”C, 13'C, 14C, 13N, ISN, 150, 170, 180, 32P, 3'3P, 358, 18F, 36Cl, 123] gy 1257, KoHKkpeTHBIe H30TOITHO-MEUYEHHBIE COSIIH-
HeHus (HampuMep, MedeHHbIe ¢ oMombio “H mmm '*C) mones bl pH HCCIe[0BAHME PACTIPEICTSHHS COE/IIHe-
HEsE 1/Wt cyOerpata B Tkanu. M3oronsr tputust (CH) u yriepona-14 (**C) monesHs B BHY JIETKOCTH HX TIOTY-
YeHHWS W BO3MOXKHOCTH JETEKTHPOBaTh. JlanpHeiIee 3amenieHne Ooiee TSDKEIBIMH H30TOMAaMH, TAKUMH Kak
neiirepuii (T.e. “H) MOXKeT 1aBaTh ONpeielIeHHbIe TepaneBTHICCKUE NPEHMYIICCTBA, BHITEKAIONUINE U3 Oolee
BBICOKOW METa0OJINIECKON CTaOMIBPHOCTH (HApHUMep, YBEIIMYEHHOE BpeMsI TIOYKU3HHM in Vivo wim Oosee HU3-
Kasi TpeOyemast JO3UPOBKa), H MMOITOMY MOXKET MPH HEKOTOPBIX 00CTOSTEIHCTBAX OKA3aThCS MPEIMOYTHTEIEHOM.
ITo3utpoH-UcHycKarIue U30TOMbl, TAKUE KaK 0, PN, "'C u "F, monesHsI /s HCCIEI0BAHMI ¢ TOMOIIBIO MO~
3UTPOHHO-3MHUccHOHHOI ToMorpaduu (PET) ms nccnenoBanms 3ansTocTu peuenropa cyoctparoM. MzoromnHo-
MEYCHHBIC COCTUHCHHUS B OOIIEM CIydae MOXKHO MOJYYUTh CIIOCOOAMU, aHAIIOTUYHBIMUA TEM, KOTOPBIC PACKPBI-
TeI B Cxemax w/unu [IpuMepax, IpuBeICHHBIX HIDKE B TAHHOM OIKCAHWH, [P 3aMCHE HEU30TOITHO-MEUCHHOTO
peareHTa Ha M30TOITHO-MEUEHHBIH peareHT. B wacTHOCTH, coenuuenust ¢popmyibl (I), B KOTOPBIX ofuH Wik 60-
nee atomos H 3amemen(sr) aromoM “H, Takke SBISIOTCS OCYIIECTBICHHEM HACTOSIIETO H300PETCHIS.

Coenunennst popmyisl (I) MOryT comepkaTh HECKOIBKO aCHMMETPHUYECKUX LEHTPOB U MOTYT TPUCYTCT-
BOBATh B ()OPME ONTHYECKH YUCTHIX YHAHTHOMEPOB, CMeCel SHAHTHOMEPOB, TAKUX KaK, HAIIpUMep, pareMaTsl,
ONTHUYECKU YUCTHIE TUACTEPEOMEPHI, CMECH THACTEPEOMEPOB, TMACTEPEOMEPHBIE pPalleMaThl WIH CMECH JAHACTe-
PEOMEpPHBIX parieMaToB.

Cornacuo npasmry Kanna-Huaromsaa-Ilpenonra, acHMMETpUYECKUH aTOM yriiepoJa MOXKET UMETh KOH(H-
rypanuto "R" wim "S".

OcCyIIecTBICHUEM HACTOSIIETO M300pPETECHUS SBISIOTCS coenuHeHus Gpopmynsl (1), onucaHHble B JaHHOM
TEKCTe, U (papMaIleBTUICCKH IPUEMIICMBIC COJIH, B YaCTHOCTH coenuHeHus Gopmyisl (1), omucaHHbIe B JaHHOM
TEKCTe, U X (hapMaIeBTHYCCKH MPUEMIICMEIC COJIH, B YaCTHOM cily4ae, coeauneHus Gpopmyisr (1), onmucanHbie B
JTAHHOM TEKCTE.

Eme ogarM ocyimecTBIeHHEM HACTOSIIETO H300PETeHUS SIBIIOTCS coeanHenus Gopmysr (1), onucannbie
B JJaHHOM TEKCTe, T

R! npencrasiseT coooit H wmu C,_j,-anku;

R’ npencrasisier co6oii H;

R’ npencrasmsier co6oii H;

R* npezactaBiset coboit H mmm Cy_jp-amkwmn;

R’ npezactasiset coboit H mmm Cy_j,-amkwmn;

R’ npecrasmser cooit —Om—(CRgRIO)n-(CRllRlz)p—(CRBRM)q—NR]SRIG;

R’ npejcTaBiseT coboi H mim ranorew;

R’ npeactaBiset cooor H, Cy_j,-ankun win Cs_1o-IIUKIOATKIT,

R" npenctapisiet coooit H wmu Cy_j,-ankw;

R npeacrasisieT coooit H;
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R"? npeacTapisiet coboi H; nmm

R'' u R' coBMecTHO ¢ aTOMOM yTiIepo/a, K KOTOPOMY OHH MPHCOEIUHEHEI, 00pa3yioT Cs.1(-IIHKIOATKIIT;

R" npeacrasisieT coboii H;

R" npeacTaBisieT coooit H; nmm

R'"u R" coBmectHO 06pasyrot -(CH,)-;

R npenacrasisieT coooi H, Cy_jy-ankwn nmn C . j;-ankokcu-C . »-allKu;

R'® npencramster co6oit rumpoken-C_-ankm, -S(0),R'®, -C(O)R'® wmm -C(O)OR'®;

mwm R' u R'® coBmecTHO ¢ atoMoMm a30Ta, K KOTOPOMY OHH TIPHUCOEIUHEHBI, 00pa3yIOT 3aMeIeHHBIN TeTe-
Pp0o-C;.1p-IIIKIIOATKIII, COJIEPKAIUI B KAUECTBE TETEPOaTOMOB OJIMH WM JBa aTOMa a30Ta JIH OJMH aTOM a30Ta
U OJIMH aTOM CEpHI, IIPHU 3TOM 3aMEUICHHBINA TeTep0-Cs_1o-IIUKIOATKIT 3aMEIICH OJHUM-TPEMS 3aMECTHTCIISIMH,
HE3aBUCHMO BBIOPAHHBIMU W3 CIEAYIOMHX: THIPOKCU-Cy jp-ankui, Ci_jp-ankokcu-C i p-ankui, ramoreH-Ci_jo-
ankokcu-Cy p-ankun,  Cj_j,-aIKOKCUKapOOHWI,  OKCOTpymma, Tpuasommin-Ci.p-aJKWwi W 3aMEIICHHBIN
aMuHO-C_1,-aJIKHUII, TJC 3aMCIICHHBIH aMUHO-C{._1,-alIK/WI 3aMEIICH MIPH aToMe a30Ta OJAHUM Wid ABYMs Ci_jo-
aJKUJIaMH;

mwim R'' 1 R'® coBMecTHO ¢ aToMamu a30Ta 1 yriaepo/a, K KOTOPBIM OHH MPHCOCIHHEHDI, 06Pa3yIoT 3aMe-
MIEHHBIN TeTep0-Cs.o-IIMKIOANKIII, COIep AN B KadecTBe TeTepoaroMa OJIWH aTOM a30Ta, MPH dTOM 3aMe-
MIEeHHBIN TeTepo-C;_1o-IIUKI0ATKHI 3aMEIICH TPYIIIaMH R s R*uR” ;

wi R’ u R" coBMecTHO ¢ aToMaMu a30Ta ¥ yriepoaa, K KOTOPBIM OHH IPHCOSIHHEHBI, 00pasyloT 3aMe-
MICHHBIN TeTep0-Cs.o-IIMKIOANKIII, COIep AN B KadecTBe TeTepoaroMa OJIWH aTOM a30Ta, MPH dTOM 3aMe-
MICHHBIN TeTepo-C;_jo-IUKI0ATKHI 3aMEIICH TPYIIaMH R s R*uR” ;

R' npenactapnsier coboit Ci_jp-amkmi, Cs.jo-IHUKIOANKHI, TranoreH-Ci_j,-alKui, THAPOKCH-C.q,-aJIKIwI,
Cy_jp-ankunkapOooHmIokcH-Cy_j,-ankun, Cg-apwt, 3aMmenieHHbIN Cg-apui, reTepoapul, 3aMeNICHHBINA TeTepOoapuI,
IJie TeTepoapwi MPEACTaBISIET COO0H S-4JICHHYIO TPYIITY, COACPKAIIYI0 B KAaUeCTBE T'eTEpOaToMa OJMH aTOM
KHCJIOPOJIa, Ba aTOMa a30Ta, OJWH aTOM KHCJIOPOJa U OJUH WU JBa aTOMa a30Ta, WK 6-4ICHHYIO TPYIILY, CO-
JICpKaIIylo B KQUeCTBE TeTepoaToMa OJVH WM JBa aTOMa a30Ta, IPU STOM 3aMelleHHbIH Cg-apii U 3aMelleH-
HBIA TeTepoapmil coAepkKar OT OAHOTO J0 TPeX 3aMEeCTHTElNeH, He3aBUCUMO BBIOpaHHBIX u3 cieaytomux: Cy_jp-
aNKWI, THAPOKCHU-C . 1p-alKuII, TanoreH-C . p-aikudl, Cs.jo-IIUKIOATKWIT U TaJlOTeH;

Al TIpeCTaBIsAET cOO0H CRZO;

A? TIpeACTaBIsAeT cOO0H CRZI;

Al MIpeACTaBIsAET COO0M CR22;

R* npeacTaBisieT coooi H mm ramorew;

R* npenctapisiet coboit H, ranmoren wum C_jp-aku;

R% npeacTapiset coboi H wimu ramorew;

R23, R* u RZS, Kbl HE3aBUCHMO, BEIOpaHbl U3 crneayromux: H, runpokcu-C.p-amkmi, Ci.jp-aJKOKCH,
C\.12-ankokcu-Cy_jp-ankui, ranored-Ci_jp-ankokcu-Cy_p-ankui, Cy_j-ankokcu-C_j»-alIKkOKCH, OKCOTPYIINa, TPH-
a30st-Cy_j,-alTKAT B 3aMEUICHHBIA aMUHO-C|_1-alIKWI, TIPH 3TOM 3aMEIICHHBIH aMHHO-C_,-aJIKHII COJCPKHUT
MPU aTOME a30Ta OT OJTHOTO A0 ABYX Ci_j-alIKui;

m paBHo 0 wim 1, Ipu 3TOM eciii m paBHO 1, To cymMa n 1 p paBHa 2, 3 win 4;

n paBHo 0 wm 1;

p paBHo 0, 1 wm 2;

q paBao 0 nnw 1;

t paBHO 0 wm 2;

win hapMareBTHICCKH TPUEMIIEMBIC COJIH WIIH (PHUPHI.

Emre omHIM OCYIIIECTBICHHEM HACTOSIIECTO U300PETEHUS SBIAIOTCS coequHeHus popmyinsl (1), onmrcaHHbIe
B JAHHOM TEKCTE, I'JIe R' npezcrasiset cooor H mwiu Cy_j,-ankmi.

Emre omHIM OCYIIIECTBICHHEM HACTOSIICTO U300PETEHUS SBIAIOTCS coeauHeHus popmyinsl (1), onrcaHHbIe
B JAHHOM TEKCTE, I'JIe R' npeacTaBiseT coooi Ci.jp-amKul.

YacTHBIM OCYIIECTBIICHUEM HACTOSIIETO H300pETCHUS SIBISIOTCS coeauHeHust popmysl (1), onmucanHsie B
JTAaHHOM TEKCTE, TAe R! MIPEACTaBIAET COOOH METHIL.

Eme ogaiM ocyiecTBICHHEM HACTOSIIETO H300PETeHUs IBIIOTCS coeauHenus Gopmysr (1), omucannbie
B JAHHOM TEKCTE, T'JIe R! MpeCTaBIsgeT COO0H METHII.

Jlpyrum ocyIecTBIEHHEM HACTOSIIETO0 H300peTeHUs SIBIAIOTCS coeaunenus Gopmynsl (1), omucanHbie B
JTAaHHOM TEKCTE, TIe R npexacrasiseT codoi H.

Hacrosimee n3o0peTeHne Takyke OTHOCHTCS K coennHeHUsM Gopmyisl (I), onmMcaHHBIM B TAaHHOM TEKCTE,
rue R* npezacrasisiet cooor H wim Cy_j,-ankui.

Hacrosiee n300peTeHne TakKe OTHOCHTCS K coeTuHeHHsM (opmyibl (I), OmiucaHHBIM B TaHHOM TEKCTE,
rae R* npejcTaBiseT coboit H.

OcCyIIecTBICHAEM HACTOSIIETO M300PETCHHS SBISIOTCS Takke coequHeHus gopmyisl (1), onucaHHBIC B
naHHOM Tekcte, rae R’ npencrasser co6oii H.

B uacTHOCTH, elie OJHHM OCYIIECTBICHHEM HACTOSIIETO W300PETEHUS SIBISIOTCS COCAMHEHUS (OPMYIIBI
(I), onmcaHHbIe B TaHHOM Tekcte, rae R’ mpeacrasmsier co6oit H mmw ramoren. B 9acTHOCTH, eIe OfHUM OCY-
MIECTBIICHUEM HACTOSIIETO H300PETEHUS SABISAIOTCS coennHeHust popmysl (1), omricaHHbIe B TaHHOM TEKCTe, TIe
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R’ mpencrasnser coGoit H.

B uacTHOCTH, ele OJJHHM OCYIIECTBICHHEM HACTOSIIETO W300PETEHUS SIBIIIOTCS COCAMHEHUS (OPMYIIBI
(I), onmcanHbIe B JaHHOM TekcTe, e R' # R’ COBMECTHO ¢ aTOMaMu a30Ta M yriIepoja, K KOTOPHIM OHH TpH-
COoeMHEHBI, 00pa3yroT reTepo-Cs.jo-IUKI0ATKHII.

OcyIecTBICHHEM HACTOSIIETO W300peTeHUS SBISIOTCS Takke coequHeHust Gopmyns! (1), onucaHHble B
IaHHOM TEKCTE, TIe R’ npencrasiusieT coooit H, C;_j;-ankwm nimm Cs_o-IIMKIOaTKHIL.

Hacrosimee n3o0peTeHne Takke OTHOCHTCS K coennHeHusM Gopmyisl (I), onmrcaHHBIM B TAHHOM TEKCTE,
rue R’ npencrasiseT coooit H i Cy_j,-amku.

Hacrosiiee n300peTeHne TakKe OTHOCHTCS K coeuHeHHsM (opmyibl (I), omiucaHHBIM B TaHHOM TEKCTE,
rae R’ npejcTaBiseT coboit H.

Jpyrum ocyiecTBICHHEM HACTOSIIETO M300PETCHUS SBISIOTCA coeauneHus Gopmyinsl (I), onucaHHbIe B
JIaHHOM TEKCTE, TAe R" npeacrasisget cooor H win Cy_j,-ankmi.

Jpyrum ocyIecTBICHHEM HACTOSIIETO M300PETCHUS SBISIOTCA coequneHus Gopmynsl (I), onucaHHbIe B
nannoM Tekcre, rae R'” npencrasiser coboit H.

OcyIecTBICHHEM HACTOSIIETO W300peTeHUs SBISIOTCS Takke coequHeHust Gopmyns! (1), onucanHble B
JTAaHHOM TEKCTE, TIe R" npencrasiseT coooi H.

OcyIecTBICHHEM HACTOSIIETO W300peTeHUs SBISIOTCS Takke coequHeHust Gopmyns! (1), onucaHHble B
manHoM Tekcte, rae R'” u R'!' coBmectHO ¢ aTomMamm yriaepona, K KOTOPHIM OHH MPHCOEIHHEHBI, 0OPa3yioT
JIBOWHYIO CBSI3b.

Jlpyrum ocyImecTBIEHHEM HACTOSIIETO H300pEeTeHUS SIBIAIOTCS coeaunenus Gopmynsl (1), omucanHbie B
nauHOM Tekcre, rae R'? npencrasiser coboit H.

OcCyIIeCcTBICHUEM HACTOSIIETO M300PETCHHS SBISIOTCS Takke coequHeHus Gopmynsl (1), onucaHHBIC B
nanHoM Tekere, e R' i R'? coBMecTHO ¢ aToMOM yriaepo/a, K KOTOPOMY OHH IIPHCOEAHHEHSI, 06pa3yior Cs._jo-
IIUKJTOQTKHIL.

B dvacTHOM cityuae, OCYIIECTBICHHEM HACTOSIIETO HM300pPCTEHUsS SBISIOTCS coeauHeHus Gopmynsl (1),
OIMMCAaHHBIC B JAHHOM TEKCTE, I'JIe R" npexacrasiseT coboi H.

Kpome Toro, 4acTHBIM OCYIIECTBICHHEM HACTOAIIETO M300peTeHMs SBISIOTCS coeauaenus Gopmynsl (1),
ormcanHsie B qanHoM Tekcre, rae R'’ u R' coBmectHO 06pasyrot -(CH,),-.

Kpome Toro, 4acTHBIM OCYIIECTBIICHHEM HACTOAIIETO M300peTeHMs SIBISIOTCS coeauaenus Gpopmynsl (1),
OITMCAaHHEIE B JTAHHOM TEKCTE, I'Ie R" npencrasiseT cooorr H, C;_-ankwmt nmn C_jp-ankokcHu-C . ,-aKuil.

Kpome Toro, 4acTHBIM OCYIIECTBIICHHEM HACTOAIIETO M300peTeHHs SBISIOTCS coeauaenus Gopmynsl (1),
OIHCAHHBIE B TAHHOM TEKCTE, Te R npencrasusget coboit H wmu Cy_j,-anku.

JpyruMm ocyIecTBICHHEM HACTOSIIETO M300PETCHUS SBISIOTCA coequHeHus Gopmynsl (I), onucaHHbIe B
nanHoM Tekcre, rae R'° npencrasiser coboit H.

Kpome Toro, 4aCTHBIM OCYILECTBICHHEM HACTOSIIETO M300pETeHUsS SBIAIOTCA coeauueHus Gopmyisr (1),
OMHCAHHBIE B aHHOM TekcTe, rae R® i R' coBMecTHO ¢ aToMaMu a30Ta i yrieposa, K KOTOPHIM OHH PHCOEIH-
HCHBI, 00pa3yrT 3aMEIICHHBIA reTepo-Cs. o-IUKIOANKII, COACPKAIINA B KauyeCTBE reTepoaToMa OJWH aTOM
a30Ta, IMPHU 3TOM 3aMEIICHHBIN reTepo-Cs.jo-IIMKI0aTKHIT 3aMeIleH TPYyIITaMu R23, R*uR%.

Jlpyrum ocyImecTBICHHEM HACTOSIIETO H300peTeHUs SIBIAIOTCS coeannenus Gopmynsl (1), omucannbie B
nanHoM Tekcre, rae R'® npencrasiser coboit rumpoken-C_y-anku, -S(0),R'®, -C(O)R'® wmm -C(O)OR"®.

OcyIecTBICHUEM HACTOSIIETO W300peTeHUS SBISIOTCS Takke coequHeHust Gopmyns! (1), onucanHble B
JIaHHOM TEKCTE, TIe R'S MpenCcTaBiIseT co00i THAPOKCH-C._1,-alTKHUI WITH —S(O)leg.

OcyIiecTBICHAEM HACTOSIICTO M300PETCHHS SBISIOTCSA Takke coenuHeHus Gpopmyinsl (I), omucanHbIe
nanHoM Tekcre, rae R'® npencrasiser co6oit rumpokcn-C . ,-aKHL.

OcylIecTBICHAEM HACTOSIICTO M300PETCHHS SBISIOTCSA Takke coenuHeHus Gopmyinsl (I), omucanHbIe
nauHoOM Tekcre, rae R'® nmpencrasiser co60it THAPOKCHITIIT WITH THAPOKCHMETHIOY THIL.

OcylIecTBICHUEM HACTOSIICTO M300PETCHHS SBISIOTCSA Takke coenuHeHus Gpopmynsl (I), omucanHbIe
JIAHHOM TEKCTE, TIe R!® MpeJCTaBIsICT COO0M —S(O)ZRIB.

OcyIecTBICHHEM HACTOSIIETO W300peTeHUS SBISIOTCS Takke coequHeHust Gopmyns! (1), onucanHble B
nanHoM Tekcre, rae R'® npencrasser co6oii -C(O)R ',

Eme ogaiM ocyimecTBICHHEM HACTOSIIETO H300PETeHUS ABIIOTCS coeanHenus Gopmyisr (1), omucannbie
B maHHOM Tekcte, Tae R u R'® coBMecTHO ¢ aTOMOM a30Ta, K KOTOPOMY OHH TIPHCOCIHHEHbI, 00Pa3yIoT 3aMe-
MIEHHBINA TeTepo-C;_1o-IIUKIOATKII, COACPIKAIMNA B Ka4eCTBE IeTepoaTOMOB OJWH WJIM [[BA aTOMa a30Ta WIH
OIIMH aTOM a30Ta M OAWH aTOM CEpBbI, IIPH 3TOM 3aMeIIeHHBIN reTepo-Cs_1o-IIIKIOATKII COACPKUT OT OJHOTO 10
TpPEeX 3aMECTUTENCH, HE3aBHCHMO BEIOPAHHBIX W3 CIEAYIOMUX: TUAPOKCH-Ci_jr-anmkui, Ci_jp-ankokcu-Ci.q,-
ankwi, ranoreH-C.,-aakokcu-Cy._jp-amkmi, Ci.q,-alKOKCHKapOOHMII, OKCOrpymia, Tprua3zommi-Cy_j-allKui U 3a-
MeIIeHHBIH aMuHO-C_1,-aJIKHJI, TPH 3TOM 3aMENICHHBIH aMHHO-Cy_1,-aJIKHJI 3aMEIICH TPU aTOME a30Ta OJHUM
win 1ByMs C_jp-alKHIaMH.

YacTHBIM OCYIIECCTBIICHUEM HACTOSIIECTO H300pETCHUS SIBISIOTCS coeauHeHus popmysl (1), onmucanHsie B
nanHoM Tekcre, rae R u R'® coBMecTHO ¢ atoMom a30Ta, K KOTOPOMY OHH HPHCOEIMHEHEI, 0OPA3yIOT 3aMe-
MIeHHBINA TeTepo-C;_1o-IIUKIOATKII, COACPIKAINNA B Ka4eCTBE IeTepoaTOMOB OJWH WJIM [[BA aTOMa a30Ta WIH
OIIMH aTOM a30Ta M OAMH aTOM CEpBbI, IIPH 3TOM 3aMeIIeHHBIN reTepo-Cs_1o-IIIKIOATKIIT COACPKUT OT OJHOTO 10

w

w

w
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TpEX 3aMECTHUTEJICH, HE3aBICUMO BEIOPAHHBIX M3 CICTYIONINX: TUAPOKCH-C1_1,-alIKAI U OKCOTPYIIIIA.

B uacTHOCTH, elie OJJHHM OCYIIECTBICHHEM HACTOSIIETO W300PETEHUS SIBIISIOTCS COCAMHEHUS (OPMYIIBI
(I), onncanHBIe B JAHHOM TEKCTe, Tae TeTepo-Cs.jo-IUKIOANIKWIbHAS TPYIIIa, COepIKamas B KaueCTBE reTepoa-
TOMOB OJIMH HIIM JIBa ATOMA a30Ta WIH OMH aTOM a30Ta M OJMH aToM cepsl, obpasosanmas R'> u R'® coBmecTro
C aTOMOM a30Ta, K KOTOPOMY OHH TIPHCOEIWHEHBI, BEIOpaHA W3 CIEAYIOUINX: MHAPPOIMINHIII, MTUICPUINHII,
THOMOP(OJIMHIII, THA3WHAHWIT, U30THA3OIUANHIIT U 2,6-1ua3acnupo[ 3.3 renT.

YacTHBIM OCYIIECTBJIICHUEM HACTOSIIETO U300PETCHHSI SABISIOTCS coeAMHEeHUs Gopmyisl (1), omucaHHbIe B
JAHHOM TeKcTe, TeTepo-Cs_jo-IIIKIOANKIbHAS TPYIIa, COAepiKalas B Ka4eCTBE TeTepOaTOMOB OIUH HIIN JBa
aToOMa a30Ta WIM OJMH aTOM a30Ta M OJHMH aToOM cepbl, obpazoBanHas R u R'® coBMecTHO ¢ atoMom a30Ta, K
KOTOPOMY OHH TPHUCOCIUHCHBI, BBIOpaHA U3 CICIYIOIIUX: MUPPONUIWHWI, MHICPUINHII, THOMOP(OIHHWUI,
TUA3MHAHWI U 2,6-1uazaciupo[3.3|rentum.

YacTHBIM OCYILECCTBIICHUEM HACTOSIIETO H300pETCHUS SIBISIOTCS coeauHeHust popmysl (1), onmucanHsie B
nauHoM Tekcte, re R u R'® coBMecTHO ¢ aTOMOM a30Ta, K KOTOPOMY OHH TPHCOCIHHEHBI, 00pasyioT 2-
THUIPOKCUMETHIIIUPPOITUANH- 1 -1J1, 2-THIPOKCUMETHII-S-OKCOMUPPOITHINH- 1 -MT MK HU30THA3OIUINHII, 3aMe-
IIEHHBIN 110 aTOMY CEPHI IBYMS OKCOTPYIIIaMHU.

Jlpyrum ocCyIecTBICHHEM HACTOSIIETO H300pEeTeHUs SBIAIOTCS coeaunenus Gopmynsl (1), omucanHbie B
manHOM Tekcre, rae R m R'® coBmectHO ¢ aTomMOM a30Ta, K KOTOPOMY OHH HPHCOEIMHEHBI, 00pasyioT 2-
THIPOKCUMETHITHPPOITUANH- | -FIJT FITH 2-THAPOKCUMETHII-5-OKCOMUPPOTUANH- | -HII.

JIpyruM 9acTHBIM OCYIIECTBICHHEM HACTOSIIETO W300pETEHUS SIBIIOTCS coenuHeHust popmydsl (1), omm-
CaHHBIC B JJAHHOM TEKCTE, TlIe RS npencraBisieT coboit Ci_j,-aJIKIIT WA TeTepOapml, PEACTABISIONUNA COO0H
S-4JICHHYIO TPYIILY, COACPKAIIYIO B KAUECTBE reTepoaToOMa OJTUH aTOM KHUCJIOPO/a, IBa aTOMa a30Ta, OJWH aTOM
KHCJIOPO/ia U OJTMH WIIK JIBa aTOMa a30Ta, WM O-WICHHYIO TPYIITY, COJACPKAIIYI0 B KAYeCTBE TeTEPOaTOMa OIHH
WK JIBa aTOMa a30Ta, ¢ 1-3 3aMeCTUTENIMH, HE3aBUCHMO BHIOpAaHHBIMHE U3 C;_j,-aJIKMJIa U raJioreHa.

JpyruMm 4acTHBIM OCYIIIECTBICHHEM HACTOSIIETO M300pEeTEHUS ABISIOTCSA coenuHeHus Gopmyisl (1), omu-
caHHbIe B TAaHHOM Tekcte, rae R'® nmpescraBmser coGoii rerepoapii, MpeacTaBISIONINIA COBO0i 5-4ICHHYIO FPYII-
My, COACPIKAIIyI0 B KadecTBE TeTepoaToMa OAMH aToM KHCIIOpOJia, /IBAa aToOMa a30Ta, OJWH aTOM KHCIOpOoAa U
OIIMH WJIH JIBa aTOMa a30Ta, WK O-WICHHYIO TPYIILY, COAEPIKaIIyI0 B Ka4eCTBE TeTepoaToMa OJWH K JBa aTo-
Ma a30Ta, ¢ 1-3 3aMecTUTENIMH, He3aBUCUMO BEIOpaHHBIMU U3 C).1,-aJIKHUJIa ¥ TaJIOTeHA.

JlpyriuM 9acTHBIM OCYIIECTBICHHEM HACTOSIIETO W300pETEHUS SIBIIOTCS coenuHeHust popmydsl (1), omm-
CaHHBIE B JAHHOM TEKCTE, TIE R'® npeacTaBisieT co0oid Ci.j,-amKui.

OcCyIecTBICHHEM HACTOSIIETO W300peTeHUS SBISIOTCS Takke coequHeHust Gopmyns! (1), onucanHble B
nauHOM Tekcre, rae R'® npencrasiser coboit stu.

OcCyIIeCTBICHUEM HACTOSIIETO M300pPETECHUS SBISIOTCS coenuHeHus Gpopmynsl (1), onucaHHble B JaHHOM
Tekcre, rae R* npencrasnser coboit H.

OcCyIIeCTBICHAEM HACTOSIIETO M300pPETECHUS SBISIOTCS coenuHeHus Gpopmynsl (1), onucaHHbie B JaHHOM
TEKCTE, IJIe R npencrasisget coboit H wmu Cy_q,-anku.

OcCyIIeCTBICHAEM HACTOSIIETO M300PETCHHS SBISIOTCS Takke coequHeHus gopmyisl (1), onucaHHBIC B
JTAaHHOM TEKCTE, TAe R? npencrasiseT coooi H.

Hacrosimee n3o0peTenne Takke OTHOCHTCS K coennHeHusM ¢opmyisl (I), onmMcaHHBIM B TJAaHHOM TEKCTE,
rIe R* npexacraiseT coboi H.

OcyIecTBICHHEM HACTOSIIETO W300peTeHUS SBISIOTCS Takke coenuHeHust Gopmyns! (1), onucanHble B
JTaHHOM TEKCTE, TC R23, R* u R25, KaKIBI HE3aBUCUMO, BBIOPAHBI U3 CIIEIYIONINX: BOJAOPO, THAPOKCH-C .15~
ankui, Cj_jp-ankokcu-Cy_jp-ankuil, ranoreH-Ci_j,-aakokcu-Ci_,-alKkui, okcorpynna, Tpuazonui-Ci j,-ajdkuil u
3aMeIICHHBIA aMUHO-C . ,-aJ KW, IPU 3TOM 3aMeIICHHBIH aMIHO-C1_1,-aJIKFJI 3aMEIIeH TIPU aTOME a30Ta OJIHUM
win 1ByMs C_jp-alKHIaMH.

Ermre oHIM OCYIIIECTBICHHEM HACTOSIIECTO U300PETEHUS SBIAIOTCS coeauHeHus popmyinsl (), onrcaHHbe
B aHHOM Tekcte, rae R¥, R* u R*, kax1plit He3aBHCHMO, BHIOPAHBI H3 CIIEAYIONUIIX: BOXOPOJ, THAPOKCH-C_ >
QJIKWJI ¥ OKCOTPYIIIA.

Hacrosiee n3o0peTeHne Takyke OTHOCHTCS K coennHeHusM Gopmyisl (I), omMcaHHBIM B TAHHOM TEKCTE,
TJe TI0 MEHbIIIEH Mepe OUH U3 R23, R* u R® oramueH ot BOJIOPO/IA.

Eme ogarM ocyiecTBICHHEM HACTOSIIETO H300PETeHUS IBIIOTCS coeauHenus Gopmyisr (1), omucannbie
B JIaHHOM TE€KCTe, I'Jie m paBHo 1.

Eme ogarM ocyiecTBICHHEM HACTOSIIET0 H300PETeHUS SIBIAIOTCS coearnHenus Gopmysl (1), onucannbie
B JAHHOM TEKCTe, Tie m paBHO 0.

Ermre oHIM OCYIIECTBIIGHUEM HACTOSIIETO N300pETECHUS SIBIIIOTCS Takxke coenuHeHus Gpopmysr (1), omu-
CaHHBIC B JAHHOM TEKCTE, e n paBHO 0.

JpyruMm ocyIecTBICHHEM HACTOSIIIETO M300pETCHUS SBISIOTCA coequHeHus Gopmyinsl (I), onucaHHbIe B
JAaHHOM TeKcTe, Tae p paBHO O nnu 1.

Ermre omHIM OCYIIIECTBICHHEM HACTOSIIETO U300PETEHUS SBIAIOTCA coeauHeHus popmyinsl (1), onmucaHHbIe
B JIJAHHOM TEKCTe, re g paBHo 0.

Eme ogarM ocyimecTBICHHEM HACTOSIIET0 H300PETeHUS ABIIOTCS coeanHenus Gopmysr (1), omucannbie
B JAaHHOM TEKCTE, Ie t paBHO 2.
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Emre omHIM OCYIIIECTBICHHEM HACTOSIIECTO U300pETEHUS SBIAIOTCS coequHeHus popmyinsl (), onmrcaHHbe
B JJAaHHOM TeKcTe, rie t paBHO 0.
B gactHOCTH, TIpuMephl coeauHeHni Gopmydsl (I), onMMCaHHBIX B TaHHOM TEKCTE, BHIOPAHBI U3 CIEIYIO-

IIUX COETUHEHUI:
[5-(1-meTnn-2-okco-1,2,3,4-TeTparng poXmMHONUH-6-1n)-NMpUAnKH-3-unj-ammna

3TaHCYNbOHOBOWN KUCNOThI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoXMHONMH-6-1N)-NUPNLNH-3-
unkapbamomnn]-mMmeTUnoBbI 3PUP YKCYCHOW KUCTOTbI;
2-rnapokcu-N-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXmHONnH-6-1n)-NnpuanH-
3-unj-ayetamuma;
6-[5-(2-rng poKCnMaTUNaMmnHO)-NNpUANH-3-unj- 1-metunn-3,4-aurngpo- 1H-
XWMHOIMMWH-2-0H;
6-[5-((S)-2-rnapokenmeTUNNUppPONUAnH-1-un)-NnpuanH-3-munl-1-metun-3,4-
Anrnapo-1H-XMHoNUH-2-0H;
6-[5-((R)-2-rnapokcnumeTMnnupponvuaunH-1-un)-nupuanH-3-unl-1-metun-3,4-
Anrnapo-1H-XMHoNUH-2-0H;
6-[5-((S)-2-rnapokeuMeTUNNUPPONUAnH-1-UNMeTUN)-NMpUAnH-3-unl-1-metun-
3,4-purnapo-1H-XMHONNH-2-0H;
6-[5-((S)-2-rnapoKkCnmMeTnn-5-okConMpPPONNAnH-1-MnMeTnn)-NnpuanH-3-unj-1-
metun-3,4-aurnapo-1H-xMHoNMH-2-0H;
6-[5-((S)-2-3TnnammHoMeTUNNUPPONUANH-1-1un)-NnpuanH-3-unl-1-metun-3,4-
Anrnapo-1H-xMHonNuH-2-0H;
6-[5-((S)-2-MeTOoKCUMETUNMNPPONNANH-1-UN)-NMPUANH-3-1n]-1-meTun-3,4-
anrngpo-1H-XMHoNUH-2-0H;
1-meTun-6-[5-((S)-2-[1,2,4]Tpuason-1-unmeTunnnpponManH-1-un)-nmpugmn-3-
vn]-3,4-aurnapo- 1H-XxMHONWH-2-0H;
6-(5-6eH3nnammHonupuanH-3-un)-1-metun-3,4-aurnapo- 1H-xuHonuH-2-oH;
6-[5-((S)-2-rnapokcmeTun-5-okconnpponnanH-1-un)-nMpuani-3-unj-1-metnn-

3,4-aurnapo-1H-XMHONNH-2-0H;

-11 -



035757

1-meTunn-6-[5-(2-okconupponuaut- 1-un)-nupnamnn-3-unj-3,4-aurnapo-1H-
XWMHOIWH-2-0H;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1n)-NMpuaMH-3-unmeTnn]-
amuj 3TaHCynNb(OHOBOWN KNCMOTHI;

[5-(7-dpTOp-1-MeTun-2-okco-1,2,3,4-teTparni poOXnMHONNH-6-mn)-nupnanH-3-
nnmMeTunl-ammg 3TaHcynbpOHOBOW KUCMOTI;

[5-(1,4,4-TpumeTun-2-okco-1,2,3,4-TeTparngpoxXvuHONNH-6-mn)-nmpuanH-3-
UNMeTUN]-amug 3TaHCyNb(OHOBON KUCMOTI;

1-meTunn-6-[5-(2-okconmpponuaut- 1-unmetun)-nmpuanH-3-unl-3,4-gurugpo- 1H-
XWUHOIWH-2-0H;

1-meTun-6-[5-(2-okconvnepunamnt- 1-unmeTnn)-nupuanH-3-unj-3,4-aurng po-1H-
XVHOMWH-2-0H;

6-[5-(1,1-aunokco-1A°-ToMOpPONMH-4-UNMETUN)-NNPUANH-3-nnl-1-meTun-3,4-
Anrngpo-1H-XnHonuH-2-oH;

6-[5-((S)-2-meToKCMETUNNMPPONUAWH-1-UNMEeTNN)-NMPUANH-3-un]- 1-meTun-
3,4-aurngpo-1H-xMHonnH-2-0H;

MeTunoBbIA acoup (S)-1-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXnHONnH-6-vn)-
NUPUANH-3-UNMETUN]-NMPPONUAMH-2-KapOOHOBOI KUCMOTbI;

1-meTnn-6-{5-[(S)-2-(2,2,2-TprhTOPITOKCUMETMN)-NMPPONUANH- 1-unveTun]-
nnupuani-3-un}-3,4-aurng po-1H-XMHonNMH-2-oH;

TpeT-6yTUnoBbin  admp  6-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONUH-6-
un)-nmpuaunH-3-unj-2,6-agnasa-cnupo[3. 3JrentaH-2-kap6oHOBOW KNCMOThI;

6-[5-((R)-1-rnapokcuUMeTnI-2-METUNNPONUITAMUHO)-NNPUANH- 3-unl-1-meTun-
3,4-aurngpo-1H-XMHonnH-2-0H;

6-(5-amuHomeTunNnUpUanH-3-un)-1-metnn-3,4-4urngpo-1H-xMHONMH-2-oH;

N-[5-(1-meTun-2-okco-1,2,3,4-TeTparng poxXmHONMH-6-1n)-nupungnH-3-nnmeTmnj-
nponuoHamug;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1n)-NMPpUAMH-3-nnMeTun]-
amMug, nponat-2-cynbOHOBOI KUCIOTbI;

TpeT-6yTunosbit  acpup  {2-[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXMHONMH-6-
Wn)-NMpUANH-3-UNoKcu]-3Tnn}-kapdaMmmMHOBOW KUCMOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1n)-NMnpuanH-3-unmeTnn]-
amua 3-MeTOKCUM3OKCa30M-5-kapOOHOBOM KUCNOTbI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparng pOXMHONUH-6-1N)-NNpUanH-3-unmeTunnl-

amua LMKnonponaHkapGoHOBOW KUCNOTbI;
6-[5-(2-amuHo3TOKCU)-NNPUAUH-3-Un]-1-meTun-3,4-aurng po- 1H-XMHONMH-2-0H

M pPOXIOPUE;
N-{2-[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXnHONH-6-1n)-NpuamH-3-
WIOKCU]-3TnM}-NnponuoHamug;
6-[5-(1,1-anokco-1A°-[1,2]TnasnHaH-2-unMeTnn)-ampnanH-3-unl-1-vetun-3,4-
ANrnapo-1H-XMHONWH-2-0H;
1 UX (papMaIeBTUICCKH TPUCMIIEMBIC COJIH.
B gactHocTH, ipuMephl coeauHeHnid Gopmysl (I), ONMMCaHHBIX B TaHHOM TEKCTE, BHIOPAHBI U3
X
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TpeT-6yTunosbii 3mp (S)-2-[5-(1-meTun-2-okco-1,2,3,4-TeTparnspoxXnHONH-
6-Un)-NNPULNH-3-UNoKCUMETUN]-a3eTUaNH-1-kapbOHOBOW KMCMOTHI,

TpeT-6yTnnoBbI acup (R)-3-[5-(7-pTOpP-1-MeTUN-2-0KCO-1,2,3,4-
TeTparugpoXuHONNH-6-MN)-NMPUANH-3-UNOKCK]-NMPPONUANH-1-kapOOHOBOW KMCMOThI;

TpeT-6yTunosbii  acdmp  3-[5-(1-meTnn-2-okco-1,2,3,4-TeTparni poxXMHoNH-6-
UN)-NUPUANH-3-UNoKCcU]-aseTUanH-1-kapGOHOBOW KNCNOTI;

TpeT-6yTunosbii acpup (S)-3-[5-(1-meTun-2-okco-1,2,3,4-TeTparug poXMHONUH-
6-1n)-NNPULNH-3-NNOKCU]-NMPPONUAMH-1-KapOOHOBOW KUCIOTbI;

TpeT-6yTunoseii acpup (S)-3-[5-(1-meTun-2-okco-1,2,3,4-teTparng poXMHONUH-
6-1n)-NNpUANH-3-Unokcul-nunepuamnH-1-kapGoHOBOIM KUCNOTI,

TpeT-6yTmnosbIi  acdup  4-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnipoxMHONH-6-
Wn)-NMpUAMH-3-unokeu]-nunepuanH-1-kapOoHOBOW KMCMOTHI;

TpeT-6yTunosbii adup (S)-2-[5-(1-meTun-2-okco-1,2,3,4-TeTparng poxXMHONMH-
6-1n)-NNPULNH-3-UNOKCUMETUN]-NUPPONNANH-1-kapOOHOBOW KUCNOTbI;

TPET-OYTUNOBbLIN adup (8)-3-[5-(7-pTOp-1-MeTun-2-okco-1,2,3,4-
TeTparugpOXuHOMNNH-6-mn)-NMpUANH-3-UNOKCK]-NMPPONUANH-1-kapbOHOBOW KNCMOTbI;

TpeT-6yTunoBbii 3cpup (R)-3-[5-(1-meTun-2-okco-1,2,3,4-TeTparug poxXmHONmH-
6-n)-NNPULNH-3-UNOKCU]-NMPPONUAMH-1-KapOOHOBOM KUCIOTbI;

{3-[5-(1-meTnn-2-okco-1,2,3,4-TeTparng poxXMHONUH-6-Un)-NNpuanH-3-mnj-
okceTaH-3-unj-ammg (R)-2-meTunnponan-2-cynbUHOBOW KACOTbI;

[5-(2-okco-1,2,3,4-TeTparng poxXmHONNH-6-1n)-NMpUANH-3-unmeTunl-amng
3TaHCYNbOHOBOW KNCMOTbI;

{(S wnun R)-1-[5-(1-meTun-2-okco-1,2,3,4-TeTParnpoXMHONNH-6-1N)-NUpUaMH-3-
unl-atun}-amma (R)-2-metTunnponaH-2-cynbOUHOBORM KUCNOThI;

{(R nnu S)-1-[5-(1-meTun-2-okco-1,2,3,4-TeTparn poxXMHONNH-6-1N)-NUpuanH-3-

unl-atun}-amma (R) 2-metunnponan-2-cynbUHOBOIM KUCMOTbI
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TpeT-6yTnnoBbIN acup {(TpaHc)-4-[5-(1-meTnn-2-okco-1,2,3 4-
TeTparnapoXnHONNH-6-1N)-NUpUaUH-3-UnoKcu]-LmKnorekcur}-kapbammHoBON KUCMOTbI;

6-[5-(1-ammHoumknonponun)-NupuanH-3-unl- 1-metnn-3,4-gurngpo- 1H-
XWUHOMNH-2-0H;

1-meTnn-6-[5-((S)-nnpponnanH-3-unoken)-nnpnank-3-unl-3,4-gurnapo- 1H-
XUHOMWH-2-OH M POXIopua,;

1-meTun-6-[5-((S)-nunepuanH-3-unokeu)-nupuaun-3-unl-3,4-guruapo-1H-
XWUHOMWNH-2-0H;

1-meTnn-6-[5-(NnnepuanH-4-nnoken)-nnpuanH-3-un]-3,4-aurna po-1H-xnHonmk-
2-OH ruapoxnopua;

6-[5-((S)-1-azeTnaMH-2-UNMEeTOKCU)-NMPUANH-3-1n)- 1-metun-3,4-aurnapo-1H-
XWHOMWNH-2-0H;

6-[5-((S unu R)-1-amunHoatun)-nupnauH-3-unl-1-metun-3,4-gurnapo-1H-
XUHOMWH-2-OH A POXITOPUA;

6-[5-((R unm S)-1-aMuHO3TUN)-NNPUANH-3-1n]-1-metun-3,4-anruapo- 1H-
XUHOMWH-2-OH A POXIOPUA;

1-meTnn-6-[5-((S)- 1-nMpponuanH-2-NNMETOKCN)-NNPUANH-3-unl-3,4-aurng po-
1H-XMHOMWH-2-0H rMapoxXnopua,;

7-pTop-1-meTun-6-[5-((R)-nnpponnaunk-3-unokeun)-nupuamnn-3-unl-3,4-aurnapo-
1H-XMHOMNWH-2-0H ruapoxnopua;

1-meTun-6-[5-((R)-nnpponuaunH- 3-nnokcum)-nnpunamH-3-unl-3,4-gurngpo-1H-
XUHOMWH-2-0H M1 poXnopus,;

6-[5-(3-amuHookceTan-3-un)-nupngmnn-3-unl- 1-metnn-3,4-anrug po- 1H-xuHonuH-
2-0H rugpoxrnopus;

6-[5-(a3eTuanH-3-Mnokcmn)-nmpuann-3-unj-1-metunn-3,4-gurng po- 1H-xuHonuH-2-
OH MMAPOXITOPUL;

6-[5-((TpaHc)-4-aMUHOLMKNOreKCUNOKCH)-NNPUANH-3-1n]-1-metun-3,4-aurnapo-
1H-XMHOMNWH-2-0H rnapoxnopua;

6-[5-(1-amuHOo-1-MeTUN3TUN)-NUPUUH-3-1n)- 1-meTun-3,4-gurngpo-1H-
XUHOMUH-2-0H;

6-(5-amuHomeTMNNUPUANH-3-un)-7-gpTop-1-metun-3,4-aurng po-1H-xnHonunH-2-
OH;

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXMHONUH-6-1N)-NUPUANH-3-UNMeTUn]-
amug 3,5-4UMEeTUNN30KCa30-4-kapOoOHOBOW KUCMOTbI;

6-[5-((S)-1-umknonponaHkapb OHNNNUPPONNAWNH-3-UNOKCW)-NMNPUANH-3-1n]-1-

meTun-3,4-anrnapo-1H-xmHonNnH-2-0oH;
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3-metun-N-[5-(1-meTun-2-okco-1,2,3,4-teTparnapoxXmHonmnH-6-nn)-nnpuanH-3-
nnmeTun]-6ytupammg,;

3,3,3-tpucptop-N-[5-(1-meTnn-2-okco-1,2,3,4-TeTparng poxXmHonuH-6-un)-
NUPUANH-3-MNMETMUN]-NPONUOHaAMNL;

2-rnppokcn-2-meTun-N-[5-(1-meTun-2-okco-1,2,3,4-teTparng pOXMHONMH-6-m)-
NUPUANH-3-MNMETMN]-NPONUOHaAMNL;

[5-(1-meTun-2-okco-1,2,3,4-TeTparng poXMHONMH-6-1n)-NupuanH-3-nnmeTnnl-
amug 5-metun-[1,3,4]okcagmnason-2-kapOoHOBOW KUCMOTbI;

1-meTnn-6-[5-((S)- 1-nponnoHNANMNEPUANH-3-UNOKCH)-NUPUANH-3-mn]-3,4-
Anrnapo-1H-XMHONWH-2-0H;

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXuHoOnNmH-6-mun)-nupuanH-3-unmeTtunnl-
amung 2-MeTOoKCUNUPUMUANH-5-kapBOHOBOWN KUCMOThI,

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXuHONmH-6-un)-nupuanH-3-unmeTtunnl-
amug 1-metun-1H-ummaason-2-kapGoHOBOW KUCMOTHI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXuHONMH-6-un)-NupuanH-3-unmeTtnnl-
amug 5-TpudTopmeTUn-ypaH-3-kapboHOBOW KUCMOTHI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXuHONnH-6-un)-nupuanH-3-unmeTtnnl-
aMug nNupuaasuH-3-kapboHOBOW KUCTOThI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poXuHONMH-6-un)-NnupuanH-3-nnmeTtnnl-
aMug NUPUMUANH-5-kapGOHOBOW KUCNOTbI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poXMHONMH-6-un)-NnupuanH-3-nnmeTtnnl-
amug 1-metun-1H-nvpason-4-kapboHOBOW KUCMOTbI;

1-mMeTun-6-[5-(1-nponuoHnnnMnepuanH-4-nnoken)-NUprMAnH-3-unl-3,4-aurnapo-
1H-XVHONWNH-2-0H;

[5-(1-meTun-2-okco-1,2,3,4-TeTparni poXuHONMH-6-1n)-NnupuanH-3-nnmeTtnnl-
aMmua nupuaasmH-4-kapboHOBOW KUCTOTbI;

1-mMeTnn-6-[5-((S)-1-nponnoHNNNMPPONMANH-3-UNOKCN)-NMPUANH-3-1n]-3,4-
Anrnapo-1H-XMHONUH-2-0H;

6-[5-((S)-1-yunknonponaHkapb OHUNA3ETUANH- 2-UNIMETOKCW)-NMUPUANH-3-1n]-1-
meTun-3,4-aurnapo-1H-xMHoNnH-2-oH;

[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoXvHONUH-6-1N)-NNPUAMH-3-UnMeTus]-
amug 3-meTunmaokcason-4-kapboHOBOW KUCMOTbI;

4-prop-2,6-aumeTun-N-[5-(1-metun-2-okco-1,2,3,4-TeTparng pOoXMHONnH-6-un)-
NUPUAKNH-3-unNnMeTnn]-6eHsamug;

1-meTun-6-[5-((S)- 1-nponuoHnnaseTnanH-2-unmMeToken)-nupuanH-3-unj-3,4-

Aurnapo-1H-XUHONUH-2-0H;
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[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONUH-6-1n)-NupuanH-3-nnmeTun]-
amug 3,6-anxnopnmpuaasunH-4-kapGoHOBOI KUCOTI,
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONUH-6-1n)-NUpUanH-3-unmeTun]-
amug 3-yuknonponun-1-(2,2,2-TpudTopatun)-1H-nupason-4-kapboHOBOM KUCNOTLI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONUH-6-1n)-NMpuanH-3-nnmeTmn]-
aMug NMpUANH-2-kapOOHOBOM KUCTOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONWH-6-1n)-NUpUanH-3-nnmeTmn]-
amug 1,3-aumeTtun-1H-nupason-4-kapboHOBOW KUCMOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONMH-6-1n)-NUpUanH-3-unmeTun]-
aMug NMpMMUANH-2-kapOoHOBOW KUCMOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONVH-6-1n)-NupuanH-3-unmeTmn]-
amMug 6-MeToKCUNMPUAa3nH-3-kapboHOBOW KNCMOTHI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONVH-6-1Un)-nupuanH-3-unmeTmn]-
amMug 5-metunusokcason-4-kap6oHOBOW KUCMOTbI;
{2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmMHONNH-6-un)-nMpuanH-3-nnokcul-
atun}-amma 3,5-4MMEeTUNN3okcason-4-kapboHOBOW KUCMOTbI;
{2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmMHONNH-6-un)-nnpuanH-3-nnokecul-
atun}-amua 1-metun-1H-nupason-4-kap6oHOBOM KUCTOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONVH-6-1n)-nupuanH-3-nnmeTun]-
amug 6-xnopnnpunaasmH-3-kapboHOBOI KUCMOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONVH-6-1n)-nupuanH-3-nnmeTun]-
amug 3-xrnop-6-meTnnnupuaasuH-4-kapOoHOBOW KUCTOTbI;
1-meTnn-6-[5-((S)-1-Npon1oHUNNNPPONUANH-2-UNIMETOKCU)-NNPUANH-3-1N]-3,4-
AUrnApPo-1H-XMHOMWH-2-0H;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoxXMHONUH-6-1N)-NMpuanH-3-unmetTnnl-
amug, 5-L41Knonponunusokcason-4-kapboHOBOW KUCMOTI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONUH-6-1n)-NUpUaANH-3-UnMeTun]-
amug 2-mMeTun-5-TpudTopMeTUNOKCa30m-4-kapboHOBOW KNCNOTI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONUH-6-1n)-NUpUanH-3-nnmeTun]-
amug 2-meTurnokcasors-4-kapboHOBOWM KUCMOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONVH-6-1n)-nupuanH-3-nnmeTun]-
amug 5-4MKnonponunokcason-4-kapGoHOBON KNCNOTI,
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONVH-6-1n)-nupuanH-3-nnmeTun]-
amug 2,5-AnmMeTunokcason-4-kapboHOBOW KNCNOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONVH-6-1n)-nupuanH-3-nnmeTun]-

amug 5-meTnnokcason-4-kap6oOHOBOIN KUCMOTb;
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{1-[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoxXmMHONNH-6-UN)-NUpUANH-3-unl-
Lyuknonponun}-amug 3,5-4MMeTUNn3okcason-4-kapboHOBOW KUCNOThI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXuHONUH-6-1n)-NMPUANH-3-UNnMeTun]-
amMug 6-xnopnupuanH-2-kapboHOBOW KNCMOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoxXuHONNH-6-1n)-NMPUANH-3-MnmMeTun]-
amug 3-mMeTunnupuamH-2-kapboHOBOW KUCNOTSI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoXMHONNH-6-1N)-NUPUANH-3-MNMEeTUI]-
amug 3,6-AnxnopnupuanH-2-kapGoHOBOW KUCMOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoXMHONNH-6-1N)-NUPUAUH-3-UNMETUI]-
amug 6-MeTUNNUPUANH-2-kapGoHOBOW KUCTOTbI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXuHONUH-6-1n)-NMpUAnH-3-unmMeTun]-
amug 3-xnopnupraunH-2-kapboHOBOW KUCMOTbI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXuHONUH-6-1n)-NMPUAUH-3-UNMETUN]-
amug 3-OTopnMprAnH-2-kapBbOHOBOW KUCNOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoxXuHONNH-6-1N)-NUPUANH-3-MNMeTun]-
amMug 5-xnop-3-MeTunnUpPUAnH-2-kapGOoHOBOW KNCTOTbI;
1-meTun-6-[5-((R)-1-NponMoHMNNMPPONNANH-3-UNoKCH)-NMpuAnH-3-unl-3,4-
Anrnapo-1H-XMHOMNMH-2-0H;
7-pTop-1-MeTnn-6-[5-((S)- 1-NPonNMOHNNNMP PONUAUH-3-UNOKCUW)-NMPUANH-3-1n]-
3,4-pnrnapo-1H-XMHONWH-2-0H;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXuHONUH-6-1n)-NMpUANH-3-unmMeTun]-
amug 5-TpuTOPMETUNNNPUMUANH-2-KapOOHOBOW KUCMOTHI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXuHONUH-6-1n)-NMPUAUH-3-UNMETUN]-
amug 5-meTunnupasuH-2-kap6oHOBOW KUCMOTbI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXMHONUH-6-1n)-NMPUAUH-3-UNMeTUn]-
amug 5-xnopnupasuH-2-kapboHOBOW KNCMOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoXMHONMH-6-1N)-NUPUAUH-3-UNMeTUN]-
amug 5-TpubTOpPMETUNNNPa3nH-2-kapGOHOBOW KUCMOTbI;
[5-(7-cpTOp-1-MeTUn-2-okco-1,2,3,4-TeTparng poxXmHONUH-6-1n)-NMpugnH-3-
unmetun]-amna 3,5-aumeTnnuaokcason-4-kap6oHOBOWM KNCMNOTbI;
1-meTun-6-[5-((R)-1-nponnoHnNNpponnauH-2-UnmeToKen)-nnpuannH-3-uni-3,4-
Anrnapo-1H-XMHOMNMH-2-0H;
1-meTun-6-[5-(1-nponnuoHunaseTugnH-3-Unokem)-NMpUAnH- 3-unj-3,4-gurng po-
1H-XMHONWH-2-0H;
N-{3-[5-(1-meTun-2-okco-1,2,3,4-TeTparni pOXmHONNH-6-un)-nupnanH-3-mnj-

oKceTaH-3-un}-nponMoHaMmmng;
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[5-(7-dpTOP-1-MeTUN-2-0KCO-1,2, 3,4-TETPArNA POXUHONUH-6-UN)-NMPUZUH-3-
nnveTunl-ammng 3-xnopnupuanH-2-kapboHOBON KUCMOTbI;
[5-(7-pTOpP-1-MeTUN-2-0KkCO-1,2,3,4-TETParNa pOXUHONUH-6-UN)-NMPULNH-3-
unveTunl-amug 3,6-anxnopnupuiasunH-4-kapboHoBON KUCMOTbI;
7-pTop-1-meTnn-6-[5-((R)-1-nponnoHnnnupponuaunH-3-mnoken)-nupuanH-3-urj-
3,4-anrngpo-1H-XMHOMNWH-2-0H;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoXMHONUH-6-1N)-NMPUAMH-3-unmeTun]-
amug, 5-xnop-3-MeToKCUNMpPasnH-2-kapboHOBOW KNCIOThI;
{(R vnun S)-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXuHONUH-6-1un)-NnupnanH-3-
unl-atun}-amug 3,5-gMmeTrnmaokcason-4-kapboHOBOW KMCNOTbI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparng poOXnHONMH-6-1n)-NMpUANH-3-unvieTnn}-
amug, 3-mMeTun-5-TpudTopmeTUnnsokcason-4-kapboHOBOWN KUCOTbI
{1-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1N)-NMPUANH-3-un)-
Luknonponun}-amug, 3-xnopnupuaunH-2-kapboHoBOW KUCNOThI;
{1-meTtnn-1-[5-(1-meTun-2-okco-1,2,3,4-teTparng poXMHONMH-6-1n)-NMpuanH-3-
nnl-aTmn}-amug 3-xnopnmpuanH-2-kapboHOBOM KUCMOTbI;
{1-meTtnn-1-[5-(1-meTun-2-okco-1,2,3,4-teTparng poxXmHONMH-6-1n)-NupuanH-3-
unl-atun}-amug 3,5-gMmeTrnmaokcason-4-kapboHOBOW KUCMOThI;
[5-(2-okco-1,2,3,4-TeTparnapoXvHONNH-6-UN)-NUPUANH-3-unmeTun]-amma
3-xnopnupuanH-2-kapboHOBOWN KNCTOTbI;
[5-(2-okco-1,2,3,4-TeTparnapoX1HONNH-6-1N)-NUPUANH-3-unmeTunl-ammg
3,5-aMmeTnnm3okcason-4-kapboHOBOW KUCMOThI;
{1-[5-(7-pTOp-1-MeTUN-2-0KCO-1,2,3,4-TETPArAPOXMHONNH-6-UN)-NNPUANH-3-
unl-ymknonponun}-amug 3-xnopnupuamH-2-kap6oHOBOW KUCNOThI;
{1-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1N)-NUPUANH-3-un)]-
Luknonponun}-amug 3-MeTunnmpugmH-2-kapGoHOBOW KUCHOTI;
N-{(TpaHc)-4-[5-(1-meTun-2-okco-1,2,3,4-TeTparns poxXuHONNH-6-1n)-NMpuanH-3-
WINOKCU]-L{MKNOreKCun}-nponmoHamuma;
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoXMHONUH-6-1N)-NMpUAH-3-unmeTun}-
amug, 5-TprupTOopMETUNN3OKCaA30N-4-KapbOHOBOW KNCMOThI;
7-pTop-1-meTun-6-[5-((S)-nmpponuann-3-nnokemn)-nupnant-3-unj-3,4-aurnapo-
1H-XMHOMWH-2-0H;
TpeT-6ytunosbii adup (R)-2-[5-(1-meTun-2-okco-1,2,3,4-TeTparngpoxXMHONmH-
6-1n)-NMPUAUH-3-UNOKCUMETUN]-NMPPONUANH-1-kapOOHOBOI KUCMOTBI;
1-meTnn-6-[5-((R)- 1-nupponunamnH-2-mnmeTokcun)-nmpuamnH-3-unj-3,4-gurng po-

1H-XMHONWNH-2-0H rMaPOXNopuA;
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6-(5-amyHomeTMnNNPUAnH-3-1n)-3,4-4Urnapo-1H-XMHONWH-2-0H;
6-[5-(1-amuHoumknonponun)-NMpUAnH-3-un]-7-pTop-1-metnn-3,4-aurnapo-1H-
XWHOMWH-2-0H;
{2-[5-(1-meTun-2-okco-1,2,3,4-TeTparni poXMHONNH-6-1N)-NNPUANH-3-1nokcm]-
3TUN}-aMug, 3TaHCyNbOHOBOW KUCNOTI,
3-xnop-N-[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXuHONUH-6-1n)-nupuanH-3-
nnmeTun]-6eHsoncynboHamma;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparni poxXnHONMH-6-un)-NMpuaNH-3-unmeTnn]-
amMug, 6-mMeToKCUNMPUANH-3-CynbqOHOBON KNCMOTHI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparni poxXnHONMH-6-un)-NupuanH-3-unmetnn]-
amug, 3,5-4MmeTnnusokcason-4-cynbOHOBOW KNCNOTHI;
[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXnHoNuH-6-un)-nupuanH-3-unmetmn]-
amMug, LuknonponaHcynstpoHoBOM KNCMOThI;
3,4-guxnop-N-[5-(1-meTnn-2-okco-1,2,3,4-TeTparng poXnHONUH-6-1un)-NupuauH-
3-unmeTtun]-6eH3oncynsgoHamus;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmHoONuH-6-1n)-nnpuanH-3-unmetmn]-
amug, 1-metun-1H-ummngason-4-cynboHOBOW KUCMOTbI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmHONUH-6-1n)-nnpuanH-3-unmetmn]-
amug, 6-xnopnupuanH-3-cynbOHOBOIM KUCTOTI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmHONUH-6-1n)-NnpuanH-3-unmetun]-
amug, 1-meTtnn-1H-nupason-4-cynbOHOBOW KUCTNOTbI;
6-[5-((8)-1-aTaHcynbMOHUNNUNE PUANH-3-UNOKCU)-NNPUAUH-3-un]-1-meTnn-3,4-
Anrnapo-1H-XMHONWH-2-0H;
6-[5-(1-aTaHcynboHUNNMNEpPUANH-4-UNoKeK)-NNpuanH-3-unl-1-metun-3,4-
Anrnapo-1H-xMHOoNMH-2-0H;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmHONUH-6-1n)-NnpuanH-3-unmeTun]-
amug, 2,2,2-TpudpTopaTaHCyNbGOHOBOW KUCMOTbI;
C,C,C-tpudptop-N-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxnHonunH-6-un)-
NUPUAWH-3-UNMETUI]-MeTaHCyNbOOHaMUA;
6-[5-((S)-1-3aTaHcynbPOHUNNNP PONNANH-3-UNOKCW)-NMPUANH-3-1n]-1-MeTun-
3,4-anrngpo-1H-XMHONNH-2-0H;
6-[5-((8)-1-aTaHcynboHUNA3ETUL NH-2-UNMETOKCH) -NUPUANH-3-1n]- 1-meTun-
3,4-anrngpo-1H-XMHONNH-2-0OH;
{1-[5-(1-meTun-2-okco-1,2,3,4-TeTparngpoxXmMHONNH-6-1m)-NMpUANH-3-un)-

LIMKNONPONUM}-aMmnz 3TaHCynbOOHOBOW KUCMOTbI;
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6-[5-((S)-1-3TaHCyNbMOHUNNMPPONNANH-2-UNIMETOKCUN)-NNPUANH-3-1n]-1-
meTun-3,4-aurnapo-1H-XMHONWH-2-0H;
6-[5-((R)-1-3TaHcynbOHMNNMPPONUANH-3-UNoKCK)-NNpUAnH-3-unl-7-cptop-1-
meTun-3,4-aurnapo-1H-xMHonNnH-2-0H;
6-[5-((R)-1-aTaHCynbOHMNNNPPONUANH-3-UNOKCK)-NNPUAUH-3-Un]- 1-meTun-
3,4-anrnapo-1H-XMHONMH-2-0H;
6-[5-(1-aTaHcynbdoHMNa3eTnanH-3-nnoken)-nupuanH-3-unl-1-metnn-3,4-
Anrnapo-1H-XxMHONMH-2-0H;
{1-[5-(7-dpTOp-1-MeTun-2-okco- 1,2,3,4-TeTparnapoxXuHOnuH-6-1un)-nupuanH-3-
UN]-UMKNONponNun}-amug, 3TaHCyNbGOHOBOW KACMOTbI;
{(TpaHc)-4-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapOXMHONNH-6-1n)-NnMpruanH-3-
WMNOKCU]-LMKMOreKCUm}-amua 3TaHCynbqOHOBOW KUCMOTbI;
{(R nrmm S)-1-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1n)-nupuanH-3-
UnN]-3TUn}-ammng 3TaHCynbOHOBOW KNCMOThI;
{(S wnn R)-1-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1M)-NUpuMH-3-
Un}-aTun}-amug 3TaHcyrnbOHOBOW KACMOTHI;
[5-(7-dpTOp-1-MeTnn-2-okco-1,2,3,4-TeTparnapoXMHONNH-6-1N)-NMpuanH-3-
unmetunl-amua 1-metun-1H-nupason-4-kapboHOBOW KUCNOThI;
{2-meTun-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparni poOXMHONNH-6-1n)-NMpUaAnH-3-
un]-nponun}-amua (paw)-3TaHcynbgOHOBOW KUCNOTbI;
{ymknonponun-[5-(1-metun-2-okco-1,2,3,4-teTparnapoxXmMHONH-6-1n)-NNPUANH-
3-un]-meTnn}-amug (pau)-3TaHCyNbGOHOBOW KACMOThI;
{1-[5-(7-dTOp-1-MeTUN-2-0kCOo-1,2,3,4-TeTParnapOXUHONUH-6-1N)-NNpULNH-3-
unl-aTun}-amng, (pau)-3TaHCcynbOOHOBOW KUCMOThI;
6-[5-(1,1-anokco-1A6-n30TnasonngH-2-unmveTn)-nupuamnH-3-nnl-1-metun-3,4-
anrngpo-1H-XMHonwH-2-oH;
{1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparng poOXMHONNH-6-Un)-NUpManH-3-nnj-
nponum}-amua (paw)-3TaHCynbOHOBOW KUCNOTbI;
3Tun-[5-(1-metnn-2-okco-1,2,3,4-teTparng poXMHONNH-6-1n)-nMpuanH-3-
nnmeTunl-amma 3TaHcynNbqPOHOBOW KUCNOTbI
MeTun-[5-(1-meTun-2-okco-1,2,3,4-TeTparna pOXMHONUH-6-1N)-NupnanH-3-
UNMeTUnl-amma 3TaHcynbOHOBOW KUCNOTbI
{1-meTun-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparni poOXMHONNH-6-1nN)-NMpUAnH-3-
Un]-aTUn}-amng 3TaHCynbOHOBOW KNCMOThI;
n3onponun-[5-(1-meTnn-2-okco-1,2,3,4-TeTparng pOXMHONNH-6-1n)-NMPUANH-3-

UnMeTUn]-amug 3TaHCyNbOHOBOW KUCMOThI;
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(2-aTokcnaTun)-[5-(1-meTnn-2-okco-1,2,3,4-TeTparni poOXMHONMH-6-1n)-
NMPUANH-3-UNMETUN]-amMmng, 3TaHCyNbOHOBOW KUCMOTbI;
meTun-{1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapOXMHONNH-6-1N)-NNpULNH-3-
unl-atun}-amug (pau)-3TaHcynbhOHOBOW KUCOTbI;
atun-{1-[5-(1-meTun-2-okco-1,2,3,4-TeTparng poxXmMHONNH-6-1un)-nupuanH-3-unj-
aTun}-amng (pay)-3TaHcynbOHOBOW KNCMOThI;
MeTun-[5-(1-metun-2-okco-1,2,3,4-TeTparng poxXmuHonuH-6-un)-nupunamnH-3-
unmetunl-amua 3,5-4MMETUNN30KCA30N-4-kapOOHOBOW KMCMNOTbI;
6-{5-[2-(1,1-anokco-1A6-n30TNaA30NNANH-2-UN)-3TOKCU]-NMMPNANH-3-1n}-1-
mMeTnn-3,4-aurngpo-1H-xMHONWH-2-0H;
{(R wnmn 8)-1-[5-(7-dbTOp-1-meTnn-2-okco-1,2,3,4-TeTparnapoxXnHONNH-6-nn)-
NMPUANH-3-UN]-3TUN}-amug 3TaHcynbOHOBOW KUCTOThI;
{(S wm R)-1-[5-(7-dbTOp-1-MeTnN-2-0kco-1,2,3,4-TETParnapOXNHONNH-6-1n)-
NMPUANH-3-UN]-3TUN}-amug 3TaHcynbOOHOBOW KUCTOThI;
[5-(7-bTOP-1-METUN-2-0KCO-1,2,3,4-TETParng pOXMHONNH-6-1r1)-4-
METUNNMUPUAWNH-3-UNMETUN]-aMug, 3TaHCYNbGOHOBOW KUCTIOTbI;
[4-xnop-5-(1-meTnn-2-okco-1,2,3,4-TeTparnapOXMHONNH-6-1N)-NNPULNH-3-
UnNMeTun]-aMua 3TaHCcynbGOHOBOW KNCMOTbI;
[4-meTun-5-(1-metun-2-okco-1,2,3,4-TeTparng poxXmHONNH-6-1un)-nMpuanH-3-
UNMeTUN]-aMua 3TaHCcynbGOHOBOW KNCMOTbI;
meTun-{2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapOXMHONNH-6-1N)-NNpuanH-3-
WMOKCU]-3TUM}-amMma 3TaHCyNbdOHOBOWM KUCMOTbI;
MeTun-[5-(1-metun-2-okco-1,2,3,4-TeTparngpoxuHonuH-6-un)-nupnamnH-3-
unmeTunl-amua 3-xnopnupuanH-2-kapboHOBOW KUCNOTHI;
N-meTun-N-{2-[5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXmMHONUH-6-1n)-nUpuanH-
3-MnNoKCn]-3TnM}-NPoNMoHamMna;
MeTun-[5-(1-metun-2-okco-1,2,3,4-TeTparngpoxXuHonuH-6-un)-nupnamnH-3-
unmetunl-amug 1-metun-1H-nnpason-4-kap6oHOBOW KNCMOTHI,
MeTun-[5-(1-metun-2-okco-1,2,3,4-TeTparng poxXuHonunH-6-un)-nupnamnH-3-
unmeTunl-amua 3-mMeTunnpuanH-2-kapboHOBOW KUCNOTbI;
[5-(7-cpTOpP-1-MeTUN-2-0KCO-1,2,3,4-TETParna pOXMHONMH-6-1n)-NUpuanH-3-
nnmeTun]-metTunamug 3-xnopnmpuamnH-2-kapboHOBO KUCTOTbI;
meTun-{1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXMHONMH-6-1n)-NNpuanH-3-
Unj-umKnonponum}-amug 3-xnopnupuamnH-2-kapboHOBOW KUCHOTbI;
[5-(7-pTOpP-1-MeTUN-2-0KCO-1,2,3,4-TETParng pOXMHONNH-6-1n)-NMpuanH-3-

unmeTun]-metunamug, 1-metun-1H-nmpason-4-kap6oHOBOWM KUCOTbI,
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[5-(8-xnop-2-okco-1,2,3,4-TeTparnipoXMHONNH-6-1n)-NMpuanH-3-nnmeTun)]-
amuA 3TaHCYNbMOHOBOW KUCMOTbI;
[5-(8-xnop-2-okco-1,2,3,4-TeTparnipOoXMHONNH-6-1N)-NMPUANH-3-MnmeTun]-
amug, 3-xnopnupuanH-2-kapboHOBON KUCMNOTHI;
[5-(8-xnop-2-okco-1,2,3,4-TeTparni poXMHONNH-6-1n)-NMpuanH-3-nnmeTun]-
amug, 3,5-gumetmnunsokcason-4-kapboHOBOW KUCMNOThI;
6-{5-[(3-aTunokceTan-3-nnammHo)-meTun]-NupuanH-3-un}-1-metnn-3,4-
Anrngpo-1H-XnHonNuH-2-oH;
[5-(7-xnop-1-meTun-2-okco-1,2,3,4-TeTparni poxXnHONMH-6-1n)-NnupuamH-3-
nnmeTunl-amma 3TaHcynbPOHOBOW KNCMOTbI;
[5-(8-pTOp-1-MeTUn-2-okco-1,2,3,4-TeTparni pOXMHONNH-6-1N)-NMpuanH-3-
UNMeTUN]-aMmna 3TaHCyNbOOHOBOW KACMOTbI;
[5-(8-xnop-1-meTun-2-okco-1,2,3,4-TeTparni poXMHONNH-6-1n)-NMpnanH-3-
UNMeTUN]-aMmna 3TaHCyNbOOHOBOW KACMOTbI;
[5-(5-pTOp-1-MeTUn-2-okco- 1,2, 3,4-TeTparng poXMHONNH-6-1N)-NMpngnH-3-
UNMeTUn]-ammng 3TaHCyNbPOHOBOW KUCMOThI;
[5-(7-cpTOp-1-MeTUn-2-okco-1,2,3,4-TeTparni poXMHONNH-6-1N)-NMpugnH-3-
UINMETUMN]-MEeTUNamMug 3TaHCyNbOHOBOW KUCIOTbI;
N-[5-(7-cbTOp-1-MeTUN-2-0kCO-1,2,3,4-TETPArNL POXNHONMWH-6-UN)-NUPUNH-3-
nnmMeTun}-nponuoHamMua;
(pau)-N-{1-[5-(7-dTOp-1-meTuUn-2-okco-1,2,3,4-TeTparngpoXMHONNH-6-1n)-
NUPUANH-3-MNJ-3TUM}-NPONUOHaM1A,
TpeT-6ytunosein - acup  (S)-3-[5-(2-okco-1,2,3,4-TeTparni poOXnHONNH-6-1n)-
NUPUANH-3-UNOKCU]-NUPPONNANH-1-kapO OHOBOW KUCTOTbI;
meTun-[5-(2-okco-1,2,3,4-TeTparnapoxmHONnH-6-1n)-nupuanH-3-nnmetunl-
amug, 3-xnopnupuanH-2-kapboHOBON KUCMNOTHI;
[5-(8-xnop-2-okco-1,2,3,4-TeTparngpoXMHONNH-6-1n)-NMpuaNH-3-nnmeTun]-
MeTunamug 3-xnopnupuimnH-2-kapOoHOBOW KUCMOTHI;
[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparng poxXnHONnH-6-1n)-nupuamn-3-
unmetunl-amua (R)-2-metunnponaHr-2-cyns@uHoBOW KUCMOTbI;
6-(5-ammHomeTnn-4-xnopnupugnH-3-un)- 1-metun-3,4-aurngpo- 1H-xmHonunH-2-
OH TMAPOXIIOPUL;
[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparni poXMHONNH-6-UN)-NMpuanH-3-
unmetunl-amma 3,5-4UMeTUNN30KCason-4-kapboHOBOW KUCMOTbI;
[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparni poXMHONNH-6-1n)-NMpuanH-3-

mnmeTtunl-ammg 3-xnopnupuanH-2-kapooHOBOW KUCMNOTbI;
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[4-meTnn-5-(1-meTun-2-okco-1,2,3,4-TeTparng poXvHONNH-6-1n)-NNpua nH-3-
unmetun]-amug (R)-2-metunnponan-2-cynbPUHOBOW KUCMOTHI;

6-(5-amrHomeTUn-4-MeTMNNMpPuaH-3-un)- 1-metun-3,4-gurng po- 1H-xnHonmk-
2-OH ruapoxnopua;

[4-meTnn-5-(1-meTun-2-okco-1,2,3,4-TeTparni poxXmMHONNH-6-1n)-NMpnauH-3-
mnmetunl-amug, 3,5-4MMeTnnM3okcason-4-kapboHOBOWM KMCMNOTLI;

[4-meTun-5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmMHONNH-6-1n)-NpuanH-3-
unmeTunl-ammng, 3-xnopnupuanH-2-kapboHOBON KUCNOTbI;

[5-(7-dbTOp-1-MeTUN-2-0KCO-1,2,3,4-TETParna pOXMHONNH-6-1n)-4-
MeTUANUPUANH-3-nnveTun]-amug (R)-2-meTnnnponan-2-cynbpuUHOBOW KUCMNOTbI;

6-(5-amnHomMeTUN-4-MeTUNNMPUANH-3-un)-7-gtop-1-metnn-3,4-aurngpo-1H-
XVWHOIMMWH-2-0OH r’MAPOXIOpUa;

[5-(7-bTOp-1-MeTnn-2-okco-1,2,3,4-TeTparng pOXMHONNH-6-1n)-4-
METUNNUPUANH-3-MNMETUM]-amug, 3-XnopnmpuamnH-2-kapboHOBOW KMCMOTHI,

[4-xnop-5-(1-meTnn-2-okco-1,2,3,4-TeTparngpoxXmHONnH-6-mn)-nupnamnH-3-
unveTunl-meTunamma 3-xnopnmpuaunH-2-kapboHOBOW KMCMOTbI;

meTun-[4-meTtnn-5-(1-metnn-2-okco-1,2,3,4-TeTparnapoxXMHONMH-6-un)-
NUPUANH-3-UNMETU]-amug 3-XNopnMpnanH-2-kapboHOBOW KUCMOTHI;

{(R vinun 8)-1-[5-(1-meTun-2-okco-1,2,3,4-TeTparngpoxXMHONUH-6-mn)-nnpuanH-3-
vnj-atun}-amug 3-xnopnupugmH-2-kapboHOBON KUCMOTSI;

TpeT-6yTunosbii 3pup 5'-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxmHONmH-6-un)-
5,6-gurnapo-4H-[3,3'16unupuanHnn-1-kapboHOBON KUCMOThI;

TpeT-6yTUnoBbIN agup {2-[5-(7-TOpP-1-MmeTNn-2-0Kco-1,2,3,4-
TeTparugpoXUHONUH-6-1N)-NMPULUNH-3-UNoKkCu]-3Tnn}-kapbammHOBOW KUCHOTHI;

{2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparngpoxXMHONMH-6-1n)-NMpUAnH-3-nnokeu]-
3TUN}-amug 3-XnopnupuanH-2-kapboHOBOW KUCTOThI;

[5-(4-okco-1,2,5,6-TeTparnapo-4H-nupponol[3,2, 1-ij[xMHonuH-8-un)-nnpmnamnH-3-
nnMeTunl-amug, 3TaHCyrbMOHOBOW KUCMOTbI;

[5-(3-0kco-2,3,6,7-TeTparnapo-1H,5H-nnpna o[ 3,2, 1-ijIXMHONMH-9-1n)-NMpUanH-
3-unmeTun}-amma 3TaHcynbqOHOBOW KUCMOTHI,

[5-(4-okco-1,2,5,6-TeTparnapo-4H-nuppono[3,2, 1-ij]xuHonuH-8-nn)-nnpngnH-3-
mnmeTun]-amung 3-xnopnupranH-2-kapboHOBOW KUCTOTbI;

meTun-[5-(4-okco-1,2,5,6-teTparngpo-4H-nuppono[3,2, 1-ijjxmHonuH-8-un)-
NUPUANH-3-UNMETU]-amug 3-XnopnmpuamH-2-kapOoHOBOW KUCMOTHI;

6-[5-(2-amUHO3TOKCU)-NNPUAUH-3-Un]-7-pTop- 1-meTun-3,4-aurngpo-1H-

XWHOMWH-2-0H MAPOXMNOPUA;
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{(R wvnn 8)-1-[4-meTun-5-(1-metun-2-okco-1,2,3,4-TeTparnapoxXvHONmH-6-mn)-
nnpuanH-3-unl-stun}-amug, (R)-2-metunnponaH-2-cynbhOUHOBOWM KUCHOTbI,

6-[5-(R wnu S)-1-ammHoatun)-4-meTnupnaun-3-unl-1-metun-3,4-gurngpo-
1H-XMHONWH-2-0H ruapoxnopua,;

{(R wnn S)-1-[4-meTun-5-(1-meTun-2-okco-1,2,3,4-TeTparngpoxXnHOnuH-6-mn)-
NUPUAWH-3-UNJ-3aTnn}-amng, 3-xnopnmpugmH-2-kapboHOBON KUCNOTbI;

{(R wvnn 8)-1-[4-meTun-5-(1-metun-2-okco-1,2,3,4-TeTparnapoxXmHONmH-6-mn)-
NUPMAWH-3-unl-aTun}-ammng 3,5-ANMeTUNN3okcason-4-kapboHOBOW KNCMOThI;

{2-[5-(7-pTOpP-1-MeTUN-2-0KCO-1,2,3,4-TETPArNAPOXUHONMMNH-B6-1N)-NUPUANH-3-
WINOKCU]-3TUM}-aMmnz 3TaHCYNIbOHOBOW KUCMOTbI;

{2-[5-(7-pTOpP-1-MeTUN-2-0kCco-1,2,3,4-TETParnapOXUHONNH-6-1N)-NUPUANH-3-
MNOKCK]-3Tun}-ammg 3-xnopnnpuanH-2-kap6oHOBOW KUCMOThI;

N-{(TpaHc)-4-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXmMHONNH-6-un)-NnnpuamnH-3-
WNOKCU]-LMKIOreKCUN}-MeTaHCynboHamMus,;

[5-(7-bTOp-1-MmeTUN-2-0kco-1,2,3,4-TeTparng pOXMHONMNH-6-1n)-4-
METUNNUPUANH-3-unmeTun]-amug, 3,5-4UMeTUNn3okcason-4-kapboHOBOWM KUCHOTLI;

TpeT-6yTunoBbIn  acpup 5-(1-metun-2-okco-1,2,3,4-TeTparngpoxXuHONNH-6-1n)-
3',6'-gurnapo-2'H-[3,4'16unnpugmHmn-1'-kap6oHOBON KUCMOThI;

{2-[5-(7-pTOp-1-MeTnn-2-okco-1,2,3,4-TeTparnapoxXMHONMH-6-un)-nMpuamnH-3-
WIMOKCUW]-3TUN}-MEeTUNaMma 3TaHcynbOHOBOIM KUCTOTbI;

{(R wnm S)-1-[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparngpoxXnHoOnuH-6-mn)-
nnpuauH-3-unl-atnn}-amug, (R)-2-metunnponaH-2-cynbUHOBON KUCMOTbI,

6-[5-((R nnun S)-1-ammHoaTnn)-4-xnopnnpugmnt-3-unl-1-metun-3,4-gurnapo-1H-
XWHOMWUH-2-0H MAPOXNOPUS;

{(R wnn S)-1-[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparngpoxXnHOnuH-6-mn)-
NUPUAWH-3-UNJ-3TUn}-amng, 3-xnopnmpuguH-2-kapboHOBON KUCNOTbI;

{(R vnn S)-1-[5-(7-dTOp-1-MeTun-2-okco-1,2,3,4-TeTparngpoxmHonmH-6-mn)-4-
METUNNUPUAWNH-3-unj-sTnn}-amug (R)-2-meTunnponaH-2-cynsUHOBON KACMOTbI;

6-[5-(R wnn  S)-1-amuHO3TUN)-4-MeTUNNNPUANH-3-UN]-7-pTOop-1-MeTUN-3,4-
Anrnapo-1H-XMHONWH-2-0H rMapoxnopwa;

6-[5-((S)-1-aueTmnnupponunguH-3-unokeu)-NMpUanH-3-unl-1-metun-3,4-
ANrnapPo-1H-XMHONWH-2-0H;

1-meTun-6-{5-[(S)-1-(1-meTunn-1H-nnpason-4-kapOoHnN)-NMPPONNANH-3-
nnokcu]-nupuanH-3-un}-3,4-aurnapo- 1H-XMHOonNuH-2-0oH;

aTunoBbIi  acup  (S)-3-[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoXMHONUH-6-1)-

NUPUAWH-3-UNOKCU]-NMPPONULUH-1-kapOOHOBOW KUCTOTbI;
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{(R wnun 8)-1-[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXmHONmH-6-mn)-
nMpUAnH-3-unl-aTnn}-amug 3,5-4UMEeTUNU3oKcason-4-kapboHOBON KUCMOTh;

{(R vnm S)-1-[5-(7-dTOp-1-MeTun-2-okco-1,2,3,4-TeTparnapoxmHonmH-6-mn)-4-
METUNNUPUAWNH-3-UN]-3TUN}-amug 3-XnopnmpugmnH-2-kapboHOBOW KUCTOTbI;

[5-(7-dpTOp-1-MmeTUN-2-okco-1,2,3,4-TeTparns pOoXMHONUH-6-1n)-4-
METUNNUPUAWNH-3-UNMeTUN]-ammng 5-MeTunmaokcason-4-kap6oHOBOW KUCNOTbI;

TpeT-6yTnnosbin  achnp  5-(1-metun-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-1n)-
3'.4'5' 6'-tetparugpo-2'H-[3,4'|6unupugmHun-1'-kap6oHOBOM KUCNOTbI;

N-{(R wunu S)-1-[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxnHONmH-6-un)-
NUPUANH-3-UN]-3TUN}-NPONUOHaMME;

6-[5-(1-amuHoyuknonponun)-NuprUAnH-3-unj-1-metun- 1H-XMHONUH-2-0H;

[5-(8-dpTOpP-1-MeTUN-2-0kCOo-1,2-AUrNAPOXNHOMNUH-6-UN)-NUPUANH-3-UnNmeTun]-
amug 3TaHCyrnbOHOBOMN KNCMOThI

N-{(R nnn S)-1-[5-(7-pTOp-1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHONMH-6-1r)-
4-MeTUNNNPUANH-3-UN]-aTUN}-NPonUoHamua,

N-[4-xnop-5-(1-meTun-2-okco-1,2,3,4-TeTparng poxXuHONUH-6-un)-nnpuanH-3-
WNMETUN]-NPoNuoHaMng,;

N-{(R vnu S)-1-[4-meTun-5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxnHOnNmH-6-un)-
NUPUAWH-3-UN]-3TUM}-NPONUOHaMUA;

{2-[5-(7-pTOpP-1-MeTUN-2-0KCO-1,2,3,4-TETParnapPOXUHONMNH-6-1UN)-NUPUANH-3-

nnokcum]-atun}-amug 3,5-4uMeTnnmaokcason-4-kapboHOBOW KUCOTbI;

n ux (bapMaHeBTI/I‘IGCKI/I MPUEMIIEMBIC COJIH.

B gactHOM ciyuae, pumepbl coenuHeHnit popmynsl (1), oMMCaHHBIX B TaHHOM TEKCTE, BHIOPAHbI U3

JTYFOTIIHX

6-[5-(2-rnapoKCMaTUNaMmmHo)-NUpuanH-3-unj-1-metun-3,4-gurngpo-1H-
XWHOIMWUH-2-0H;

6-[5-((8)-2-rnapokcumMeTUNNIMPPONUAUH-1-un)-NupuanH-3-unl-1-metun-3,4-
Aurngpo-1H-XUHONWH-2-0H;

6-[5-((S)-2-rnapoKCUMeTUNNIMPPONNAUH-1-UNMeTUN)-NNPUANH-3-Un]-1-meTun-
3,4-anrngpo-1H-XMHOMNMH-2-0H;

6-[5-((S)-2-rnapokcmeTIn-5-okConMppPonNuAuH- 1-unmeTun)-nnpuanH-3-unj-1-
metun-3,4-aurnapo-1H-XMHoNMH-2-oH;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparngpoxXMHONUH-6-un)-nupuanH-3-unvetnnl-
amuj aTaHcyrnbOHOBOM KUCNOTHI;

[5-(7-cpTOp-1-MeTUN-2-0kCOo-1,2,3,4-TeTparni poXMHONNH-6-1N)-NNPUAUH-3-
WUNMEeTUN]-aMUA 3TaHCyNbGOHOBOWN KUCMOTI;

1-meTunn-6-[5-(2-okconmpponuamnH-1-nnmeTun)-nnpuauvt- 3-unl-3,4-gurngpo-1H-
XWMHOIMH-2-0H;

6-[5-((R)-1-rngpokcnmeTnn-2-MeTUNNPONUNamM1MHO)-NMPUANH-3-un]- 1-meTun-

3,4-amrnapo-1H-XMHOMNH-2-0H;

n ux (bapMaHeBTI/I‘IGCKI/I MPUEMIJIEMBIC COJIN.
KpOMe TOT'0, KOHKPETHBIC TPUMCPBI COCHI/IHGHI/Iﬁ (l)OpMyJ'ILI (I), OIIMCAHHBIX B JAHHOM TCKCTC, BI)I6paHLI us3

CJICAYIOUINX:
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[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-UN)-NMpUaNH-3-UnmeTun]-
amug, 3,5-gumetmnusokcason-4-kapboHOBOW KUCHOThI;
1-meTun-6-[5-((S)-1-nponMoHNNNMPPONUANH-3-UNOKCK)-NNPUANH-3-1n)-3,4-
Anrngpo-1H-xMHONMH-2-oH;
[5-(1-meTun-2-okco-1,2,3,4-TeTparng poxXMHONNH-6-1n)-nMpuanH-3-unmeTun}-
amug, 5-metTunusokcason-4-kapboHOBOW KUCMOThI;
{2-[5-(1-meTun-2-okco-1,2,3,4-TeTparnipoxmHONnH-6-1n)-NMpuaANH-3-Mnokeul-
aTun}-amug 3,5-4MMeTUNN3oKCason-4-kapGoOHOBOWM KUCMOTbI;
{2-[5-(1-meTun-2-okco-1,2,3,4-TeTparngpoxXmMHONNH-6-1n)-NMpUanH-3-Unokcu]-
atun}-amug 1-metun-1H-nnpason-4-kap6oHOBOW KNCMOThI;
[5-(1-meTnn-2-okco-1,2,3,4-TeTparnapoxXMHONNH-6-UN)-NMpuanH-3-unmeTun]-
amung, 3-xnopnupuanH-2-kapOoHOBOW KUCMOThI;
[5-(7-pTOpP-1-MeTUN-2-0kCO-1,2,3,4-TETParng pOXMHONUH-6-1N)-NNpuAnNH-3-
mnmeTun}-ammg 3-xnopnupuanH-2-kapboHOBOW KUCMOTbI;
7-pTop-1-meTun-6-[5-((R)- 1-nponnoHnnnnpponuauH-3-nnokeu)-nmpuanH-3-munj
3,4-anrng po-1H-xnHoNnH-2-oH;
{1-[5-(1-meTun-2-okco-1,2,3,4-TeTparng poxXMHONNH-6-1N)-NMpUANH-3-1n]-
LuKronponum}-amma 3-xnoprnvpuamnH-2-kapboHOBO KNCIOTbI;
{1-meTtun-1-[5-(1-meTuUn-2-okco-1,2,3,4-TeTparngpoXMHONUH-6-1)-NNpUanH-3-
un]-aTun}-ammg 3-xnopnmpuanH-2-kapboHOBOW KUCNOTbI;
{1-[5-(7-dTOp-1-MeTnn-2-okco- 1,2, 3,4-TeTparn poXMHONUH-6-1N)-NNPUAUH-3-
un]-yuknonponun}-amug 3-xnopnupuimnH-2-kapOoHoBOW KUCMOTbI;
{(TpaHc)-4-[5-(1-meTnn-2-okco-1,2,3,4-TeTparni poxXMHONUH-6-1n)-NNpuauH-3-
WINOKCU]-LMKNOrekcun}-amug, 3TaHcynbOHOBON KACNOThI;
[5-(7-pTOpP-1-MeTUN-2-0KCO-1,2,3,4-TETParng POXMHOMNUH-6-UN)-NNpUAMH-3-
wnmeTtun]-amug 1-metun-1H-nmpason-4-kapboHOBOWM KMCNOThI,
{1-metun-1-[5-(1-meTun-2-okco-1,2,3,4-TeTparngpoXMHONNH-6-1)-NMpUaNH-3-
vn]-3TUn}-amma 3TaHCyNbPOHOBOW KUCMOTbI;
6-{5-[2-(1,1-ANOKCO-1AB-N30TUA3ONNANH-2-UN)-3TOKCH]-NNPUANH-3-Wr}-1-
meTnn-3,4-aurnapo-1H-xMHONWH-2-0H;
{(R wnn S)-1-[5-(7-Top-1-meTun-2-okco-1,2,3,4-TeTparnapoXMHONNH-6-nn)-
NUPUANH-3-UN]-3TUN}-aMug 3TaHCyNbOHOBOW KUCNOThI;
{8 wmu R)-1-[5-(7-TOp-1-MmeTun-2-okco-1,2,3,4-TeTparnapoXMHONMNH-6-nn)-
NUPUANH-3-UN]-3TUN}-aMug, 3TaHCYNbOHOBOW KNCIOTbI;
MeTun-{2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparng poXnMHONNH-6-1n)-nMpuamnH-3-
WINOKCU]-3TUN}-amng 3TaHCyNbPOHOBOW KUCMOTHI;
[5-(4-okco-1,2,5,6-TeTparmgpo-4H-nmppono[3,2, 1-ijIxMHonuH-8-un)-nupuanH-3-
nnveTunl-aMmug, STaHcynbOHOBOW KUCIOTbI;
N-{(TpaHc)-4-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnipoXuHONNH-6-1N)-NNpuauH-3-
WIOKCU]-LMKITOreKCUIT}-METaHCYNbPOHaMUE,;
[5-(7-dbTOp-1-MeTnn-2-okco-1,2,3,4-TeTparng poOxXmHONNH-6-m1n)-4-
METUNNUPUAUH-3-unvetun]-amug 3,5-AMMeTUNM3IoKCa30m-4-kapbOHOBOW KUCTOTbI;
TpeT-6yTunosbIi adup  5-(1-meTun-2-okco-1,2,3,4-TeTparnapoxXMHONnH-6-un)-
3',6'-gurnapo-2'H-[3,4'16mnmpmanHmnn-1'-kap6oHOBOM KNCMOTI;
{2-[5-(7-dpTOpP-1-MeTnn-2-okco-1,2,3,4-TeTparn poXmMHONUH-6-1n)-NMpUauH-3-
WINOKCU]-3TUM}-METUNaMUG 3TaHCyNbGOHOBOW KUCMOTbI;
{2-[5-(7-dpTOpP-1-MmeTnn-2-okco-1,2,3,4-TeTparn poXmMHONNH-6-1n)-NMpUauH-3-
nnokeu]-aTun}-amug 3,5-4UuMeTUnmM3okcason-4-kapboHOBOW KUCMOTbI;
1-metun-6-{5-[(8)-1-(1-meTnn-1H-nnpason-4-kapboHunn)-nNMpponnanH-3-

WNOKCU]-NMNPUAUH-3-un}-3,4-aurnapo- 1H-xuHONMH-2-0H;

1 uX (apMareBTHIeCKH IPHUEMIIEMBIE COJIH.

Takoke onmrcaHbl CITOCOOBI TTOTydeHUs coequHeHui popmysr (I), omICaHHBIX B JAHHOM TEKCTE.

[Monyuenne coequaennii popmyisl (1) mo HacTosAmEMY H300PETEHUIO MOKHO TIPOBOJINUTD MapajlieIbHBIMU
WM CXOJISIIUMUCS TyTMHU cuHTe3a. CocoObI CHHTE3a MTOKa3aHbl HA HIDKE CIIEAYIOIUX 0o0Imux cxemax. HaBbl-
KH, HEOOXOAMMBIE AJIsi MPOBEACHHUS PEaKIMd W OYUCTKU MOJYYCHHBIX MPOAYKTOB, JOCTYITHBI CICLHUAIHNCTY B
JAHHO¥ 00JIaCTH TEXHHUKH. B ciiydae eciu B X0Jle PeaKIMy MOTyYaroT CMECh SJHAHTHOMEPOB WIIA THACTEPEOME-
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POB, 3TH YHAHTHOMEPbI WJIH IMacTEpPEeOMEPBl MOXKHO Pa3AeINuTh Cioco0aMt, PAaCKPHITEIMU B JAHHOM OITMCaHHH,
WIN CIIOCO0aMM, N3BECTHBIMH CIICIUAINCTY B JaHHOW OOJIACTH TEXHHWKH, TAKMMH Kak, HalpuMmep, XupaibHas
Xpomartorpadus WM KPUCTAIIH3aHA. 3aMECTUTEIN U WHICKCHI, HCIIOJIB30BAHHBIC B HIDKE CIICIYIOIIEM OIIHCa-
HHUH CIOCO0O0B, UMEIOT 3HAYCHHE, PACKPHITOE B JAHHOM TEKCTE.

B HacrosmeM TekCTe MCTOIB30BaHBI ciemyromue abopeBuatypel: AcOH = ykcycnast kuciora, BOC =
TpeT-0yTunokcukapoonmwi, Buli = 6yrmwmumtuii, CDI = 1,1-kapbormnguumunazon, CH,Cl, = muxmopmertas,
DBU = 2,3,4,6,7,8,9,10-okraruapormpumuno| 1,2-aJazerua, DCE = 1,2-muxnopatan, DCM = mnuxjiopMmeTaH,
DIBALH = pmmoOyrunamomunuiiruapug, DCC = N, N'-gumuknorexcuminkapoonuumug, DMA = N,N-
mumermnaneramun, DMAP = 4-guvetunamunonupuaud, DMF = N ,N-mumernndopmamun, EDCl = N-(3-
JuMeTHIaMuHOIponvi)-N'-aTrikapooanumuy, ruapoxsiopun, EtOAc = stunanerar, EtOH = sranon, Et,0 =
mTHIoBBIH 2dup, EtsN = tpustmnamun, eq = skBuBaientsl, HATU = O-(7-a3abenzorpuazon-1-umn)-1,1,3,3-
TeTpaMeTHIIyponuii rexcadropdocdar, BOXKX = BricokoaddexTuBHas xuakoctHas xpomarorpadus, HOBT =
1-ruppokcubensoTpuasoin, ocHoBanne Xynura = iPr,NEt = N-stun-gunzonponminamus, IPC = texHomornue-
ckuit koHTponb, LAH = amomorunpun mutus, LDA = muruiinguusonponwiamun, LiBH, = Goporunpua nurws,
MeOH = metanon, NaBH;CN, nuano6oporuapun Hatpust, NaBH, = 6oporuapusa Hatpus, Nal = noaun HaTpws,
Red-Al = nHarpuit 6uc-(2-metokcudTOKCcH)amomuuauil Tunpua, KT = komuatHas Temmneparypa, TBDMSCI =
TpeT-OyTunauMetwicuniaxiaopun, TFA = tpudropykcycnas kucnora, THF = terparuapodypaH, KoaudecT. =
KOJINYECTBEHHBII.

Cxema la
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X7 Sa R

4
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X = ranoren uiau OSO,CF;.
O\
/BH
R'"" u R'®, manpumep, BMecTe ¢ aToMOM 60pa, K KOTOPOMY OHH TIPHCOEIMHEHbI, 06Pa3yioT °

R'® 0603Hauaer 3aMECTHUTENH, TTOKa3aHHbIe, HATIPUMEP, Ha cXeMax 2a u 2b, T03BOJISIONINE OCYIIECTBUTH
JlajbHelIee mpeBpalieHue B R® Ha 6osee MO3JHEN CTaJuH CUHTE3A.

Jlakramsl 1 (cxema la) XOpOIIO M3BECTHBI MIIM UX MOXKHO TIOJIyYHTh CIIOCOOAMH, ONMHCAHHBIMU B JaHHOM
TEKCTe, WM U3BECTHBIMH CHEINAIICTY B JaHHOH 00JIaCTH TEXHUKH (CM. Takke cxemy 1b: apyroii criocob cuH-
Te3a COeMHEHHH 5 U 7); coenuHeHNs 1 MOXHO aJKMIIMPOBATh 0 aTOMY a30Ta C IIOMOIIBI0 OCHOBAHHMS, TAKOTO
KaK TMIPUI HATPHs WINM TPET-OYTOKCH[ HATPUS WM KaJIUs, C MOCIEAYIOIUM J100aBIeHUEM aJKHIMPYIOIIETO
arenta (opmyisl R'-X, rie Y mpejcrasisier coGoii TaloreH, TO3WIAT MM ME3UIAT, B PACTBOPHTENIE, TAKOM KaK
DMF wunu THF, npeanodruTtensHo B TemneparypHoM auana3oHe Mexay 0 u mpumepHo 80°C, ¢ momydenuem N-
AJKWIMPOBAHHBIX JIJAKTaMOB 2 (CTamus a).

Peaxnust maktamoB 2, Hanpumep, ¢ 4,4,4',4',5,5,5',5'-okramernn-2,2'-6u(1,3,2-5 nuokcabopoanom) B pac-
TBOPHTEIAX, TAKUX KaK AUMETWICYIb(OKCHI WIM TUOKCAaH, B MPUCYTCTBUH alleTaTa Kalus M KaTalH3aTOpOB,
takux kak (1,1'-6uc-nmudennndocduno)dpepponen)namnaauii-(I)guxmopua (komreke 1:1 ¢ AUXIOpMETaHOM),
TIPH TeMIIepaType BIUIOTH 0 mpuMepHo 100°C, maet mponsBoHbIe 60poHOBOTO 3dupa 3 (cTamus b). Konaenca-
1ust 60pOHOBOTO 3Hpa 3 C MOMOIIBI0 TOIXOAAININX APWITATHIOB 4 WK 6 (BOZMOXKHBIE ITyTH CHHTE3a apuira-
0B 4 uiam 6 cM. Ha cxeMax 2) MOYKHO OCYIIECTBHTH B yCIOBHAX peakunu Cy3yku, HalpUMep B MPUCYTCTBUU
KaTaJM3aTOpPOB, TaKMX Kak Tpu-o-roiwidochun/mamnamuii(ll)anerar, Terpakuc-(rpudenmndocdun)naniaimi,
ouc-(tpudenundocoun)nammamnui(l)xmopuny  wm  auxiop[1,1'-6uc-(mudenundpocduno)peppoueH]namia-
qui(IT), Bo3aMokHO B opMe KoMIuIeKca ¢ aAuxiopMeTanoM (1:1), 1 B IpUCYTCTBHH OCHOBAHHS, TAKOTO KaK BOJI-
HBII WIIM HEBOAHBIN pacTBOp (ocdara Kanus, HATPHUS MM KapOOHAT KalMs, B paCTBOPHUTEIIE, TAKOM KakK JUMe-
THIICYNB(OKCH, TOIYOJ, 3TAaHOJ, AUOKcaH, TeTparuapodypan mim N,N-aumetmindhopMaMun, 1 B HHEPTHOH at-
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Mocdepe, HarpuMmep B atMocdepe aproHa WiIK a3oTa, B TEMIIEPATypHOM JIHANa3oHe MPEIIOYTHTENEHO MEXKITy
KOMHaTHOU TeMrieparypoii u npuMepHo 130°C, ¢ momydeHuem annyktoB 5 min 7 (ctaguu c). CoenuneHus 7
MOJKHO Jajee IpeBpamarbh B COeAWHEHHs oOmel GpopMynsl 5 crocobaMu, ONMCaHHBIMH B HHYKECIIETYIOITIX
cXeMax, MpuMepax, WM Coco0aMu, XOPOIIO U3BECTHBIMHY CIICITHANKMCTY B TAHHOW 00J1aCcTH TeXHUKH (cTamus d).

[TpousBoaHbIEC TajgoreH-HUTpONMpHUaAnHA § (cxeMa 1b), B KOTOPBIX 0 MEHBIIEH Mepe OUH aToMa BOJOPO-
J1a 3aMelIeH rPyToit R’ B OPTO-MON0KEHNH 110 OTHOIICHUIO K HUTPOTPYIINE, BBOAAT B peakiuio ¢ 1-xmop-1-R’-
MeTaHCYIb(POHMI-4-METHIOCH30JIOM B pacTBOpHUTENAX, Takux kak THF, u B mpuCyTCTBHM OCHOBaHUS, TaKOTO
kak TpeT-BuOK, B TemneparypHoM auama3one Mexay -78°C 1 KOMHATHOW TeMIlepatype, ¢ IOJydeHHEM PEeTHO-
n3oMepHbIX cynbdoHoB 9 u 10 (cramus a). B pesynprare 06padotku cynbhoroB 9 u 10 ¢ momoinsio 3¢hupos
raJloreHYKCYCHOM KHCIJIOTHI B pacTBopHTelnie, TakoM Kak N,N-muMerwiadopmamua, ¥ B NPHUCYTCTBUU CI1abOTO
OCHOBAHMSI, TAKOTO KaK, HapUMep, KapOOHAT HATPHs WM KaJus, NPEANOYTUTEIBHO B TEMIIEPATypHOM JMara-
30HE MEX/y KOMHaTHOH Temneparypoii u npuMepHo 80°C, moaydaroT aaayKTsl 3UpOB yKCYCHOH KUCIOTH 11 1
16 (cragus b). Bxone peakuuu Cy3yku agaykToB 11 1 16 ¢ mOIXOIANIMMHU MPOU3BOTHBIMU T€TEPOAPUIOOPOHO-
BOM KHCIIOTHI B YCJIOBHSX, OTIMCAHHBIX JIUIS CTaauu ¢ (cxema la) momy4aroT aanykTel 12 u 17, comepxkamue oc-
TaTKH aKpUIOBOTO 3(Hpa, C COMYyTCTBYIONINM OTIICTUIEHHEM 4-MeTHIOEH30JICYIb(OHUIBHBIX TPYIIT (CTAIHS C).
B pesynbraTe KaTAIUTHYECKOTO THAPUPOBaHUs, Hanpumep, ¢ nmomomisio Pd/C u AcOH B MeTaHo€ TIpH MTOBBI-
MIEHHOHW TeMIiepaType U npH AasieHun H,, paBaom mpumepHo 50-200 GyHT/KB.II0MM, MOIyJatoT JaKTaMbl 13 1
18 (cramus d). [Ipu o6padoTke akTamMoB 13 U 18 amKUIUPYIONIMM areHTOM, TaKUM KaK ajJKWI- WIH HUKI0AI-
KAJ-TaJTUJI, aJIKWI- WA TUKIOANKHUII-TO3WIAT, WM K€ alKWI- I [UKIOATKAI-ME3MIaT, B paCTBOPHUTEINE, Ta-
koM kak THF umu N,N-mumeTtmidopmamui, B IpUCYTCTBHA OCHOBAHUS, TAKOTO KaK TUAPHI HATPUS WIIA KaJns,
npeanovTuTenasHo okoso 0°C, mony4aroT ajJKHIMpOBaHHBEIE JIakTambl 14 u 19 (cragust e). AIKWIMpOBaHHEBIC
naktambl 14 1 19 MOXHO Janee mpeBpamaTh B coequHeHus odmeid dpopmynsl 15 mwmm 20 criocobamu, onmcaH-
HBIMH B HIDKECIIEIYIOIINX CXeMaX, IpHMepax, WM Cloco0aMy, XOPOIIO M3BECTHBIMHU CIICIHAINCTY B JAHHOH
obnactu TexHuKH (ctaans f).

Cxema 1b

18

X = ranoren uiau OSO,CF;.
R'® 0603HauaeT 3amecTuTeNH, MOKA3aHHbIE, HAIpUMep, Ha cxemax 2a # 2b, MO3BOJISIONIUE OCYIICCTBUTh
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Z[aJ'H;HGI/IHIee IMpeBpaIlcHuc B R Ha boltee HOS,HHCI/I CTaguu CUHTC3a.

R? 1—H TaJIOTEH, KW, MAKIOAJIKUI UIIA TaJIOT €HIIUKIOAIKUIL.
Cxema 2a
R'® N 15
e R
HN z -
J: j\ /X + \R1a a /E\ ]\ /N\R1E
TNukkep® — X7 A Nuukep®
101 102 103
R \ /R‘!B
ﬂMHKep A ﬂMHKep
104 105
o)
- OAJ'IKI/IJ'[ OAnknn
L Au—il < %11
TuHkep® nHKep® TnHkep®
106 107 108
R140
R13 ‘\
e N OAnKvm 9.h N R'®
w == L 0
NS
X7 "A*" Tunkep® A? J'IMHKep
109 110

X = ranoren uau OSO,CF;.

Ha cxemax 2a u 2b onrican Bo3MOXHEIH cuHTe3 apwiranunos 103, 105, 110, 114, 117 u 121, koTopsie co-
OTBETCTBYIOT apwiranuaam 4 u 6 Ha cxeme 1.

Tepmunb "MUHKEDP", UCTIOIH30BAHHBIE HA CXeMe 2a, UIMEIOT CIIEAYIOIIee ONpeIeICHIE.

Jluakep® = -0,-(CR’R'%),-(CR''R'?),-(CR"R"),-, -NmR” (CR’R'"),-(CR"'R"?),-(CRPR'"*),- ot -S,,(O),-
(CR°R'"),- (CRIIRIZ) (CR”R”)

JInakep® = -O,-(CRR'%),- (CR“R”)P-, N,R"-(CR’R"’),-(CR''R"),- 1 -S,(O),-(CR’R'"),-(CR''R %), -.

JInakep® = -O,,-(CR’R'%),-, -N,,R- (CRQRIO)H A -Sp(0),- (CRgRl Vo

Coennnenns 101 (cxema 2a), Hecylre anupaTHIECKUH JTUHKEP’, BBOIAT B PEAKIHIO C aMHHOCOEIMHEHH-
eM 102 nmubo Kak ¢ TaKOBBIM, JINOO mociie 00pa30BaHMsI aHHOHA, HAIIPUMED C THAPUAOM HATPUs, B PACTBOPHUTE-
11X, Takux Kak N,N'-muMerundopmamua, B TeMrepaTypHoM auarnasone mexxay 0 m npumepHo 100°C, ¢ momy-
yerueM annykToB 103 (cramus a). Coenuuenust 101, B KOTOPBIX JHHKEP' OTCYTCTBYET, BBOJISAT B PEAKIIUIO C
aMuHOCOeuHeHussMH 102 (R16 mpeacTapusier coboit H, ankwi, ranoreHanKui, MAKIOATKHI, TaTOTCHIMKIIOAN-
KWJ, THAPOKCHATKII, AJIKOKCHAIKWJ, TaJIOTCHAJKOKCHAIKII, (PEHMIAIKWI, 3aMEIICHHBIN (DeHMITaIKII, apui,
3aMEMICHHBIA apuil, TETEPOIIKIOATKI, 3aMEIICHHBIH TeTePOIMKIOATIKIII, TeTepOapmil WK 3aMEIICHHBINA TeTe-
poapwmi), MO0 HEMOCPEICTBEHHO B NPUCYTCTBHH OCHOBAHU, TAKOTO KaK OCHOBaHHE XYyHHWTa, B PaCTBOPHUTEIIE,
TakoM Kak OyTaHOJ, M MPHU TOBBIIIICHHON TeMIepaType, n6o B xoae Pd(0)-kaTanmn3upyemMoii peakiiuu aMUHUPO-
BaHUs (KOHAeHcanus byxBanbna-XapTBura) B HHEpTHON aTMocdepe, HanpuMep B aTMochepe aproHa WK a30Ta,
B TPUCYTCTBUM MaUIAJMEBOT0 KaTajgu3aTopa, TaKoro Kak Tpuc-(aubeH3nauaeHaneToH)aumamiaanii(0)
(Pd,y(dba);) mmm anerar namwtagusa(Il) (PA(COOCH;),), hochunoBoro nmranna, Takoro xak tpudenuidocdun,
rac-2,2'-0uc-(mudenundocouno)-1,1'-6unadgramna  (rac-BINAP)  wmwm  (R)-(-)-1-[(S)-2-(aummkiorexkcui-
¢docuno)peppouenun]aTua au-Tper-OytuipochuH 1 ocHoBaHuA, Takoro kak Cs,CO; i KOt-Bu, B pacTBo-
pHUTEIe, TAKOM KaK TOJYOJI, 3TAHOJ WM BOJA WJIA MX CMECh, PH KOMHATHOW WJIM TOBBIMICHHON TeMIieparype,
IPY 3TOM HarpeBaHWE MOKHO OCYHIECTBISITH CTAHAAPTHBIM CITIOCOOOM HWIIM 3a CYET MHKPOBOJIHOBOTO OOJyde-
HHSA, C TOJYYEHUEM 3aMENIEHHBIX aTyKTOB 103, B KOTOPHIX JMHKEP® OTCYTCTBYET (CTamus a).

Coemuuenns 101, B KOTOPBIX JIHHKEp® OTCYTCTBYET, BBOAAT B PEaKIHIO ¢ aMHHOcoeanHeHmsvu 102 (R'
npezcraBisier co6oit -S(0),R'%, -S(0),0R", -S(0),NR"*R", -C(O)R"®, -C(O)OR"® mmu -C(O)NR'®*R") B pac-
TBOPHUTENAX, TAKUX Kak 1,4-muokcaH, B mpucyTcTBUM noauaa menu(l), kapObonara Kamus WM 1E3Usl, U XEIaTH-
pyromero 1,2-muaMUHOCOSAMHEHHUS, Takoro kKak N,N'-IHMeTHIdTUICHIMAaMUH WU TpaHc-1,2-THaMUHOTEeKCaH,
NIPY TOBBIIIEHHOH TeMIepaType, IPEAIOYTHTEIFHO ¢ MTOMOIIBI0 MUKPOBOJIHOBOTO HAarpeBaHMs, C MOTyUCHHEM
3aMENIEHHBIX a[IyKTOB 103, B KOTOPBIX JIMHKEP® OTCYTCTBYET (CTaaus a).

C MOMOMIBI0 MOAXOJSIIUX CIIOCOOOB BOCCTAHOBUTEIHFHOIO aMUHHPOBAHUS, TAKHX Kak, HaIpumep, oopa-
00TKa anpJaeruioB Wik KeToHOB 104 u moaxoaamux aMmuHocoenuHeHuit ¢ momoinsio NaBH(OAc);, B ogHy cTa-
JIIIO, B PACTBOPHTENE, TAKOM KaK METAHOII, MPEIMOYTHTEIEHO MPUMEPHO TIPU KOMHATHON TeMmepaType, Wik B
JIBE CTaIUH, CHaYaja IMyTeM o0paboTKH u3omponokcuaoM tutana (IV) B pacTBOpHTENSAX, TAKHX KaK METaHOI
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WIH TOJYOII, TIPSAMIOYTHTEIBHO PU TEMIIEPAType MEKAY KOMHATHON M TeMIIEpaTypoi (ierMbl pacCTBOPHUTEIICH,
¢ nocneayrouier peakuueit ¢ NaBH,, npennoururensso npu temneparype mMexxay 0°C u koMHaTHOH, IEpeBOAST
anpaeruabl Wik ketousl 104 B amuaOcoenuHeHus 105; win, kKak BapuaHT, UMUHBI, TTOJTy9€HHBIE TIOCIEe 00paboT-
K1 m3ompomnokcuaoM Tutana (IV), MoXxHO BEIIapuBaTh, 3aTEM IMIOBTOPHO PAaCTBOPATH B PACTBOPHTEIIE, TAKOM KaK
THF, u obpaGatsiBath peakriBoM 'prrbspa R'°MgX, mpeanouTuTensHo mpy TeMIEpaType B HHTEpBale oT -40
110 0°C, ¢ HoNydeHHeM aMHHOCOeIMHeH T 105, BKIIOUAIOMIIX KOHKPETHBIN 3aMmectutens R' (cragms b).

Anprernapl 1 KeToHsl 106 BBOAAT B peaknuio XopHepa-OMMOHCA C MCIOIB30BAHUEM TaKUX PEarcHTOB,
KaK JUMETHI(METOKCHKapGOHIT)METHIPOCHOHAT, BOSMOKHO CONCPIKALIMIT TOMONHATEIBHEIHA 3aMecTuTens R
MPY METWJICHOBOH TIPYIIIE, U OCHOBAHMs, TAKOTO KaK THIPH] HATPUS, B PACTBOPHUTENE, TAKOM KaK TCTParuapo-
(ypaH, IpenOYTUTEIBHO TP TeMIlepaType B HHTepBasie Mexkay 0°C u Temnepatypoil (hierMbl pacTBOPHUTEIS,
C TOJyYeHHEM HEHACBIIICHHBIX 3¢upoB 107 (cramus c). BoccTaHOBICHHE ABOWHON CBSI3M B HCHACBHIIICHHBIX
a¢upax 107 MOKHO OCYIECTBUTbH, HAIIPUMEP, C MCHOIB30BAaHUEM CMECH XJIOpHIa HUKENST U OOporuapuaa Ha-
TpHS B KAYECTBE BOCCTAHOBUTEIICH, B PACTBOPHUTEIISAX, TAKUX KaK METAHOJI, MPEAIOYTUTEIFHO MIPH TEMIIEPAType
B uHTepBasie Mexny 0°C m KOMHaTHON TemmeparypoH, ¢ moiydeHueM >¢upos 108 (cragus d). Anbda-mMoHO-
WK au3amerieHnbie 3Gupbl 109 MokHO crHTEe3upoBaTh U3 dupos 108, myTreM 00pabOTKH OCHOBAaHUEM, TAKUM
kak LDA wim HMDS, B pacTBopuTeNsX, TaKuX Kak Terparuapodypan wik 1,2-TUMETOKCHITaH, C TIOCIEayIO-
MM 100aBICHUEM OTHOTO WM TOCIIEA0BATENFHO ABYX PA3IHYHBIX aJKWITAIHIOB, IPH 3TOM PEAKLIUIO Tpea-
TTOYTUTENILHO TIPOBOSAT TpU Temriepatype Mexay -78°C m komHaTHOU (ctamus €). Ddupsl 109 MokHO nanee
mpeBpamnaTh B aMuHocoeuHeHns 110, KOTopble MOTYT BBICTYIIATh B Ka4eCTBE COSAMHEHNH 4 wim 6 Ha cxeme 1,
HarpuMep, yepe3 oOpa3oBaHNE aMH/a C IIOMOIIBFI0 aMMHaKa B METaHOJIE TIPUOIM3UTEIHHO P KOMHATHON TeM-
neparype, neperpynnupoBky ['odmanna, 06pabOTKy TMAPOKCHIOM HAaTpHsi U OPOMOM, B PacTBOPHUTEIE, TAKOM
KaK 3TaHOJ, IPEANOYTHTEIHHO IIPH TeMneparype B uHTepBajie Mexay 0°C u Temneparypoit ¢uierMsl pacTBOpH-
Tens, U nocneayomee BeeaeHue 3amectureneii R' u R'® (cramuu f, g, h) cocoGamu, H3BECTHBIME CTIEIMATHCTY
B JJAaHHOW OOJIACTH TEXHUKH.

Awmmnocoequaenns 110 MOXXHO MOIydUTh THAPONN30M 3¢hupoB 109 10 COOTBETCTBYIOIMX KHCIOT, C TO-
cienyromieir oopadbotkoit mudennndochopunazumom, TEA, B pacTBopuTene, TaKOM Kak TOJIYOJ, MPEAIIOYTH-
TEJBHO TIPH TeMIrepaType (IerMsl, ¥ MOCIeayIomel 00paboTKol ¢ TOMOIIBIO, HATIPAMED, HATPHUS TPHUMETHIICH-
JIaHOJIsITa, B pacTBopuTele, TakoM kak THF, npeanouturensHo npumepno nipu KT, ¢ mocieayomum BBeIeHHEM
zamectureneii R u R'® (craann f, g, h) crocoGamu, H3BECTHBIME CIICHHATHCTY B JAHHOH OOIACTH TEXHUKH.

JluranmoreH- nwim auTpudIaT-3aMenieHHbIe reTepoapoMaTuieckue coenuuenus 111 (cxema 2b) BBOmsT B
PEaKIMIo C HEHACHIIIEHHBIMU ITPOU3BOIHBIMU OOpPOHOBOIT KHCIOTHI 112 B ycioBusax peakimu Cy3ykd, Kak OITH-
CaHo Ha cxeme 1, cragus c, 9To MpUBOIUT K ajgmykram 113 (cramus i). [lyrem ynanenust 1BOWHOH CBSI3U B CO-
eauHeHMsX 113, HanpuMep KaTaTUTHYCCKUM THAPOTCHUPOBAHUEM, C IMOCICAYIOIIUMY JOTOTHATSIEHBIMU CTaH-
JApTHBIMU CHHTETHYECKUMH MOAN(HUKAINSIMH, IepeBoIAT coeannenus 113 B cunronst 114 (cranus k).

C nomotpto peakuuu coequHennit 111 ¢ amunocoenuuenusimu 115, npoBoAMMON B YCIOBHSIX, OMIUCAHHBIX
IUIsL TipeBpaleHus coequHernit 101, B KOTOPBIX JIMHKEP' OTCYTCTBYET, B coemuuenus 103, momydaror coenaune-
Hus 116 wiu 117 (cragus ). Coenunenns 116 MOXHO MpeBpaIaTh ¢ MOMOIIBIO JOMOTHUTEIBHBIX CTAHIAPTHBIX
CHHTETHYECKUX MOTU(PUKAIINN B CHHTOHKI 117 (cTamus m).

®enonel wim THOGEHOIHI 118 BBOIAT B peakiuio co crimptamMu 119 B ycrmoBusx peakiun MuiyHoOy, Ha-
npuMep ¢ TpUPeHmIHOCHUHOM M JU-TPET-OYTHII-, AUH3OMPONHI-, TUITHIA30ANKAPOOKCHUIATOM WiIH Tu(4-
XJIOpOCH3MIT)a30AMKApOOKCHIIATOM B KadeCTBE PEarcHTOB, B PACTBOPUTENAX, TAKUX KaK TOJIYOJN, JMXJIOPMETaH
WM TeTparuapodypaH, MpearmodTUTENBHO TPH KOMHATHON TeMIepaType, ¢ moiydenueM aamykros 120 wmm 121
(crammst n). Coennnenust 120 MOXHO NpeBpaIIaTh C MOMOIIBIO JONOIHUTEIBHBIX MOAU(UKAIMI B CHHTOHBI 121,
NpUYEM TaKue MOTU(UKAIMK BKJIIOYAIOT OKHCIEHHE 110 aTOMY CEpBI JI0 COOTBETCTBYIOIIETO CYIb(OKCHIA HITH
cynb(hoHa, HAPUMEP C MOMOIIBIO M-XJIOPIIEpOEH30HHOM KUCIIOTHI (CTaaus 0).
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Cxema 2b
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X = ranoren uau OSO,CF;.

Réyunm R'

o}
\
BH
/
101 102 ©
R™ u R, Hampumep, BMecTe ¢ aToMOM Oopa, K KOTOPOMY OHH IMPUCOSAUHECHEI, 00pa3yIoT
R'” 06o3HauaeT 3amecTHTENH, TO3BONAIONINE OCYIICCTBUTH JabHeilnee mpespamenue B R® Ha Gomee
MO3JHEN CTaIuH CHHTE3A.
Taxoke omnmcan criocod monxydeHus coequHeHus Gopmysl (I), onpeneeHHOTo BhIIIe, BKITIOYAOINN peak-

o coenuueHus popmynsl (1) B mpucyrcTBum coenuaenns Gopmysst (111)

N
| A
101 = 6
5 R X A R s
R

I

1

= YB\Rmz am RZ
3

F|{1 R (I ||?’ R 1)

rae Al, A2, A’ R Rl, Rz, R3, R4, R’, R°uR’ TaKOBBI, KaK ompezeneHo B Gopmyre u3odpeTeHus B 1.1, u T1ae
X mpencTaBiseT coO0H rajoreH win Tpudar, R g R MIPEACTABISAIOT COOON aTKHJI, MTAKIOATKHII, UITH BMe-
CTE C aTOMOM 00pa, K KOTOPOMY OHH TPUCOCAMHEHBI, 00pa3yroT OOPOTaHNUIL.

B yacTHOCTH, B IPUCYTCTBHH KATaIH3aTOPOB, TAKHX KakK TpH-O-Tonmiadochun/mammaauii(Il)amnerar, Terpa-
kuc-(rpudenundochun)namiaguii,  Oouc-(tpudenundocoun)namagui(ll)xmopun nim  guxmop[1,1'-6uc-
(mudpenmndochuno)pepponeH|namianuii(ll), Bo3moxkHO B opMe KoMInIiekea ¢ auxiopmeranoM (1:1), u B mpu-
CYTCTBHH OCHOBAHWsI, TAKOTO KaK BOJHBIN WM HEBOAHBIA (hocdar kanms, kKapOOHAT HATPHSI WK KaJIHs, B pac-
TBOpHUTENE, TAKOM KakK JAUMETHIICYITb(POKCHA, TOIYOJd, 3TAaHOJN, IHOKCaH, Terparuapodypan wmmm N,N-
muMetmihopMaMuI, ¥ B HHEPTHON atMocdepe, HampuMep B aTMocdepe aproHa Wi a30Ta, B TEMIEPaTypHOM
JMamna3oHe, B YaCTHOCTH, MEXIy KOMHATHOHN TeMrieparypor u npumepro 130°C, nmpu 3Tom Al, A2, A3, Rl, Rz,
R’ R*, R®, R® u R takoBsl, kak ompeznencro B GopMyite n3o6perenns B 1.1, 1 rae X mpeacTasisier coboii raso-
ren i tpudiat, R'® u R'™ npencransior co60it ankm, MMKIOANKII, HIX BMECTE C aTOMOM 00pa, K KOTOPO-
My OHU MPUCOCINHEHBI, 00pa3yoT OOPOTaHHUII.

Kpome Toro, 00beKTOM HACTOSIIETO U300PETCHHS SBISACTCS MpUMeHeHne coenuHenus Gopmynsr (1), omu-
CaHHOE B JJAHHOM TEKCTE, B KauecTBe MHruouTopa anpaocreponcunrassl CYP11B2 mwm CYP11BI1.

AHANOTUYHO, 00BEKTOM HACTOSIIETO U300PETCHUIO SBISCTCS (hapMaIleBTUICCKass KOMITO3UIIHS, 00J1aIaro-
1asi ”HTHOUTOPHOW aKTUBHOCTBIO B OTHOWIEHNH ajbaoctepoHcuHaTaszsl CYP11B2 mwim CYP11B1, Britrouarommas
coequaeHue Gopmyisl (1), onmricaHHOE B TAHHOM TEKCTE, U TCPATICBTUICCKH HHEPTHBIH HOCHUTEIb.
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Hacrosiee n3o00peTeHre TakKe OTHOCUTCS K MIPUMEHEHHIO coeauHeHus Gopmysl (1), omucaHHOrO B 1aH-
HOM TEKCTE, IS JICYCHUS WIH MPOMMIAKTHKA XPOHHYCCKOTO 3a00JICBaHUS MMOYCK, 3aCTOWHOW CEepICYHON He-
JIOCTAaTOYHOCTH, THIIEPTOHIH, IEPBUIHOTO THITEPATIBI0CTEpOHI3MA U cHHApoMa Kymmara.

Hacrosimee n3o0peTeHne Takke OTHOCUTCS K IPUMEHEHUIO coequHeHust popmyas (1), ormmcanHOTO B TaH-
HOM TEKCTe, JUIS JICUSHHS WA IPOPIIAKTHKH XPOHHIECKOT0 3a00IeBaHUs ITOYEK.

Hacrosimee n3o0peTeHne Takke OTHOCUTCS K IPUMEHEHUIO coequHeHust popmyis (1), ormmcaHHOTO B TaH-
HOM TEKCTe, JIUIS JICUSHUS WIIN TPO(OUIAKTHKY 3aCTOMHON CepIeTHON HEIOCTATOYHOCTH.

Hacrosimee n3o0peTeHne Takke OTHOCUTCS K IPUMEHEHUIO coequHeHust popmyas (1), ommcaHHOTO B TaH-
HOM TEKCTe, ISl ICUCHUSI WITH POGDUIAKTHKH THICPTOHUH.

Hacrosiiee n3o00peTeHre TakKe OTHOCUTCS K MIPUMEHEHHIO coeauHeHus Gopmyisl (1), omucaHHOrO B 1aH-
HOM TEKCTE, ISl ICUCHUS WIIH MPO(DIIAKTHKHI MEPBUYHOTO THIICPATBIOCTEPOHU3MA.

Hacrosiiee n3o00peTeHre TakkKe OTHOCUTCS K MIPUMEHEHHIO coeauHeHus Gopmyisl (1), omucaHHOrO B 1aH-
HOM TEKCTE, JUIS W3TOTOBJICHUS JICKQPCTBCHHOTO CPEICTBA JJIS JICUCHHS WIIH MPO(PUIAKTHKH XPOHUYECKOTO 3a-
0oJeBaHUS MOYCK, 3aCTOWHON CepACYHON HETOCTATOYHOCTH, TUIIEPTOHHH, IEPBHYHOTO TUICPAITBIOCTCPOHN3MA
u cuaapoma Kymmnra.

OcyIecTBICHUEM HACTOSIIET0 M300pETeHHS SBIIIETCSA TakXke NpuUMeHeHwne coenuHeHus Gopmynsl (1),
OTIMCaHHOTO B JAHHOM TEKCTE, JJISI M3TOTOBJICHUS JICKAPCTBEHHOTO CPEICTBA IS JICYCHUS WM MPODUIAKTHKA
XPOHHYECKOTO 3a00JIeBaHIS MTOYEK.

OcyIecTBICHHEM HACTOSIIET0 M300pETeHHS SBIISETCSA Takxke NpUMeHeHwne coenuHeHus Gopmynsl (1),
OTMCAaHHOTO B JAHHOM TEKCTE, JJISI M3TOTOBJICHUS JICKAPCTBEHHOTO CPEICTBA IS JICYCHUS WM MPOPUIAKTHKA
3aCTOMHOMN ceplIeYHON HEAOCTATOYHOCTH.

OcCyIIecTBICHAEM HACTOSIICTO H300PETCHUS SIBISCTCS Takke NpuUMeHeHue coemuHeHus Qopmyisr (1),
OIMKCAaHHOTO B JJAHHOM TEKCTE, JJIS M3TOTOBJICHUS JICKAPCTBCHHOTO CPEICTBA IS JICUCHHUS WU MPOGUIAKTHKA
THIICPTOHHH.

OcCyIIecTBICHAEM HACTOSIICTO H300PETCHUS SIBISCTCS Takke NpuUMeHeHue coemuHeHus (opmyisr (1),
OTIMCAaHHOTO B JAHHOM TEKCTE, JJISI M3TOTOBJICHUS JICKAPCTBEHHOTO CPEICTBA IS JICUCHHUS WM MPODUIAKTHKA
MIEPBUYHOTO THIIEPATBIOCTEPOHU3MA.

OOBEKTOM HACTOSIIETO U300PETEHHUIO SABJSICTCS TAKXKe CIIOCO0 JICUSHHUS WIIH MPOPHIAKTHKN XPOHUIECKO-
ro 3a00JeBaHUs MMOYEK, 3aCTOMHON cepJedHON HEIOCTaTOYHOCTH, THIIEPTOHHH, IIEPBUYHOTO THIIEPAJIbI0CTEPO-
HU3Ma U cuHApoMma KymuHra, Brirodaronuii BBeaeHue dppexTuBHoro xonndectsa coeauaenus Gopmyssl (1),
OTIMCaHHOTO B JAHHOM TEKCTE.

OcCyIIecTBICHAEM HACTOSIIETO N300pPETEHHUS SBIIICTCS TAK)KE CHOCO0 JICUCHHS WM TMPOQHUIAKTHKH XPO-
HUYECKOTO 3a00JICBaHUS [TOYCK, BKIFOYAIOIINI BBeIcHHE 3P (DEKTUBHOTO KoudecTBa coenuHeHus Gopmyisr (1),
OIHCAaHHOE B JAHHOM TEKCTE.

OCyIIeCcTBICHAEM HACTOSIIETO H300PETCHUS SABISCTCSA TaKKe CHOCO0 JICYCHHS WM MPOQUIAKTUKU 3a-
CTOHHOM CepACYHON HEJIOCTaTOYHOCTH, BKIFOYAIONINK BBeACHUE d(H(HEKTUBHOTO KOJIHMUYECTBA COSOUMHEHUS (op-
myisl (I), onricaHHOE B TaHHOM TEKCTE.

OcyIecTBICHHEM HACTOSIIETO N300PETCHHS SABIIETCS TaKKe CIOco0 JICUSHUS HITH MPOGUITAKTHKY THIIEP-
TOHHH, BKIIOYAIOMMKA BBeAeHUE d((HEKTUBHOTO KoindecTBa coenuHeHus Gopmynsl (1), onmrcanHoe B JTaHHOM
TEKCTe.

OcyIecTBICHHEM HACTOSIIETO N300pETEHUS SBISETCS TakXKe CITOCO0 JICUCHUsS WU MPO(HIAKTUKH TIep-
BUYHOTO THUIEPANbJOCTEPOHN3MA, BKIIIOUAIONINH BBeIeHHE d(D()EKTHUBHOTO KOIWYIECTBA COCTMHEHUS (hOPMYIIHI
(I), omcanHOE B JTaHHOM TEKCTE.

MeTonb! aHaNH3Aa.

B kadecTBe KIJICTOK XO3sSUHA JJIS DKTOIMUYECKOH IKCIpeccHy (BPEMEHHOW WIN CTaOWIBHOM) (pepMEeHTOB
cemeiictBa CYP11 Obina ncnosiszoBana nuHus kietok G-402. B yactHOCTH, OBLIM MOTYy4YeHBI CTaOMIBHBIC KIIET-
ku G-402, 5KTONMYECKH dKCIpeccupyromue sH3uMHY10 akTuBHOCT, CYP11B1 yenoseka, CYP11B2 yenoseka,
CYP11A1 yenoseka, CYP11B1 sBanckoro makaka winu CYP11B2 sBanckoro makaka. CyIlecTBEHHO, YTO HC-
MmoJib30BaHHasT TUHUS KieTok G-402 skcnpeccupyeT KohakTopsl (aAPEeHOJOKCHH W aIpeHOJOKCHH PEAyKTa3y),
WTpAIOIIUe CYMECTBEHHYIO POJb I akTUBHOCTH cemeiictBa CYP11, mpu 3TOM B 3THX KJI€TKaxX HE ObUIO BBHISB-
neHo 3HaunMoin gepmenTHOU akTuBHOCTH cemeiictBa CYP11 (mo cpaBHenmio ¢ xietkamu H295R). TToatomy
muHUS KIeTok G-402 yHUKaIhbHO MOAXOJUT B KAa4eCTBE KJIETOK XO3SWHA I SKTOMUYECKOW dKCTpeccuu dep-
MeHTOB cemeiicta CYP11.

Knetku G-402 noctymasl B 6aze ATCC (CRL-1440); n3naqaabsHO OHU OBLITH TOTYYEHBI U3 TIOYSHHOH JIeH-
KOMHOOJIaCTOMEI.

ITmasmunsr sxcnpeccun copepxkat ORF kak mnst CYP11B1 genoseka/sBanckoro makaka, Tak 1 CYP11B2,
MO KOHTPOJIEM MOIXO X mpoMoTepoB (CMV-nmpomMoTep) 1 Moaxosmero Mapképa yCTOMYMBOCTH (HEOMHU-
muH). [Inasmuny skcnpeccun TpancHUIUPYOT B KieTku G-402, WCmoib3ysi CTaHAAPTHRIC MPOIEIypPBl, U 3TH
3aTeM MPOBOJAT CEICKIIUIO KIETOK IO SKCIPECCHH 3aJaHHBIX MAPKEPOB YCTOHYHUBOCTH. 3aTEM TPOBOIST CEICK-
[IUF0 WHAWBUIYATBHBIX KICTOYHBIX KIIOHOB M OI[CHHBAIOT MX HA MPEIMET HAUYHUS JKEJIAeMOU SH3UMATHICCKON
aKTHBHOCTH ¢ McToib3oBanueM 1 1-ne3okcukoprukoctepona (Cypl1B2) nmm 11-ge3okcuxopruzona (Cypl1B1)
B KauecTBe cyOcTpara.
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Krnerkn G-402, skcnpeccupyronue KoHCTpYKTsl CYP11, Obmr mosydeHsl, Kak ONMCAaHO BhINIE, U UX KYJIb-
TUBHPOBAIM B MoxuduuupoBaHHoi cpene Mak-Kos Sa, xaranoxusiit Homep B ATCC: 30-2007, conepxarueit
10% FCS u 400 mxr/mn G418 (renetnnun) npu 37°C, B atmochepe 5% CO,/95% Bo3nyx. Kierounsie sH3MMa-
THYeCKHe HuccinenoBanus nposoawmn B cpene DMEM/F12, comepxameii 2.5% FCS, o6paboTaHHyI0 aKTHBHPO-
BaHHBIM yTieM, W cyOctpaT B monaxojsmeit kouueHTparmuu (0.3-10 MxM 11-ge30KkcUKOpTUKOCTEPOH, 11-
JIE30KCUKOPTH30JT WJIM KOPTUKOCTepoH). It ananmm3a (epMEHTHOW aKTHMBHOCTH KIIETKM HAaHOCWIA Ha 96-
JYHOYHBIE TJIAHIIETHl W MHKYOMPOBaIM B TeUeHHE 16 9. 3aTeM MEepeHOCHIN alMKBOTY CyIepHAaTaHTa U IIPOBO-
JIWTA aHaN3 KOHIICHTpAIlMU OXKUIAeMOro Mpoaykra (ampmoctepoH B ciiydae CYP11B2; xoptuzon B cirydae
CYP11B1). KoHueHTpanun 3THX CTEPOHUIOB MOXHO ONPEACIATH C TIOMOIIBIO TECT-CUCTEM Ha OCHOBE TEXHOJIO-
run HTRF (nponsBonctea CisBio), M0o3BONSIOIINX ONPEAENATh KaK aJIbJ0CTEPOH, TaK U KOPTH3OJI.

B kadecTBe Mepbl MHTMOMPOBAaHUSI COOTBETCTBYIOIIETO (pepMEHTa MCCIEAYEMBIMH COETUHEHHUSIMH, KOTO-
pBIe JOOaBISIOT B X0/I€ KIETOYHOTO SH3UMATHYECKOTO aHaIn3a, MOXKHO MCIIOJIb30BaTh MHIMOMPOBaHNE BHICBO-
00KIEeHUs TPOAYLIPYEMbIX cTeponoB. J[0303aBrcMOe HHTMOMPOBAaHUE COCMHEHHEM aKTHBHOCTH (pepMEHTa
paccUMTHIBAIOT MyTEM HaHECEHHs Ha rpaduk J0OaBIEHHBIX KOHIEHTpauuii HHruonTopa (och X) MPOTHB U3MeE-
PEHHOTO YPOBHS CTEPOUAA/TPOAYKTa (0Ch Y). 3aTeM paCcCUUTHIBAIOT MHTHOMPOBAHUE ITyTEM ITOCTPOSHUS KPUBOM
C TIOMOIIBIO0 Clleayromel 4-mapaMeTpudeckoil curmoupanbHol (ynknmn (Moaens Morgan-Mercer-Flodin
(MMF)) o ToYKaM HCXOAHBIX TaHHBIX, UCIIONB3YS METOl HANMEHBIINX KBAaJPaTOB:

_AB+cy”
- B+x®

rze A mpeacTaBisieT co00ii MaKCUMalIbHOE 3HAUEHHE Y

B npencrasnsier coboit pakrop ECsy, koTopsIii onpenensior ¢ momornsio XLFit;

C npencrasisier co00H MUHHMaJIEHOE 3HaYE€HHUE y U

D npencrasisier co6o0it BenMUnHy HAKIOHA.

MakcumanbpHOe 3HaYeHHEe A COOTBETCTBYET KOJIMYECTBY CTEPOWAA, CHHTE3UPOBAHHOTO B OTCYTCTBHU HH-
ruouropa, BeanunHa C COOTBETCTBYET KOJIMUECTBY CTEPOMJIA, KOTOPOE JAETEKTUPYETCs, KOrjaa ()epMEHT IOJIHO-
CTBIO HHTHOUPOBAH.

Bemnunnsl ECsy 17151 3asIBJISHHBIX COEIMHEHUHN UCCIIEIO0BAIN C IIOMOIILIO TECTOBOM CHCTEMBI, OCHOBAaHHOM
Ha G402, xoropas omucana Bbie. @epmenTHyto aktuBHOCTh Cypl1B2 TecTupoBanm B mpucytctBud 1 MKM
JIE30KCUKOPTHKOCTEPOHA M PA3IMIHBIX KOJMYECTB MHTHOUTOPOB; hepMeHTHYIO akTuBHOCTE Cypl1B1 Tectupo-
BaJIM B IPUCYTCTBHU | MKM [1€30KCHKOPTH30J1a ¥ Pa3IMIHBIX KOJINIECTB HHIHOUTOPOB.
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EC50 EC50
Movmiep CYP11B2 CYP11B1

yenoseka yenoseka

MkM MkM
1 0.170 3.70
2 0.430 >3
3 0.715 >3
4 0.011 0.35
5 0.019 1.08
6 0.098 3.34
7 0.056 0.57
8 0.049 2.33
9 0.829 >10
10 0.020 0.17
11 0.076 0.41
12 0.002 0.05
13 0.319 17.89
14 0.308 1.57
15 0.019 1.20
16 0.011 0.86
17 4.649 >10
18 0.058 0.75
19 0.023 0.80
20 0.003 0.02
21 0.021 0.26
22 0.025 0.10
23 0.032 0.39
24 0.007 0.22
25 0.005 0.1
26 0.018 0.57
27 0.007 0.27
28 0.121 0.78
29 0.260 5.56
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30 0.170 10.22
31 0.172 >3

32 1.293 >10
33 1.256 >10
34 0.416 29.22
35 0.325 >10
36 0.071 2.57
37 0.044 1.59
38 0.081 1.50
39 0.010 0.12
40 0.015 0.75
41 0.067 5.56
42 0.028 0.16
43 0.040 1.56
44 0.005 0.568
45 0.087 0.863
46 0.005 0.298
47 0.003 0.061
48 0.049 0.392
49 0.271 1.003
50 0.003 0.024
51 0.032 1.872
52 0.030 0.139
53 0.008 0.453
54 He onp. 3.855
55 0.682 11.133
56 0.040 0.587
57 0.026 0.393
59 0.033 0.710
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60 0.685 He onp.
61 0.508 20.108
62 0.177 8.543
63 0.731 15.994
64 0.423 12.328
65 0.315 13.084
66 0.710 He onp.
67 0.160 7.675
68 0.350 33.719
69 0.411 3.492
70 0.202 15.608
71 0.081 2.497
72 0.007 0.101
73 0.017 0.575
74 0.286 He onp.
75 0.008 0.509
76 0.023 0.452
77 0.042 0.223
78 0.121 1.145
79 0.035 0.302
80 0.043 0.493
81 0.172 4.635
82 0.008 0.020
83 0.009 0.046
84 0.034 0.526
85 0.003 0.048
86 0.004 0.108
87 0.017 1.066
88 0.001 0.013
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89 0.014 0.276
90 0.011 1.497
91 0.043 3.068
92 0.016 0.632
93 0.023 0.613
94 0.023 1.336
95 0.017 1.781
96 0.022 1.676
97 0.006 0.111
98 0.011 0.360
99 0.035 1.117
100 0.007 0.140
101 0.002 0.179
102 0.014 1.441
103 0.015 2.927
104 0.010 0.094
105 0.086 2.581
106 0.020 2.683
107 0.002 0.044
108 0.032 1.110
109 0.078 0.712
110 0.006 0.187
111 0.004 0.081
112 0.006 0.151
113 0.075 1.575
114 0.008 0.142
115 0.001 0.014
116 0.003 0.081
117 0.008 0.121
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118 0.004 0.682
119 0.006 0.075
120 0.000 0.008
121 0.019 1.371
122 0.009 0.535
123 0.062 2.917
124 0.005 0.138
125 0.003 0.154
126 0.007 0.642
127 0.012 0.400
128 0.119 2.286
129 0.030 0.613
130 0.162 10.483
131 0.003 0.440
132 0.029 4.800
133 0.010 0.837
134 0.003 0.094
135 0.006 0.163
136 0.047 2.433
137 0.006 0.872
138 0.003 0.267
139 0.018 0.455
140 0.114 6.646
141 0.856 19.889
142 0.003 0.380
143 0.009 0.051
144 0.004 0.460
145 0.175 3.779
151 0.005 0.090
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152 0.154 4.752
153 0.375 11.100
154 0.114 1.427
155 0.047 0.589
156 0.155 1.374
157 0.463 3.256
158 0.239 6.429
159 0.180 7.933
160 0.113 0.716
161 0.001 0.008
162 0.062 2.853
163 0.061 2.387
164 0.009 0.207
165 0.013 0.494
166 0.022 1.206
167 0.018 0.898
168 0.014 0.273
169 0.035 0.850
170 0.015 0.699
171 0.009 0.420
172 0.001 0.069
173 0.031 0.800
174 0.033 1.225
175 0.007 0.688
176 0.128 He onp.
177 0.117 8.464
178 0.010 0.535
179 0.012 0.169
180 0.033 1.891
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181 0.025 2.320
182 0.006 0.302
183 0.004 0.268
184 0.227 9.741
185 0.633 9.289
186 0.011 0.199
187 0.027 0.705
188 0.014 0.572
189 0.002 0.093
190 0.007 0.442
191 0.010 0.777
192 0.029 1.981
193 0.022 1.009
194 0.041 1.704
195 0.001 0.056
196 0.008 0.514
197 0.004 0.062
198 0.007 0.188
199 0.003 0.028
200 0.001 0.031
201 0.024 0.436
202 0.013 0.170
203 0.083 4.957
204 0.020 2.237
205 0.097 4.025
206 0.010 0.237
207 0.044 2.543
208 0.059 4.202
209 0.162 7.544
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210 0.030 1.344
211 0.005 0.119
212 0.051 4.834
213 0.041 0.834
214 0.030 0.104
216 0.042 0.879
217 0.029 1.256
218 0.029 1.196
219 0.012 0.557
220 0.002 0.040
222 0.004 1.008
223 0.036 2.855
224 0.006 0.173
225 0.006 0.691
226 0.011 1.767
227 0.004 0.157
228 0.009 0.356
229 0.010 0.656
230 0.001 0.007
231 0.019 0.802
232 0.001 0.016
233 0.013 0.219
234 0.027 2.258
235 0.109 4.662
236 0.003 0.077
237 0.008 0.143
238 0.005 0.513
239 0.021 0.401
240 0.250 15.012
241 0.007 0.251
242 0.100 3.686
243 0.001 0.026
244 0.002 0.075
245 0.001 0.072
246 0.013 4.723
247 0.005 0.069
248 0.000 0.007
249 0.014 0.261
250 0.035 1.247
251 0.001 0.006
252 0.026 0.468
253 0.193 4.475
254 0.001 0.049
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255 0.013 1.325
256 0.008 0.158
257 0.022 0.679
258 0.013 0.291
259 0.001 0.154
260 0.000 0.001
261 0.062 1.222
262 0.084 1.817
263 3.101 He onp.
264 0.024 2.921
265 0.009 0.623
266 0.054 0.623
267 0.001 0.236

Jst coequnenwnii popmynsl (I) u ux GpapManeBTHIECKU TPUEMIIEMBIX COJIEH WIIH UX Y(QHUPOB, OTIMCAHHBIX B
nanHoM Tekcre, 3HadeHne ECsy (CYP11B2) naxomutcs B unTepBane ot 0.000001 mo 1000 MxM, B 4acTHOCTH
BenmanHa ECsy (CYP11B2) maxomutcs B maTepBajne ot 0.00005 no 500 mxM, B yactHOM ciydae BenmarHa ECsg
(CYP11B2) naxoaurcst B untepsaie or 0.0005 1o 5 MkM. DT pe3ynbTaTsl ObUIM MOIYYEHBI C TOMOIIBIO OIIH-
CaHHOTO BBIIIIC YH3UMATHYCCKOTO aHAIN3A.

Coenunenns Gopmyisl (1) 1 ux hapMaleBTHUCCKU MPUEMIIEMBIC COJIA MOKHO MPUMEHSTh B Ka4eCTBE Jic-
KapCTBEHHBIX CPEACTB (Hampumep, B ¢popMe papmaneBTHUSCKUX npenapaToB). Takue (apmaneBTHUSCKUC Mpe-
mapaThl MOXKHO BBOJUTH BHYTPb, HAIIPUMEP OpPAILHO (HAmpuMep, B popMe TabICTOK, TaOIETOK, MOKPHITHIX 000-
JIOYKOW, JIpaxke, TBEPIbIX W MSTKUX JKCIATHHOBBIX KAaICyJ, PACTBOPOB, 3MYIbCHIA WU CYCIICH3UIl), HHTpaHa-
3aJIbHO (Hampumep, B (hopMe Ha3albHBIX CIPEEB) UM PEKTAIBHO (HampuMmep, B popme cymmozutopues). Kpome
TOTO, BBEJICHHE MOYKHO OCYIIECTBIISATh MAapEeHTEPAIFHO, HAIPUMEDP BHYTPUMBIIICYHO WM BHYTPHUBEHHO (HAIpH-
Mep, B popme pacTBOPOB ISl HHBEKITHIA).

Coenunennst popmynsl (I) 1 ux papmMareBTHIECKH MpUEMIIEMbIE COTH MOYXHO MTPOLIECCHPOBATH COBMECTHO
¢ (apmaneBTHYECKH HHEPTHBHIMH HEOPTaHWYECKHMH WM OPTaHWYECKUMH aTbIOBAHTAMH U M3TOTOBJICHUS
TabJICTOK, TaOJIETOK, IIOKPBITHIX 0OOJIOUKOH, IpaxKe ¥ TBEPABIX KEIATHHOBBIX Karcyll. B kauecTBe Takux albio-
BaHTOB JUTS TaOJIETOK, JIpaske W TBEPIBIX JKCIATHHOBBIX KAICYJI MOXHO HCIOJIB30BATh, HATIPUMED, JTAKTO3Y, Ky-
KYpPY3HBIH KpaxMajl WK €ro MPOU3BOIHEIC, TAIbK, CTCAPUHOBYIO KUCIIOTY HJIH €€ COJIA U T.II.

IomxoxsmmMu aabIOBaHTAMH U MSATKHX JKEJTaTHHOBBIX KAaIlCyJ SIBIISTIOTCS, HAIIPUMEpP, PACTUTCIBHEIC
Maclia, BOCKH, XKHPBI, TOITYTBEPIbIC BEIICCTBA U KUIKHE OJIHOJIBI U T.11.

INomxoxsmuMu aabOBaHTaAMHU JUI U3TOTOBICHUS PACTBOPOB M CHUPOIIOB SIBJISIOTCS, HAIIPUMEp, BOJA, TO-
JIFOJIBI, caXxapo3a, HHBEPTUPOBAHHEII caxap, TJII0K03a U T.1I.

[oxxomamMu agpIOBaHTaMH B CIIydae PacTBOPOB JJISI MHBEKLIUH SBISIOTCS, HAIPUMEpP, BOJA, CIIUPTEI,
TIOJIFOJIBI, TIIUIIEPUH, PACTUTEIBHBIC Macia f T.11.

[MoxxomamMu agbIOBaHTAMH TSI CYIIIO3UTOPUEB SBIAIOTCS, HAIPUMEP, IPUPOIHBIC WIH OTBEPIKICHHEIC
Maciia, BOCKH, XKHPBI, TTOIYTBEPIbIC HITH KHUIKHAE TTOIHOIIBI U T.11.

Kpowme Toro, hapmareBTHIECKHE TIpeHapaTsl MOTYT COAEPKATh KOHCEPBAHTHI, COMIOOMIN3aTOPHI, BEIIECT-
Ba, MOBBIIIAIONINE BA3KOCTh, CTAOMIIN3aTOPHI, YBIAKHSIONUC arCHTHI, SMYJIbIaTOPHI, MOICITACTUTEIH, KPacuTe-
JIM, apoOMaTH3aTOPBI, COJH [UIS BapbHPOBAHUS OCMOTHYECKOTO JaBJICHUS, Oy(pepHBIC areHTHI, MACKUPYIOIIHE
areHTHI WU aHTHOKCUAAHTEL. OHHU MOTYT COICPIKATh TAKXKE U APYTHE TCPANICBTHYCCKH [ICHHBIC BENICCTBA.

J103MpOBKY MOKHO BapbUpOBATh B IIUPOKHX Mpesesax U ee, pa3yMeeTcs, clIeayeT IoA0upaTh B COOTBET-
CTBHH C HHIVBHIyaJbHBIMH TPEOOBAHUSAMHU B KXKIOM KOHKPETHOM Ciiydae. B merom, B ciiydyae opalbHOTO BBE-
JIEHUs], TIOAXOIAIICH SBISETCS CyTOYHAs TO3UPOBKa, cocTapistomas mpumMepHo oT 0.1 mo 20 Mr Ha 1 Kr Macchel
TeJa, MpeAnoYTHTENsHO mpuMepHo oT 0.5 1o 4 Mr Ha 1 KT Maccel Tena (Hanmpumep, okosio 300 MT Ha YeloBeKa),
pa3zencHHas Ha MPEANOYTUTENHFHO 1-3 OTIEeNBHBIX 103, KOTOPBIE MOTYT BKIIFOYATh, HAIIPUMEpP, OTUHAKOBOE KO-
ngecTBo. [Ipu 3TOM ciienyeT moHMMaTh, 9TO0 0003HAYCHHBIH 3/1eCh BEPXHUHN TpeAei MOXKHO MPEBHIIATh, CITH K
STOMY UMEIOTCS MTOKa3aHHUS.

Coenunennst popmyisl (1) mimm ux hapmareBTHIECKH TpUEMIIEMbIe COJTH U 3(QUPHI MOKHO MPUMEHSITD JIJIS
JICUCHUSI WTH TIPO(PHIAKTHKY 3a00JICBaHUA, OMTOCPEIOBAHHBIX aTbI0OCTCPOHOM.

Jns coemunenuit hopmynsl (1) mwm ux GapmaneBTHYESCKH MPUEMIIEMBIX COJNICH U (HUPOB, ONMMCAHHBIX B
JTAaHHOM TEKCTe, II0Ka3aHo Takxke rnepeMenHoe nHruouposanue CYP11B1. Dtu coenuHeHNsT MOKHO MTPUMEHSTh
quist uarnoupoBanuss CYP11B1 B coueranun ¢ nepemenHbsM nHrnoupoBanneM CYP11B2. Takue coeanHeHus
MOJKHO MPUMEHSTD JUIS JICUCHUSI WIIH TPO(HUIAKTHKY COCTOSHHUS, IPHU KOTOPBIX MOBHIMICHBI MPOAYKIIUS/YPOBEHB
KOPTHU30JIa WK TOBEIIICHB YPOBHH KaK KOPTH30Ja, TaK U albJOCTepOHa (Hampumep, cuaapoM KyrimHra, marm-
EHTBl C OXKOTaMH, JIETPECCHs, PACCTPOICTBA, CBS3aHHBIE C TOCTTPABMATHYECKHM CTPECCOM, XPOHHYECKUH
cTpecc, KOPTUKOTPOITHBIC aficHOMBI, OoJie3Hb Kymmara).

Coenunennst popmyisl (1) mmm ux hapmareBTHIECKH pUEMIIEMbIE COJTH U 3(UPHI MOKHO MPUMEHSITD IS
JIeYSHUS WU TIPOGMIAKTHKN CEPACUYHO-COCYIUCTHIX COCTOSIHUN (BKIIFOYAsi THIIEPTOHUIO U CEpIACYHYIO0 HEI0CTa-
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TOYHOCTH), MOYCYHBIC COCTOSIHUS, COCTOSIHUS TICUCHH, COCYIUCTHIC COCTOSHUS, BOCHAIUTEIBHBIC COCTOSHUS,
00J1b, PETHHOIATHIO, HEHPOTIATHIO (HATIpUMEp, TepUPEPUICSCKYI0 HEHPOTIATHIO), HHCYJITUHOMATHIO, JIEMY, JHIIO-
TeTUATBHYIO TUC)YHKIHNIO, TUCHYHKITHIO OapoperienTopa; Gudpo3HbIe 3a00JI€BaHMUs, STIPECCHIO U T.I1.

CepeqHO-COCYANCTHIE COCTOSHUS BKITIOYAIOT 3aCTOWHYIO CEpPICYHYIO HEIOCTaTOYHOCTh, KOPOHAPHYIO 60-
JIe3Hb CepIa, apUTMUIO, apTePHATBHYIO (HYHOPMIIIAINIO, CEpACUHbIC TIOBPEKICHNS, CHIDKEHHYIO (DPaKIIUIO BEI-
Opoca, MUACTONMYECKYI0 M CUCTOJIMYECKYIO CEepACUHYIO AUCQPYHKIHIO, GUOPUHOMIHBIA HEKPO3 KOPOHAPHBIX
apTepuii, CepIevYHyI0 HEIOCTAaTOYHOCTh, THIEPTPOPHUECKYI0 KapINOMHUOIIATHIO, HAPYIICHHYIO MOIATINBOCTh
COCYIUCTOHN CTEHKH, HapyIIEHHOE AWACTOIMYECKOE HAIIOJIHEHHE, UIIEMHIO, THIIEPTPO(HUIO JIEBOTO JKEIyHI0UKa,
(hubpo3 MuOKapaa U cOCyIOB, HH(PAPKT MUOKAPAA, HEKPOTUICCKHE MOBPEKIACHUS MUOKAp/Aa, apUTMUIO Cepala
HEKPOTHYECCKUX MOBPEKIACHUN MHOKap/a, MPEIOTBPAIICHAE BHE3AIMHOW HEOOPAaTHMOI OCTAHOBKHU CEpJlia, pec-
TEHO3, HHCYJIbT, IIOBPEXKICHUS COCY/IOB.

[To4yeunsle cocTOSHUS BKIIOYAIOT OCTPYIO M XPOHUYECKYIO ITOYEUHYIO HEOCTAaTOYHOCTh, OYEeYHbIE 3a00-
JICBaHUS KOHCYHBIX CTAUI, CHIKCHHBIN KIMPEHC KPEaTHHUHA, CHIDKCHHYIO CKOPOCTh KITyOOYKOBOH (rutbTpa-
WY, THA0CTUICCKYIO He(DPOMaTHIO, YKCIAHCHIO PETHKYIISIPHOTO ME3aHTIINAIBHOTO MATPHUKCA, CO 3HAUYUTCIHHBIM
YBEJIIMYCHUEM COJEPKaHMS MapeHXUMATO3HBIX KJIETOK WX 0€3 TaKoro yBelW4eHHs, (POKaNIbHBIA TpomOO3 Iiro-
MEpYISIPHBIX KaIWUIIPOB, 00muil (GUOPHHOMAHBIH HEKPO3, TIOMEPYIOCKIEPO3, HIIEMHUYECKUE MOBPEXKICHHUS,
3JIOKaYeCTBEHHBIH HePpOCKIepo3 (HampuMmep, WIeMudecKas peTpakIys), MUKPoaaL0yMuHypusi, Hedpomnarus,
MPOTEUHYPHSI, CHIPKCHHBIH NOYEYHBI KPOBOTOK, IIOYEYHAsI apTEPHUOTIATHs, OIyXaHHe U Mponudepanns HHTpa-
KalMWUBIPHBIX (3HIOTEMANBHBIX U ME3aHTJIHAIBHBIX) W/IITH SKCTPAKAMMIIIPHBIX KIETOK (CEPIIOBHIHBIX OTPO-
CTKOB).

[levyeHOYHBIE COCTOSHUS BKIIOYAIOT, 0€3 OrpaHHYCHHUS, ITUPPO3 IICUCHH, IICYCHOYHBIA aCIUT, 3aCTON Teue-
HU, HCAJIKOTOJIbHBIN CTEaTOTCIaTHT | T.11.

CocynucTeie COCTOSHUS BKJIIOYAIOT, 0€3 OrpaHWYeHHs, TPOMOOTHYECKOe cocymucToe 3aboneBaHue (Ha-
mpUMep, MPUCTCHOYHBIH (QUOPHHOUTHBIN HEKPO3, SKCTpaBasalus U (parMeHTAIMs KPACHBIX KPOBSHBIX KICTOK,
a TaK)Ke JIFOMUHATBGHBIA /WA TPUCTCHOYHBIN TPoMO03), IPOIU(pEPATUBHYIO apTCPUONIATHIO (HATIPUMED, pa3ay-
ThIE MUOMHTHUMAJIFHBIE KJIETKH, OKPY)KEHHBIE MYIMHO3HBIM BHEKJIIETOYHBIM MATPUKCOM U y3EIIKOBOE YTOJIIE-
HHE), aTepPOCKIEePO3, CHIDKCHHAs MOMATIMBOCTh COCYIOB (HAIpPHMEp, JKECTKOCTh, CHMIKCHHAS >KETYIOUYKOBas
MOJATIIMBOCTh U CHIDKEHHAS COCYIUCTAs MOJATIMBOCTE), SJHAOTEIHAIbHAS TUCQYHKINS U T.11.

BocnanurenpHbIE COCTOSHHS BKIIIOYAIOT, 0€3 OTpaHHYCHUs, apTpUT (HAIpUMep, OCTEOapTPHT), BOCHAIHU-
TeJbHBIE 3a00JICBaHUS NBIXATENBHBIX MyTeH (HAMmpuUMep, XPOHHYECKOe OOCTPYKTHBHOE 3a00JIEBaHUE JIETKUX
(COPD)) u T.11.

Bonu BrirOUAroT, 6€3 OrpaHYeHHsI, OCTPYIO 0O0ITb, XPOHHYECKYIO OOJIb (HAIIpUMep, apTPAJITHIO) U T.I1.

DneMa BKIIIOYACT, 0€3 OrpaHUYCHUS, dIeMy MepUPEPUICCKUX TKAHEH, 3aCTOW TICUYCHH, 3aCTOW CENIC3CHKH,
MICYCHOYHBIC ACITUTHI, PECITUPATOPHBIH 3aCTOM WIIM 3aCTOM JIETKHUX H T.II.

WucynuHOMATHN BKITIOYAKOT, 0€3 OrpaHWYCHUS, WHCYJIHMHOBYIO PE3UCTCHINIO, CaXapHbIi auader | Twma,
caxapHslii quadet 11 Tuma, 9yBCTBUTENEHOCTD K TIIOKO03€, TPEIHa0eTHIECKOE COCTOSTHIE, CHHIPOM X U T.II.

®ubpo3HbIe 3a001€BaHNs BKIJIIOYAIOT, 0€3 orpaHuueHus1, GUOpOo3bl MHOKap/a U BHyTpUIo4eudHsle Gpuopo-
3bI, IOYETHBIN HHTEPCTHIIMATBHBINA (UOPO3 1 HUOPO3 TICUCHH.

Kpome toro, coequnaenus ¢popmynsl (1) win ux dapmarneBTHUECKH MPUEMIIEMbIe COJM M 3(HUPBI, OMHCaH-
HBIE B JaHHOM TEKCTE, MOXKHO TaKXKe IPUMEHSTH IS JICUCHHUS WIN TMPOPHUIAKTHKH CEPISTIHO-COCYIUCTHIX CO-
CTOSIHUM, BBHIOPAHHBIX W3 TPYNIBI, BKIIOYAIOMIEH THIIEPTOHHIO, CEPACYHYIO0 HEJIOCTaTOYHOCTH (B YAaCTHOCTH,
CepIeUHYI0 HEIOCTaTOYHOCTH ITOCiie HH(papKTa MHOKap/Ia), JIEBOKEIYIKOUKOBYIO THIIEPTPO(DUIO i HHCYIIBT.

Takoe cepJeYHO-COCYNCTOE COCTOSHHE TPEACTABISCT COOOH IMIIEPTOHHMIO.

Taxoe cepIeYHO-COCYIUCTOE COCTOSTHHUE TIPEJICTABISIET COOOH CepICUHYIO HEIOCTAaTOYHOCTb.

Takoe cepeYHO-COCYMCTOE COCTOSHHUE TIPEICTABISICT COOOH JIEBOXKEITY JOYKOBYIO THIEPTPODHIO.

Takoe cepeYHO-COCYUCTOE COCTOSTHHUE TIPEJICTABISIET COOON MHCYIIBT.

Coenunenus Gopmyis (I) wim ux GapManeBTUYECKH MPUEMIIEMbIC COJTH M 3(QUPBI MOXKHO MPUMCHSTD IS
JICUCHUSI WUTH TIPO(PIIIAKTHKY MIOYCTHOTO COCTOSHHUS.

Takoe oYevYHOe COCTOSIHUE TIPENICTABIsIET cO00H HedponaTHro.

Coenunennst popmyisl (1) mmm ux hapmarneBTHIESCKH pHUEMIIEMbIE COJTH U 3(UPHI MOKHO MPUMEHSITD IS
JIEYeHUS WK TPOPUIIAaKTUKH caxapHoro auadeta Il Tuma.

Coenunennst popmyisl (1) mwmm ux hapMmarneBTHIESCKH TpUEMIIEMbIe COJTH U 3(UPHI MOKHO MPUMEHSITD IS
JIEYCHUS WITH TPOQHIIAKTHKY caxapHOTo auadeta [ Tuma.

Hacrosmmee m3o00peTeHne majee HArBIIHO MPEINCTABICHO B NMPHMEPax, KOTOPBIE HE HOCAT OrpaHHMYUBAIO-
MI XapakTep.

B ciiygae, ecnu coelMHEHUS B MPUMEpax CHHTE3a MOJIYYalOT B BUAC CMECH SHAHTHOMEPOB, YUCTHIC dHAH-
THOMEPHEI MOXKHO Pa3/IeiaTh CII0OCO0aMU, OMMCAHHBIMU B JJAHHOM TEKCTE, FITU CIIOCOOaMHM, U3BECTHBIMH CIICI[Ha-
JIUCTY B JAHHOW 00JIaCTH TEXHUKH, TAKUMHU KaK, HAIIPUMEP, XUPATbHAs XpoMaTorpadus Wil KPUCTATUTA3AIIHS.
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Ipumepsr
Bce mpuMmepbl B MPOMEXKYTOYHBIC MPOAYKTHI OBUIH MOJYYCHBI B aTMOc(epe aproHa, eCiid HEe yKa3aHO
WHOE.
ITpomexxyTounbIit mpoaykT A-1.
1-Metun-6-(4,4,5,5-rerpamernn| 1,3,2 | nnokcadbopomnan-2-wmn)-3,4-quruapo- | H-xuHoamH-2-0H

oy
O\B

I
6}

[A] 6-bpom-1-metun-3,4-quruapo- 1 H-xuHoamH-2-0H

joos
Br

K pactBopy 6-6pom-3,4-muruapoxunonus-2(1H)-ona (5 T, 22.1 mmois) B DMF (100 Mi1), oxitaxaeHHOMY
1o 0°C, no6aBIsTH OPIUAMHU TpeT-0yTokcua Kamus (4.96 T, 44.2 MMOJIb) M peaKIIMOHHYIO CMECh TIepeMeITnBa-
mu ipu 0°C B Tedenue 15 muH. 3aTtem mobdaBmsuin Metwmoaun (4.08 r, 28.8 MMOIIb), peakIMOHHYIO CMECH JI0-
BOJWJIA 10 KOMHATHOW TeMIIEPaTyphl U MPOIOJDKAIN IIEPEMEIINBATh B TeUEHHE HOYH. BHOCHIN JOMOTHHUTENE-
Hoe kommaectBo Mel (1.25 1, 8.86 MMOJIb) M peakimoHHYI0 cMech HarpeBaiu 10 40°C BIUIOTH O OKOHYAHUS
peakmu. Cmech paszbasisum ¢ momorbio EtOAc, BiuBany B 100 Mot 1 M HCI u Boanyto a3y sxcTparupoBaiu
¢ nomotpio EtOAc (2x200 mur). OObeIMHEHHBIE OPTaHUIEeCKHIE CJIOW TIPOMBIBAINA COJIEBBIM PACTBOPOM, BBHICY-
muBayK Hax Na,SO,, GunbTpoBanu 1 BeIMapuBaiy nocyxa. OctaTok ounmanmy (Giudm-xpomMartorpadueii Ha CH-
nuKarene, 3nmouposanu rpaaueHToM 0-30% EtOAc-rentas ¢ noay4eHHEM YKa3aHHOTO B 3ar0OJIOBKE COCIMHEHUS
(4.23 1, 80%) B Buze rpsA3HO-6enoro TBepaOro BemecTsa. MS: 240.0, 242.1 (M+H").

[B] 1-Metun-6-(4,4,5,5-rerpamernn| 1,3,2 | nnokcaboponan-2-umn)-3,4-muruapo- | H-xunonuH-2-0H

joos
O\B

[
O

B xon0y 3arpyxxanu 6-6pom-1-metmi-3,4-nuruapo-1H-xunonuu-2-on (3 r, 12.5 mmons), 4,4,4',4',5,5,5',5'-
okrtametmi-2,2'-6u(1,3,2-nmrokcaboponan) (3.81 r, 15.0 mMons), anerat kanus (3.68 r, 37.5 MMOJIB) U THOKCaH
(48 ™). Uepes 3Ty cMech NpOAyBIM aproH, 3aTeéM BHOCWIM  KoMIUlekc  juxiiop[l,1'-Ouc-
(mudenundocouno)peppoueH|nammaaua(Il) ¢ quxmopmeranom (1:1) [ammykr PACl(DPPF)-CH,Cl,] (457 wr,
0.625 MMoITB) ¥ TOTY4YEeHHYI0 cMech HarpeBanu 10 80°C B TeUeHHE HOYM. PeaklMOHHYIO cMech pa30aBILsLIH C
nomornisio EtOAc, ¢punstpoBanu depe3 Dicalite m mpomsiBanu ¢ momonipio EtOAc (2x150 mu). TlomydeHHbIiH
(UIBTPAT MPOMBIBAIN COJICBBIM PAcTBOPOM, BEICYIIUBANIH Haa Na,SO,, GUIBTPOBAIM W BBIMAPHBATH JI0OCYXa.
Ocratok ounmanu ¢unII-xpomatorpadueit Ha cunukarene, amoupoBainu rpaguentoM 0-40% EtOAc-renTan c
MOJyYeHNEM yKa3aHHOTO B 3arojioBke coenuHeHus (2.63 r, 73%) B Buue TpsA3HO-0ETIOr0 TBEPIOTO BEMIECTBA.
MS: 288.0 (M+H").

[TpomexxyTodHbIN TPOIYKT A-2.

6-(5-AMuHOTIMPUANH-3-11)- | -MeTw-3,4-1urunpo- | H-XuHOIMH-2-0H THIPOXJIOPH]T

|

0) N

N NH,

| Pz HCI
N

[A] 2,2-TumeTmin-N-[5-(1-metun-2-okco-1,2,3,4-TeTparuApOXuHOIUH-6-HIT ) TUPUIAH-3 -1 | IPOTTHOHAMHU T

©) N

Bo ¢uakon mi1st MukpoBoHOBOTO 00mydeHus BHocwin N-(5-0pommupunnn-3-un)nusanamug (0.2 T, 0.778
MMoOJIb), |-metmin-6-(4,4,5,5-retpamernin|1,3,2]nuokcaboponan-2-un)-3,4-muruapo-1 H-xunonuH-2-08  (mpome-
KyTo9HBIH TIpoAyKT A-1) (0.246 T, 0.856 Mmmons) 1 DMF (4 mun). Uepes peakiiMOHHYIO CMECh TIPOTYBaIN apTroH;
nociie 3Toro podasisuu ouc-(tpudenmndocun)mamtanui(I)xmopua (0.055 r, 0.078 mmons), a 3atem 1H. Box-
HbIA pacTBOp Na,COs (2.33 mi1, 2.33 MMOJIb) U PEaKIMOHHYIO CMECh HarpeBaJId B MUKPOBOJHOBOM IIKady mpu
120°C B Teuenue 5 muH. Peakimonnyto cMech pasdasisuiu ¢ momornipbio EtOAc, dumstpoBanu yepes Dicalite u
npoMbiBay ¢ nomoisio EtOAc (2x20 mur). IoxyueHHsIH GUIbTpaT NPOMBIBAIN COJEBBIM PACTBOPOM, BBICY-
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mmBany Hajx Na,SO,, GUIbTpOBaIN U BhIMapuBaiK Jocyxa. OcTaTok ouMInaiu ¢uim-xpoMaTtorpadueil Ha cu-
nuKarene, anmoupoBanu rpagueHToM 0-5% MeOH-DCM c¢ nonyueHHeM yka3aHHOTO B 3arojIOBKE COCIUHEHHS
(0.195 1, 74%) B BUIE Genmoro Teepaoro BemecTsa. MS: 338.2 (M+H").

[B] 6-(5-AmuHOTIMpHANH-3 -11)- 1 -MeTHII-3,4-muruapo- 1| H-XuHOTHWH-2-0H THAPOXJIOPHT

Os N
o NH:
|  Hcl
N
CycrieH3uto 2,2-numetnin-N-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuapoXHHOTHH-6 -1 ) TUP U TIH-3 -

wi|npormmoramunaa (0.195 r, 0.578 mmons) B 1H. BogaoM pactBope HCI (5.78 mur) Harpeamu 1o 90°C B TeucHme
HOuH. PeaklMOHHYI0 CMecCh BBINMAapHBalM AOCyXa U MOIy4EHHOE TBEpPAOE BemecTBO pactupanu B MeOH, ot-
(UIBTPOBBIBANIN M Jajiee BBHICYIIMBAIM B BHICOKOM BaKyyMe C HOJyYEHHEM yKa3aHHOTO B 3ar0JIOBKE COEJMHE-
mus (0.115 r, 69%) B Buze rpsa3HO-Genoro TBepaoro semiectsa B Buae HCl-comu. MS: 254.1 (M+H").
IIpomexyTouHBIH TPOIYKT A-3.
6-{5-[(S)-2-(TpeT-byTnnaumMeTHICHIAHUIOKCUMETHI ) TUPPOJIUIUH- | -1 [TupuuH-3 -1 } -1 -meTnn-3,4-

muruapo- 1 H-xuHonH-2-0H
oM
U@rﬁ
N7 Q
/

s,‘/7(

[A] (S)-2-(TpeT-ByTHIANME THIICHITAHUIIOKCUMETHIT ) TUPPOITHIMH

0
S\i/7(
/

K pactBopy (S)-nuppomauaun-2-un-meranona (0.69 r, 6.82 mmons) B DCM (3 mi), oxnaxxkaenHomy o 0°C,
no6asismn TEA (1.38 1, 13.6 MmMonb), a 3atem TBDMS-CI (1.03 1, 6.82 Mmmonb) B DCM (3 min). Peakumonnyro
CMECh 3aTeM IepeMeNINBaIN NTPH KOMHATHOHM Temneparype B TedeHue Houu u BiauBanu B NH4Cl (20 mi). Bon-
HBIA CJIOH dKcTparupoBasiv ¢ momoirsio DCM (2x50 mut). O0beTnHEHHBIE OPTAHUYECKHE CIION TTPOMBIBAIH CO-
JIEBBIM pacTBOPOM, BhICYIIMBaiK Hax Na,SO,, GHUIbTpOBaIM M BHITAPUBAIN I0CYXa C MOJIYYECHHEM yKa3aHHOTO

B 3arosioBke coeaunenns (1.11 1, 76%) B Buje xentoro Macia. MS: 216.2 (M+H").
[B] 3-bpom-5-[(S)-2-(TpeT-0y THIIIMME THIICHIIAHUIIOKCIMETIIT ) TUPPOJTU AW H- | -WIT |HUPUIUH

Br\(j/N?

|

= 0]
N /S\I/7(

K pactBopy (S)-2-((TpeT-0yTHiauMe THICHITHIOKCH )MeTH ) iuppoiuarHa (0.455 1, 2.11 MMois) B Toryose
(20 mur) moGasnsun Tpuc-(nuodensmuaeHaneron)unamauii(0) (Pd,(dba)s;) (0.039 r, 0.042 mmons) u rac-2,2'-
ouc-(mnpennndochuno)-1,1'-ounapranun (rac-biNAP) (0.066 1, 0.106 Mmois). Uepes 3TOT pacTBOp NMpoayBaH
aproH u HarpeBanu a0 85°C B teuenue 10 muH. [Tocne oxnmakAeHUs 10 KOMHATHON TEMIEpaTyphl JOOABISLIN
tpeT-0yTokcun Hatpust (0.406 r, 4.22 mmonb) u 3,5-guopomnupuauH (0.5 T, 2.11 MMOJIB) M peaKIIMOHHYIO CMECh
3areM HarpeBanu 1o 85°C B TeueHune Houn. CMech BIMBaiIM B HacheHHBIH pacTBop NH,4Cl (20 mur) 1 BogHBIN
cJI0# AKcTparupoBanu ¢ momoisio DCM (2x25 mur). O0bemuHEHHBIE OpraHUIECKHE CIION TIPOMBIBAIIA COJIEBBIM
pactBopoM, BeIcymmBaiM Hax Na,SO4 ¢uibTpoBanmu M BeIMapuBaiu jgocyxa. OcraTok ouwnmany (iom-
xpoMmartorpadueil Ha cuIMKaresie, amoupoBanu rpagueHToM 0-5% MeOH-DCM c noiydeHneM yKa3aHHOTO B
3aronoske coequnenus (0.412 1, 53%) B Buze xkentoro Macna. MS: 371.0, 372.9 (M+H").

[C] 6-{5-[(S)-2-(TpeT-byTHAANME THIICHITAHUIIOKCUMETHI ) TUPPOTUIAH- | -H1 [TUpUanH-3 -1} - | -MeTHII-
3,4-nurunpo-1 H-xuHomuH-2-0H

|
N
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Bo (nakon JUis MUKPOBOJTHOBOT'O oOyueHus 3arpy>xanu 3-6pom-5-[(S)-2-(Tper-
OyTHIIMMETHIICHIIAHIIIOKCUMETHIT ) TUppostuuH- 1 -uin mupuaun (0.091 1, 0.245 mmons), 1-metnn-6-(4,4,5,5-
terpametnn| 1,3,2]nnokcadboponan-2-wmn)-3,4-quruapo- 1 H-xuHonmuH-2-0H  (MPOMEXKYTOUHBIA  TPOAYKT A-1,
0.077 r, 0.270 mmois) 1 DMF (1.5 mun). Uepes peakIMOHHYIO CMeCh MPOIYBAH apTroH; IMOCJE 3TOTO 00BN
ouc-(tpudennndocun)mamramguii(I)xmopux (0.017 r, 0.025 mmons), a 3atem 1H. Na,CO; BOIHBIA pacTBOp
(0.980 mur, 0.980 MMOITB), ¥ PEAKIIMOHHYIO CMECh HarpeBalld B MUKPOBOTHOBOM Ikady mpu 120°C B Teuenue 30
MuH. PeaknmoHHyto cMech pazbaBisui ¢ momoimbio EtOAc, BmuBanu B Boaubii pactBop NaHCO; (10 mi), u
BOJHBIN ci10# SKcTparupoBany ¢ nomoinsio EtOAc (2x40 mir). O0beqHeHHBIE OPraHUYECKUE CIIOH MTPOMBIBAIIH
COJIEBBIM DPACTBOPOM, BbICymHuBaimu Han Na,SO,, ¢wmmbTpoBamu m BemmapuBanu. OcTaTok ounmiany (Gidi-
xpomarorpadueit Ha cwmkarese, ymonpoBanu ¢ nomousio 0-5% MeOH-DCM rpangueHT ¢ morydeHHeM yKa-
3aHHOTO B 3aronoBke coexuuenus (0.1 r, 90%) B Buze Genoro TBepaoro semectsa. MS: 452.1 (M+H").

IIpomexyTouHBIH TPORYKT A-4.

6-{5-[(R)-2-(Tper-byTninaumMeTHICHIaHUIOKCUMETHII ) TUPPOJIUANH- | -1 JnupuanH-3-ui § -1 -MeTwin-3,4-
nuruapo-1 H-xuHonaun-2-ox

|
N

[A] (R)-2-(TpeT-byTnnauMeTHICHIaHUIOKCHMETHI ) TUPPOJIHTUH

o0

~o
%o
ITo amamornu co cmocoOOM, OMUCAHHBIM JUIS TOJYYeHHs] TpoMmexxyTouHoro mpoxykta A-3 [A], (R)-
TUPPONIUINH-2-WII-MeTaHo BBoAwIN B peaknuio ¢ TBDMS-CI B nmpucyrctun TEA ¢ momydeHneM yKa3aHHOTO
B 3ar0JIOBKE COEAMHEHNS B BUJE XKEITOro macia. MS: 216.3 (M+H+).
[B] 3-bpom-5-[(R)-2-(TpeT-0y THIIUME THIICHITAHMITOKCUMETHIT ) TAPPOJIA TN H- | -1 |TUp U H

Br. x NO

| L
o}

" §<></

/

ITo anamorum co crmocoOOM, ONMMCAHHBIM IS TTOJIYICHHS TIPOMEXYTOYHOTO TIpoaykra A-3 [B], peakius
(R)-2-(TpeT-0y THIIIMME THIICHITAHIIOKCUMETIIT ) TUPPONIAANHA € 3,5-TUOPOMIUPUANHOM B  TIPUCYTCTBHU
Pd,(dba);, rac-biNAP u Tper-OyTokcuaa HATPUs TaeT YKa3aHHOE B 3ar0JIOBKE COCIMHCHUE B BUE JKEITOTO Mac-
na. MS: 371.0, 372.9 (M+H").

[C] 6-{5-[(R)-2-(Tper-ByTHimuMeTHICHIaHMIIIOKCUMETHIT ) TUPPOJIUANH- | -HT JIupuaAnH-3-1i1} -1 -MeTHII-

3,4-muruapo- 1 H-xuHonuu-2-0H
o
® <

e

ITo anasorum co crocoOOM, OTIICAHHBIM IS TTOJIYIeHHS IPOoMeKyTouHOTOo ipoaykra A-3 [C], 1-meTtnun-6-
(4,4,5,5-tetpamerun| 1,3,2|muokcaboponan-2-un)-3,4-nuruapo- 1 H-xunonnH-2-00  (IPOMEXYTOYHBIM MPOITYKT
A-1) KOHJICHCUPOBAIIX c 3-6pom-5-[(R)-2-(TpeT-Oy THIIANME THIICHITAHUITOKCUM ETHIT ) TUPPOIUAMH- | -
WI|IMPUANHOM C MOJYyYEHHEM YKa3aHHOTO B 3arojIOBKE COSIMHEHHs B BHE Oeoro TBepAoro BemecTtsa. MS:
452.1 (M+H").

IIpomexyTOuHBIH TPOTYKT A-5.

3-bpom-5-((S)-2-[1,2,4]tpnazomn- 1 -uaMeTHIMHPPOIAANH- | -AIT) TUPHIUH

A
= N
N B N

=/

Z’Z
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[A] [(S)-1-(5-BpomnupunuH-3-1i) TUpPOTUIUH-2 -1 [METAHOT

N OH
K  pactBopy  3-6pom-5-[(S)-2-(TpeT-Oy TUIAMMETHIICHIIAHMIOKCUMETHI ) TUPPOTHINH- | -1 [TUpuInHA
(mpomexxytounslii ipoaykt A-3 [B], 0.1 t, 0.269 mmonp) B8 MeOH (2 mn) go6asmsuin 4 M HCI B nuokcane
(0.202 m, 0.808 MMOJIB), ¥ PEAKIIMOHHYIO CMECh TIepEMEIINBAIIN PH KOMHATHOW TeMIepaType B TeueHue 1 d.
CMech BBITTApUBAJIH J0CYXa, OCTATOK pa3bapisumm ¢ nmomomsio DCM, BnuBanu B BoaHbI pactBop NaHCO; (10
MJI) B KCTparupoBaim ¢ momoiibio DCM (25 mu). Opranwdgecknii cioi BeicymmBany Hag Na,SOy, dumsTpoBa-
JIM ¥ BBIMIAPHMBAJIA C TIOJTydYeHHEM yKa3aHHOro B 3arojoBke coemuHeHus (0.060 r, 87%) B BuIe enToro macia.
MS: 257.0, 259.0 (M+H").
[B] 3-Bpom-5-((S)-2-x10pMeTHANPPOIAANH- | -WIT)TUPUINH

Br. \N

lN/ cl
K pactBopy (S)-(1-(5-6pomnupuaus-3-mwi)nupponuaus-2-un)meradona (0.060 r, 0.233 mmoins) B DCM (1
M), oxnaxaeHHomy no 0°C, mo6apmsuir no kamraM troHmmxiopun (0.112 1, 0.932 mmons). Peaknmonnyro
CcMech NepeMeIInBaIy IPU ITOU TeMmrneparype B TedeHrue 30 MUH, 3aTeM JOBOJMIN 10 KOMHATHOM TeMIepaTypsl
¥ TIPOJIOJDKAJIH TIEPEeMENINBATh B TedeHNne Houn. CMech pa30aBisuin ¢ momornisio DCM, BiIuBamu B BOXHBIN pac-
tBOp NaHCO; (10 Mi1) M BoAHBIH citoil sKcTparupoBaiy ¢ momoinsio DCM (2x20 mi). O0beanHEHHBIE OpTraHu-
YEeCKHE CJIOW MPOMBIBAIH COJIEBBIM PacTBOPOM, BBICYIIMBaIH Hax Na,SO,, GMIbTpoBaNy ¥ BEITAPUBAIH I0CYXa
C MOJTy4eHHeM yKa3zaHHOTO B 3aroioBke coexmHenwms (0.055 r, 86%) B Buae opamkeBoro macia. MS: 275.0,
277.0 (M+H).
[C] 3-Bpom-5-((S)-2-[1,2,4] Tprazon- 1 -uIMeTHIITHPPOIUIUH- | -UIT) TUPUIUH

Br X I\Q
\ENJ/ N\/DN

K pactBopy NaH (0.011 r, 0.272 mmons) B DMF (1 min) mobasmsimm 1H-1,2,4-tpuazon (0.016 1, 0.236
MMOJIb), ¥ PEaKIIMOHHYIO CMECh IIEpEeMEIINBAIM P KOMHATHOU Temrepatype B Tedenne 30 MuH. 3aTeM K pe-
aKIMOHHOU cMecu n00aBistian 3-6poM-5-((S)-2-xnopmermmupponuaus- 1 -nwn)nupuaus (0.05 1, 0.181 MMonb) B
DMF (0.5 mur) u cmech HarpeBanu 110 80°C B Teuenne Houn. Cmeck pazbasisuin ¢ nomomibio DCM, BnuBanu B
BoaHbIH pactBop NaHCO; (5 M) 1 BoaHBIH cioii skcTparupoBain ¢ nomoinsio DCM (2x10 mi). O0beanHen-
HBIC OpraHUYECKHE oW BhICymUBanu Haa Na,SO4, QUIBTPOBAIHM M BBINAPHBAIM JOCYXa C MOIYYEHHEM yKa-
3aHHOTO B 3aronoBke coenunenns (0.04 r, 72%) B Buje xentoro Macia. MS: 308.0, 310.0 (M+H").

[TpomexxyTouHbIi TPOAYKT A-6.

3-Bpom-5-((S)-2-MeTOKCUME THITTUPPOITUAVH- | -AIT) TUPUIITH

[To anHanoruu co croco®oM, ONMUCAHHBIM JUIs MOJIYYEHHs NMPOMEXYTOUHOTro nponykra A-3 [B], peakius
(S)-2-meTokcumeTnnupposmanHa ¢ 3,5-aubpomnupuauHoM B npucyrctBun Pdy(dba)s, rac-6u-NAP u tper-
OyTrokcuJa HaTpusl JaBajla yKa3aHHOE B 3arojlOBKE COEAMHEHHE B BHIE jkenroro macia. MS: 271.1, 273.1
(M+H").

ITpomexyTounslii mpoaykT A-7.

TpeT-byTnnoserit adup [2-(5-6poMmupuaNH-3-HIOKCH )ITHI |KapOaMUHOBOK KHUCIIOTHI

0
Br I X O\/\HJ\O%

Pz
N

K pactBopy 5-6pommupuann-3-oma (0.5 r, 2.87 mmons) B8 THF (30 M), oxnaxaernomy g0 0°C, mobapis-
mu tpudenmnpochur (0.829 r, 3.16 mmons) u TpeT-OyTHn 2-ruapokrcudTIiIKapOamar (0.51 r, 3.16 Mmoib) B
THF (5 mu), a 3aTem 100aBIsiy opiusaMu Tu(4-xmopoensmn)azoaukapookcmnar (1.16 t, 3.16 MMoinb), 1 peak-
IIHOHHYIO CMECh 3aTeM IIePEeMEUINBAIN MPH KOMHATHOHN Temreparype B TedeHue Houn. CMmech paz0aBisiim
nomouisio EtOAc, BnuBanu B Bogusiit pactBop NaHCO; (50 mMi1) ¥ BOIHBIN CIIOH SKCTParupoBaliv ¢ MOMOIIbIO
EtOAc (2x100 mi). O0benHEHHBIE OPTAHUIECKUE CIIOW TPOMBIBATM COJIEBBIM PACTBOPOM, BBICYIIHUBAIHM HaJl
Na,SO,, duneTpoBany n BeimapuBani. OCTaTOK pasBOAWIM B TUITHIIOBOM d¢upe (50 M) U OCTaBISUTH B X0JIO-
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JuiabHUKE Ha 2 4. [locie aToro TBepablii 0caoK OTGMILTPOBBIBAIN U MOJTYYEHHBIH (QUIBTpAT BBHIIAPUBAIN JO-
cyxa. Ocrarok ounmamu Qidni-xpomarorpadueil Ha cuimkarene, simoupoBanu rpagueHToM 0-30% EtOAc-
TeNTaH C MOIyYeHHEeM yKa3aHHOTOo B 3aroyioBke coenmaeHus (0.57 r, 63%) B Buzae 0enoro TBEpIOrO BEIIECTBA.
MS: 317.0 u 319.0 (M+H").

[TpomexxyTouHbIi TPOXyKT A-8.

bem3mi-(5-0pomnupu -3 -11)aMuH

ITo anamorum co crmocoOOM, ONMMCAHHBIM IS TTOJIYICHHS TIPOMEXYTOYHOTO TIpoaykra A-3 [B], peakius
Oen3mramMuHa ¢ 3,5-gubpoMmupuanHOM B ipucytcTBun Pd,(dba)s, rac-6m-NAP u TpeT-OyToKcHuaa HaTpus naBa-
+
Jla yKa3aHHOE B 3aroJIOBKE COCTMHEHUE B BUJIC KEJITOTO TBEpI0TO BemecTBa. MS: 262.9, 264.9 (M+H").
[IpomexyTounbIit mpoaykT A-9.
(S)-1-(5-bpommupuauH-3-11)-5-THAPOKCUMETHITTUPPOITUANH-2-0H
0

N/ OH

B zamasuHOi TpyOke 3,5-muObpommmpuawa (0.5 1, 2.11 wMmomp) oObemuHSUIE ¢ (S)-5-
(ruppoxkcumMetri)muppouauH-2-oaoM (0.243 1, 2.11 mmons), noaumom mean(l) (0.040 r, 0.021 mmoms), kap6o-
HaToM Kamus (0.583 1, 4.22 mMounb) u N,N'-gumetumytanenanamMmuaoM (0.037 1, 0.042 mmons) B 1,4-1uokcane
(20 mu). Peaknmonnyto cmech HarpeBanu 1o 110°C B Teuenue Houn. CMech OXJIaXkIadu 0 KOMHATHON TeMIie-
parypsl, ¢unbTpoBanm 4epe3 Dicalite m mnpombBain ¢ momompbsio DCM. Ocrarok ounmmanu (idim-
xpomartorpadueil Ha cuinkarese, amouposaiu rpaguenToM 0-10% MeOH-DCM c nonmydeHneM yka3aHHOTO B
3aronoBke coequnaenus (0.140 r, 25%) B Bume cBemiio-kenroro macia. MS: 271.1, 273.1 (M+H").

IIpomexxyTounslit mpoykT A-10.

1-(5-bpoMnupuarH-3-HiT)IUPPOTUIUH-2-0H

ITo aHamoruu co crmocoOoM, ONTMCAHHBIM IS MTOJIYIESHHUS IPOMEKYTOUHOTO TIPOAYKTa A-9, MUPPOHINH-2-
OH KOHJICHCHPOBAIHU C 3,5-THOPOMITMPHUINHOM C IOJyYCHHEM YKa3aHHOTO B 3arOJIOBKE COSAWHEHHS B BHIE
CBETJIO-KEIITOTO TBEPOTo BemecTsa. MS: 241.0, 243.0 (M+H)).

[TpomexxyTounbIit mpoaykT A-11.

(5-BpomnupuuH-3-UIMETHIT)aMUIITaH CYIIb()OHOBOW KACIOTHI

O\\ ,/O
Br. X N,S\/
| H
—
N

B konbOy 3arpyxamu S-OpomHukoTHHambaerua (2.55 r, 13.7 mmonsb), staHcynspoHamun (2.99 r, 27.4
MMOJIB) 1 TOJIyou (250 mir), 3aTeM JT00ABISUTH MO KaruisaM U3omporokcuy TutaHa (5.84 r, 20.6 mmons). Peakim-
OHHYIO cMech HarpeBasin 10 115°C B TeueHue HOUU U 3aT€M KOHLEHTPUPOBAIH B Bakyyme. OCTaToOK pa3BOAMIN
B DCM (200 mi) u MeOH (200 M) u mobasisin mopuusimu NaBH, (1.04 r, 27.4 mmons) npu 0°C. Peakunon-
Hylo cMech nepemeruBany npu 0°C B teuenne 30 MuH, 3aTeM BiuBanu B Boay (100 mir), moxydeHHBIH CycHeH-
3uro pusTpoBay yepes cioit Dicalite n mpomsiBanmu ¢ momomsio DCM (3x100 mir). BoxHsIi citoif oTHensy u
aKcTparupoBaiiv ¢ momorpio DCM (2x200 mi). O0beInHEHHBIE OpTraHNYECKHe CJIOU BBICYmUBay Hal Na,SOy,
¢unbTpOBANIN U NTpeacopOnpoBaIM Ha cuimkarese. OCTaToK ouuInay Qiani-xpoMarorpaduell Ha CuIMKaree,
smroupoBanu rpagueHToM 0-5% MeOH-DCM rpagueHt ¢ nonydyeHHeM YKa3aHHOTO B 3aroJOBKE COEIUHEHMS
(3.01 T, 79%) B BHIE OPaHKEBOTO TBEPAOTO BemecTBa. MS: 279.0, 281.0 (M+H)).

[TpomexxyTouHbIH POAYKT A-12.

1-(5-BpomMniupu -3 -MIMETHI ) TUPPOTHINH-2 -OH

o
Br\[jﬂ'\é
| ~
N

Br.

[A] 3-BpoM-5-XT0pMETHITTUPUINH
X cl

pZ
N

K pacrBopy (5-6pommupunun-3-un)meranona (3 r, 16.0 mmons) B DCM (15 M), oxnaxkaenHomy 1o 0°C,
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JO0aBISIIM 1O KarisiM THOHWIXJopua (7.59 1, 63.8 MMOIb), U PeakIHOHHYIO CMECh IEePEMENINBAIN TIPH KOM-
HATHOW TeMIEpaType B T€YEHHE HOUMU. DTy CMECh BIMBAJIU B Jiel ¢ BoAoH (20 mit), moaumenaunBaiy ¢ HOMOIIbIO
NaOH ko (8 mi) u skcTparuposaiu ¢ nomoinsio EtOAc (2x50 mir). O0beanHeHHBIC OPTaHUYECKHUE CIIOH BbI-
cymmBany Hajg Na,SO4, GUIbTpOBaIM M BhIapUBaiy jgocyxa. OcTaTtok ounmmanu (im-xpomarorpadueil Ha
cunmkarene, monposanu rpagueHToM 0-40% EtOAc-renTan ¢ moixy4eHHEM yKa3aHHOTO B 3aT0JIOBKE COCTUHE-
uus (3.08 T, 93%) B BUIE Genmoro TBepaOro Bemectsa. MS: 206.0, 207.9 (M+H").

[B] 1-(5-BpommupuanH-3 -HIMETHI ) TAPP OTUIUH-2-OH

(0]
Br\(j/\@
| 2
N

K cycnensun rugpuna varpus (60% B MunepaipHoM Macie, 0.044 r, 1.09 mmoins) B DMF (2 M) no6asis-
i mupponuauHa-2-0H (0.081 r, 0.945 MMOITB), ¥ peakKIIMOHHYIO CMECh IePeMEeINBaIi IPU KOMHATHOM TeMIiepa-
Type B Teuenne 20 MuH. 3aTeM g00aBisutu 3-0pom-5-xmopmerwimupuand (0.15 T, 0.727 MMOIB), ¥ TIOTYICHHYIO
cycrien3uio HarpeBanu npu 60°C B Tedenne Houu. CMech TaCHIU BOAOH (2 MIT) U SKCTPArupOBAIIN ¢ TTIOMOIIHIO
EtOAc (2x10 mi). OObeqMHEHHBIE OPTaHUYECKUE CJIOM BBICYIMBaU Haj Na,SO,4, uiIbTpoBanu 1 KOHIEHTPH-
poBamu B BakyyMme. OctaTok ounmany (idm-xpomarorpadueil Ha CHINKaresie, monpoBain rpaguearom 0-5%
MeOH-DCM c¢ nosrydeHneM ykazaHHOTO B 3arosioBke coennHenns (0.217 r, 87%) B Bume 6e10ro TBEpIOTO Be-
mectBa. MS: 251.1, 257.1 (M+H").

IIpomexxyTouHblit TPOTYKT A-13.

1-(5-bpoMnupuanH-3-UIMETUI ) TUIEPUIAUH-2-0H

0O
Br\(j/\’\ii
| P
N

ITo aHanorum co crocoOOM, ONMMCAHHBIM IS MTOJTYYSHHS MPOMEKYTOTHBIX MPOAYKTOB A-12 [B], peakius
MTUTIEPUIUH-2-0Ha ¢ 3-OpOM-5-XJTOPMETHITTUPHINHOM (MPOMEXKYTOUHBIH MPOAYKT A-12 [A]) B NmpHCYTCTBUH
NaH naBana ykazaHHOE B 3aroJIOBKe COS/IMHEHHE B BUJIE GeclBeTHOro0 Maciaa. MS: 269.2, 271.2 (M+H").

[TpomexxyTouHbIH POAYKT A-14.

4-(5-bpommupuaun-3 -unMernn)tuomopdoiuH 1,1-nuoxcug

Br. | AN N/\
N K/%;o
o

[To ananorumn co crocoOOM, OIMUCAHHBIM JUTS TTOJTyYESHHUS] IPOMEXKYTOUHBIX MPOIyKToB A-12 [B], peakuus
tromopdoinuH 1,1-muokcuna ¢ 3-6poM-5-XJI0pMETHIITUPUANHOM (IPOMEKYTOUHBIH NPOAyKT A-12 [A]) B mpu-
cyrcrBur NaH nmaBanma ykazaHHOE B 3arojIoBKE COEIWHEHHWE B BHIE Oelloro TBepjoro BemecTBa. MS: 304.9,
307.0 (M+H).

[TpomexxyTouHbIi TPOayKT A-15.

3-Bpom-5-((S)-2-MeTOKCUMETHITTHUPPOITUAVH- | -HIMETHIT ) TUPUTAH

Br XN N

/

0
/

[To ananorun co crocoOOM, OITMCAHHBIM JUTS TTOJIyYESHHUS] IPOMEXKYTOUHBIX MPOIykToB A-12 [B], peakius
(S)-2-(MeTokcumeTHI)IUPPONIUANHA € 3-0pOM-5-XJIOPMETHIITUPUINHOM (IIPOMEKYTOYHBIA TPOAYKT A-12 [A])
B npucyrctBud NaH naBana ykasaHHOe B 3aroJIOBKE COEIUHEHHE B BHIE *kenToro macma. MS: 285.0, 286.9
(M+H).

[TpomexxyTouHbIH TPOAYKT A-16.

6-{5-[(S)-2-(TpeT-byTHnANME THIICHITAHUIOKCUMETHI ) TUPPOTUIUH- | -HIIMETHII |TUPUINH-3-1T § - | -MeTHII-
3,4-nurunpo- 1 H-xuHomuH-2-0H

O N
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[A] 3-Bpom-5-[(S)-2-(TpeT-0y THIAUME THICHIIAHHIOKCUMETHI ) TUPPOITH N H- | -HIMETHII | TUPUIUH

Br X N

| Pz
N

7/
O-s
o
ITo aHanorum co CrocoOOM, OMMMCAHHBIM IS MOJTYYSHHS MPOMEKYTOTHBIX MPOAYKTOB A-12 [B], peakius
(S)-2-(TpeT-0y THIAMME THIICIIAHIIOKCUMETHI ) TAPPOTHINHA (TTPOMEXYTOUHBIN poAyKT A-3 [A]) ¢ 3-Opom-5-
XJIOPMETHIITTUPUINHOM (IIPOMEXYTOUHBIN TpoaykT A-12 [A]) B npucyrctBun NaH nmaBanma ykazaHHOE B 3aro-

JIOBKE COEIMHEHHE B BUJIE KEJITOTO TBEPAOTo BemecTsa. MS: 385.2, 387.2 (M+H)).
[B] 6-{5-[(S)-2-(TpeT-by TN IUME THICHITAHUITOKCUME T ) TUP PO H- | -HIMETHI |THpUIUH-3 -1 } - 1 -

MeTui-3,4-nuruapo-1 H-xunonus-2-oxn
X N
| ~
N

O~g{’
/ %/

[To anasorum co crmocoOOM, OTIICAHHBIM IS TTOJTYICHHS TIPOoMexKyTouHOoTOo poaykra A-3 [C], 1-meTnn-6-
(4,4,5,5-tetpamerun| 1,3,2 | mnokcaboponan-2-un)-3,4-nuruapo- 1 H-xunonnH-2-0H  (MPOMEXYTOYHBIM MPOITYKT
A-1) KOHJICHCUPOBAIH c 3-6poM-5-[(S)-2-(TpeT-Oy THIIUMETHIICHITaHIITIOKCUMETHT ) TUPPOITUIHH- | -
WIMETHI |IAPUINHOM C TIOYYEeHHEM YKa3aHHOTO B 3aTOJIOBKE COCIMHECHHMS B BHIE TPA3HO-0EIOro BOCKOOOpas-
HOTO TBepJIoTo BemecTa. MS: 352.3 (M+H").

IIpomexxyTouHbIi TPOTYKT A-17.

Mertunossiii a¢up (S)-1-(5-6pomMmmpuanH-3-MIMETHIT)THPPOIUANH-2-KapOOHOBOH KUCIOTHI

Br.

[0) N

ITo aHanorum co crocoOOM, OMMMCAHHBIM IS MTOTYYSHHS MPOMEKYTOTHBIX MPOAYKTOB A-12 [B], peakius
MeTIIIOBOTO 3(upa (S)-mUppOaUanH-2-KapOOHOBOW KHUCIOTHI € 3-OpOM-5-XJIOPMETHIIMTAPUIUHOM (ITPOMEXKY-
TOYHBIN mpoaykT A-12 [A]) B mpucyrctBun NaH naBana yka3aHHOE B 3aroJIOBKE COCIHHEHHE B BUIC CBETIIO-
xenToro Macia. MS: 299.2, 301.1 (M+H").

[TpomexxyTounbIit mpoaykT A-18.

6-{5-[(S)-2-(TpeT-byTHNIUME THICUIAHUIOKCUMETHI ) -5 -OKCOMTUP POTAAMH- | -MIIMETHII | TAPUIHH-3 -1 } - 1 -
MeTui-3,4-nuruapo- 1 H-xunonus-2-on

[A] (S)-5-(TpeT-bByTHIIUME THIICHITAHIITOKCUMETHIT ) TUPPOITUANH-2-0H
Oj\/j\/ O\\Si%
N |
H

ITo anamorum co crmocoOOM, OMUCAHHBIM JIJISI TIOMYYEHHUST MPOMEKYTOTHOTO MpoaykTa A-3 [A], peakmus
(S)-5-rugpoxcumerunmmupponunui-2-ora ¢ TBDMS-C1 B npucyrctBum TEA naBana yka3aHHOE B 3aroJIOBKE
= +
coenMHEHUE B BUE OeciiBeTHOM *kuakoctu. MS: 230.3 (M+H").
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[B] (S)-1-(5-bpomnupunun-3-uinmMeTni)-5-(TpeT-0y TR UM e THIICHIIAHUIOKCHMETHI ) TUPPOJIHTUH-2 -OH

Br N N

Pz
N

~si‘—

iy

[To ananorumn co crocoOOM, OITMCAHHBIM JUTS TTOJTyYESHHUS] TPOMEXKYTOUHBIX MPOoIykToB A-12 [B], peakius
(S)-5-(Tper-OyTHnauMeTHICHITaHUIIOKCUMETHII ) TUPPOJIUINH-2-0Ha C 3-OpOM-5-XJIOpMETHINUPUANHOM (TIpo-
MEXYTOYHBIH ponyKT A-12 [A]) B npucyrctBun NaH naBana ykasaHHOE B 3aroJIoBKEe COSJMHEHHE B Buae Oec-
nBeTHOro macia. MS: 399.2,401.2 (M+H+).

[C] 6-{5-[(S)-2-(TpeT-byTHI MM THIICHIIAHUIIOKCUMETHIT )-5-OKCOMUPPOITHINH- | -UIMETHII [ TUPUIUH-3 -
i} -1-metun-3,4-nuruapo- 1 H-xuHommH-2-0H

(0] N
(6]
o7 N
~
N
\ ,O
—Sj

S

ITo anasorum co crocoOOM, OTIICAHHBIM IS TOJIYIeHHS TIPOMeKyTouHOTo ipoaykra A-3 [C], 1-meTun-6-
(4,4,5,5-tetpamerun| 1,3,2 | muokcaboponan-2-un)-3,4-nuruapo- 1 H-xunonnH-2-0o0  (IPOMEXYTOYHBIM MPOITYKT
A-1) KOHJICHCHPOBAIH c (S)-1-(5-6poMmupuanH-3-UIAMETHI )-5-(TPET-0y TUITUME THIICITAHUIIOKCH-
METWII)TUPPOIUANH-2-OHOM C HOJIyYEHHEM yKa3aHHOTO B 3aroJIOBKE COCJAMHEHHUS B BHJEC KOPHMYHEBOW IICHBI.
MS: 480.3 (M+H").

ITpomexxyTouHslit TPOTYKT A-19.

3-bpom-5-[(S)-2-(2,2,2-TprUdTOPITOKCUMETHIT) T PPOITUANH- | -HIMETHI |TUPHIUH

Br. N p
| pZ
N

K cycnensun ruppuna natpus (60% B munepamsHOM Macie, 0.314 r, 7.84 mmons) B THF (20 M) moGas-
nsua (S)-(1-6em3mmmupponuaua-2-wi)Meranon (1.0 T, 5.23 MMob) B peakKIIMOHHYIO CMECh TIEPEeMEITUBATH TIPH
KOMHATHOW TemIieparype B Tedenue 20 MuH. 3ateM mobasisuu 2,2,2-tpudTopaTiiMerancyabhonar (1.4 r, 7.84
MMOJIb) U TIPOJIOJDKAJM IEepPEeMEIINBaHNe NPH KOMHATHOW TeMIepaType B TeueHHE HOYH. PeaknnoHHYI0 cMech
racwin ¢ omonisio HyO (10 mir) u sxcTparupoBanu ¢ nomorpio EtOAc (2x50 mir). O6bennHeHHBIE OpraHmye-
CKHe cJIoM BeIcymuBanu Haa Na,SOy, QHIbTpOBaIM M KOHICHTPUPOBATH B BakyyMme. OCTaTOK OYHMIIATH (hIIAIII-
xpoMmartorpadueil Ha cuimkaresie, amounposanu rpaguenTom 0-5% MeOH (1% NH4OH)-DCM ¢ nonydenuem
yKa3aHHOTO B 3aronoBke coexunenns (0.706 T, 37%) B BUIE CBETIO-KENTOM kunkocTd. MS: 274.3 (M+H").

[B] (S)-2-(2,2,2-TpudTop3TOKCUMETHII)THPPOIUANH

E

K pactBopy (S)-1-6en3un-2-(2,2,2-rpudropatrokcumermn)nupponuanaa (0.5 r, 1.83 mmons) B MeOH (20
MuT) 106aBisin ocHoBaHue XyHura (1.18 T, 9.15 Mmoub).

Konby npoaysanu Tpu pa3za aproHoM u k 3710#t cmecu nooasmsua 10% Pd/C (0.487 1, 0.457 mmons). Kon-
Oy mpoayBaju TPU pa3a BOAOPOIOM H PEAKIMOHHYIO CMECh IEpPEMEIIMBAN MIPH KOMHATHOW TeMIepaType B
teueHnue 1 4. CMech QUIBTPOBAIM Yepe3 CIIOH IEeNuTa, MPOMbIBain ¢ momMomnibio MeOH (20 M) 1 momydYeHHBIH
pacTBOp KOHIICHTPHPOBAIHM B BaKyyMe C IOJIydeHHEM yKa3zaHHOTO B 3arojoBke coenuHenus (0.250 r, 75%) B
BHJIe GECI[BETHOTO MOTyTBEPAOro BemecTsa. MS: 184.1 (M+H)).

[C] 3-BpoMm-5-[(S)-2-(2,2,2-TpupTOPITOKCUMETHIT ) TUPPOJIA T H- | -FITMETHI | TAPUIAH
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ITo aHajorum co crmocoOOM, ONMMCAHHBIM JJIS TIOMYYEHHUS MPOMEXKYTOUHBIX MPoaykToB A-12 [B], (S)-2-
(2,2,2-TprhTOPITOKCUMETHI ) TUPPOTHINH BBOJWIH B PEAKINIO C 3-OpOM-5-XTOPMETHITTUPUINHOM (ITPOMEXKY-
TOYHBIA TpoAyKT A-12 [A]) B mpucyrctBun NaH c¢ mosydeHneM yka3aHHOTO B 3aroJIOBKE COCIMHEHHS B BHIE
xentoro macna. MS: 353.1, 355.1 (M+H").

IIpomexxyTounslit TpoykT A-20.

2-(6-Xnopnupa3uH-2-1IaMHHO )ITaHOI

H
In_Ne N
C\[\j/\/\OH
/
N

B 3amasaHO# TpyOKe 2,6-muxmoprupasud (1 1, 6.71 Mmonb) cMemuBaii ¢ 2-aMmuHo3TaHooM (0.492 T,
8.05 mmoie), ocHoBanueMm Xyawura (1.13 1, 8.73 mmoins) B BuOH (7 mMit),  peakiiMOHHYIO CMECh HarpeBalii 110
80°C B Teuenne Houyn. CMech KOHIEHTPHPOBAIM B Bakyyme M ocrarok nemwan mMexay NaHCO; (20 m) u
EtOAc (100 mur). Opranuueckyio (¢a3y OTAeINSUIN, IIPOMBIBAIN COJIEBBIM PACTBOPOM, BhICymMBanu Hall Na,SOy,
(UIBTPOBANIN M BBIIAPUBAJIM JOCYXa C TOJIyYeHHEM yKa3aHHOTo B 3aroyioBke coennnenus (0.583 r, 50%) B Bune
CBETIO-KenToi mensl. MS: 174.1 (M+H").

IIpomesxyTouHbli TPOTYKT A-21.

Bben3un-(6-xnopnupasuH-2-ui)aMiH

g

ITo anamoruu co cmocodoM, ONMMCAaHHBIM TSI TIOTYYSHHS TIPOMEKYTOUHBIX IPOAYKTOB A-20, peakius OeH-
3WIaMHHA C 2,6-TUXJIOPIHUPA3HHOM B MPHUCYTCTBHM OCHOBaHMS XyHHWTa JaBajia yKa3aHHOE B 3ar0JIOBKE COEIH-
HEHHE B BHJIE CBETIO-KeNToi mens. MS: 220.1 (M+HY).

IIpomexxyTouHbIl TPOTYKT A-22.

7-Dr1op-1-metnin-6-(4,4,5,5-rerpametmn| 1,3,2 | nnokcaboponan-2-min)-3,4-nuruapo- 1| H-xuHommH-2-0H

[A] 6-bpom-7-dpTop-1-meTun-3,4-murunpo- 1 H-xunonuH-2-0H
|
Br
ITo ananmoruu co crocoOOM, OTIMCAHHBIM IS TIOTYYSHUS MPOMEKYTOUHBIX MPOAYKTOB A-1 [A], peakius 6-
O6pom-7-dTop-3,4-muruapo- 1 H-xuHoIMH-2-0Ha ¢ METHIIMOUIOM B TIPUCYTCTBUH TPET-OyTOKCHIA KM JaBajia
yKa3aHHOE B 3aTOJIOBKE COEMHEHME B BU/E 0ol meHsl. MS: 258.0, 259.9 (M+H").

[B] 7-®T1op-1-meTnin-6-(4,4,5,5-rerpamernn| 1,3,2 | nuokcadbopomnan-2-wmi)-3,4-quruapo- | H-xuaonuH-2-0H

I
O\'B
]

ITo aHamoruu co crmocoOoM, ONMCAHHBIM JIJISl TIOJTyYeHHUsT TPOMEXYTOUHBIX TPOayKTOB A-1 [B], peakius 6-
O6pom-7-pTop-1-meTmin-3,4-nuruapo-1 H-xuHonnH-2-0Ha c 4,44'4'5,5,5',5"-okramernn-2,2'-6mu(1,3,2-
nmokcaboponanoM) B npucyTtctBum anerata kanus u PdCl,(DPPF)-CH,Cl, naBana ykazaHHOe B 3arojioBKe CO-
eZIMHEHNE B BUJIE 6eI0T0 TBEpAoro BemecTa. MS: 306.1 (M+H").

[TpomexxyTouHbIH TPOayKT A-23.

1,4,4-Tpumerun-6-(4,4,5,5-terpamerun] 1,3,2 | nrokcaboponan-2-wun)-3,4-quruapo- | H-xuaonuH-2-0H
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ITo aHamoruu co crmocoOoM, ONMCAHHBIM JIJISl TIOTyYEHHUs TPOMEXYTOUHBIX TPOayKTOB A-1 [B], peakius 6-
opom-1,4,4-tpumeTii-3,4-murunpo- 1 H-xuHonuH-2-0oHa c 4,44'4'5,5,5',5'"-okramernn-2,2'-6u(1,3,2-
nmokcaboponanoM) B npucyrctBum anerata kanmus u PACl(DPPF)-CH,Cl, naBana ykazaHHOe B 3aroJioBKe CO-
eZIMHEHNE B BUJIE TPA3HO-6EI0T0 TBEpIoTO BemecTa. MS: 316.1 (M+H").

IIpomexxyTouHbIi TPOTYKT A-24.
TpeT-byTnnosstit a¢up 6-(6-xnopnupazun-2-nn)-2,6-auazacnupol3.3]rentan-2-kapOOHOBOM KUCIOTHI

Ao
C.T:j@@

o anamoruu co cmocoOOM, OMTUCAHHBIM TS TIOJTYYCHHUS IPOMEKYTOYHOTO TporykTa A-20, peakius TpeT-
oyTmioBoro s¢upa 2,6-muazacnupo[3.3|rentan-2-kapOOHOBOW KHCIOTHI ¢ 2,6-AUXJIOPITUPA3UHOM B TPUCYTCT-
BUHW OCHOBaHM XyHHTa JjaBajla yKa3aHHOE B 3aTr0OJIOBKE COeIMHEHNE B BHIE O€JI0T0 TBEPIOTO BEIIECTRA.

[TpomexxyTouHbIH TPOAYKT A-25.

TpeT-byTnnoBerit adup 6-(5-6pommupuana-3-mn)-2,6-quazacrimpo[ 3.3 rentaH-2-kapOOHOBOK KUCIOTHI

ITo anamorum co crmocoOOM, ONMMCAHHBIM IS TTOJIYICHHS TIPOMEXYTOYHOTO TIpoaykra A-3 [B], peakius
TpeT-0yTunoBoro 3¢upa 2,6-muazacnupo[3.3]rentan-2-kapOOHOBOH KUCIOTHI ¢ 3,5-AHOPOMIUPUINHOM B TIPH-
cyrcrBun Pd,(dba)s, rac-biNAP u Tper-OyToKcHma HaTpHs JaBaia yKa3aHHOE B 3ar0JIOBKE COCIMHECHHE B BHIE
0eIroTo TBEpI0TO BEIIECTRA.

[TpomexxyTodHbIH IPOAYKT A-26.

TpeT-byrnnosstit a¢up (S)-2-(5-6poMnupHUIMH-3-HITOKCUMETHII)a3e TUANH- | -KapOOHOBOH KHUCIIOTHI

Br. N O\\‘.‘sDN >T
| )0
0

~

ITo awamoruu co crmocoOOM, ONMMUCAHHBIM JJIs TOJYYCHUS MPOMEKYTOYHOTO Mpoaykra A-7, peakuus 5-
OpoMmupuIuH-3-01a ¢ TPeT-OyTWIOBBIM 3(hupoM (S)-2-THIPOKCHMETUIIA3eTUANH- | -KapOOHOBOH KHCIIOTHI B
MPUCYTCTBUH JTU(4-XITOpOCH3MI)a30uKapOOKCiIaTa U TpUpeHWIPOochUHA TaBaia yKa3aHHOEC B 3arOJIOBKE CO-
eIMHEHNE B BUJle aMOP(HOTO GECLIBETHOTO TBEPAOTo BemecTsa. MS: 343.1 u 345.1 (M+H)).

IIpomexxyTouHbIi TPOTYKT A-27.

TpeT-bytunossrit a¢up (R)-3-(5-6poMmupuanH-3-HI0KCH ) TUPPOTHINH- | -KapOOHOBOM KHCIOTHI

JERS g

[To anamoruu co crnocoOOM, ONMUCAHHBIM IS MOJTYYEHHS IPOMEXKXYTOYHOTO HpoAyKTa A-7, peakuus 5-
OpoMIMpHANH-3-0J1a C TPEeT-OyTHIIOBEIM 3¢UpOoM (S)-3-THAPOKCUITUPPOIUINH-1-KapOOHOBOH KUCIIOTHI B IPHU-
cyrctBuH H(4-x5opOeH3m)azonukapookcnnaTa u tTpudermwidhochuHa gaBajia ykazaHHOE B 3arOJIOBKE COCIH-
HEHHMe B BHJIe OeJI0ro TBeporo BemecTsa. MS: 343.1 u 345.1 (M+H").

[IpomexxyTounbIi MpoaykT A-28.

TpeT-byTnnoserit adup 3-(5-6poMmupHINH-3-HMITOKCH )-a3eTHINH- | -KapOOHOBOH KHCIIOTHI

Br 0
X
TJ Do
N b
6}
K pactBopy 5-6pommupunun-3-ona (0.285 r, 1.64 mmons) B DMF (2.5 M) mobasmsum K,CO; (0.453 T,

3.28 MMonb), a 3aTeM TpeT-OyTHIIOBBIN ¢up 3-Opom-azeTHauH-1-kapOoHoBOH KucaoTh (0.425 T, 1.8 MMOIIB) B
DMF (0.5 mur), u peakunoHHyI0 cMech HarpeBaiu 1o 60°C u mepeMemmBaiy B T€UEHHE HOYM. PeakMoHHYIO

-53-



035757

cMech pa3daisui ¢ nomouibio EtOAc, BiauBanu B HackineHHbIH pactBop NaHCO; (10 mir) 1 BoaHBIH ci10#i 9KC-
TparupoBanu ¢ nmomoipio EtOAc (2x20 mr). O0bennHEHHBIE OPTAHUYIECKUE CIIOW MPOMBIBATIM COJIEBBIM pac-
TBOPOM, BbICymMBaIM Hax Na,SO,; GUIBTpOBAIM W BhINapuBaIM nocyxa. Ocrarox ouwmanu (iom-
xpoMmartorpadueil Ha cumkaresne, snouposany rpagueHToM 0-50% EtOAc-rentaH ¢ mosy4eHHEeM yKa3aHHOTO B
3arosyioBke coemuueHus (0.539 r, 100%) B Bume OeCIBETHOTO KPUCTALTMUECKOTO TBEpIoro BemecTBa. MS: 329.1
(M+H).

[TpomexxyTodHbIi TPOayKT A-29.

TpeT-byTnnoserit adup (S)-3-(5-6poMmupuanH-3-HIOKCH)TUPPOTUINH- | -KapOOHOBOH KHUCIOTHI

JERS g

[To anamoruu co crnoco0OM, ONMUCAHHBIM JJISI MOJYYEHHs MPOMEXYTOYHOTO MpoAyKTa A-7, peakims 5-
OpoMmUpHUINH-3-071a C TPET-OyTHUIOBEIM 3dupoM (R)-3-rumpokcunupponuant-1-kapOOHOBOW KUCIOTHI B TIPH-
cyrctBuH H(4-x5opOeH3m)azonukapookcunaTa u tpudermwidhochuHa gaBaia ykazaHHOE B 3arOJIOBKE COCIH-
HEHHeE B BHje GecriBeTHOTO Maca. MS: 343.1 n 345.1 (M+H).

IIpomesxxyTounslit mpoxykT A-30.

tpeTr-byrnnosstit a¢up (S)-3-(5-6poMnupuIHH-3-HIOKCH)TUIIEPUANH- | -KapOOHOBOH KHCIOTHI

~
N N
O)\O
[To anamoruu co crnocoOOM, ONMUCAHHBIM ISl MOJTYYEHHS HPOMEKXYTOYHOTO NpOAyKTa A-7, peakuus 5-
OpoMnMpHINH-3-051a ¢ TpeT-OyTIiIoBBIM 3¢upoM (R)-3-ruapokcunumnepuant-1-kapOOHOBOH KHCIOTHI B IIPHU-
cyTcTBUM IH(4-XI0pOeH3MT)a3oqukapOoKkcmiaTa u TpudenmwipochrHa gaBana ykasaHHOE B 3arojIOBKE COENHU-
HEHHME B BHJIE CBETIIO-KeToro Macia. MS: 357.1 m 359.1 (M+H™).

[TpomexxyTounbIit mpoaykT A-31.
TpeT-byTrnoBeiit adup 4-(5-6poMmupuInH-3-UIOKCH ) TUTICPUINH- | -kapOOHOBOH KUCIOTHI

\ENJ/ U\g/oﬂ/

ITo awamoruu co crmocoOOM, ONMUCAHHBIM JJIsi TOJYYCHUS MPOMEKYTOYHOTO MpoAykTa A-7, peakuus 5-
OpOMIUPHUINH-3-071a ¢ TPET-OYTHIOBEIM 3()UPOM 4-TUAPOKCHITATICPUANH- | -KapOOHOBOW KUCIIOTHI B TPUCYTCT-
Bun nu(4-xmopOeH3ni)azoaqukapookcniaTta U TpudermipochruHa qaBana ykazaHHOE B 3ar0JIOBKE COSTUHEHHE B
BUJIC CBETJIO-XKENTOr0 aMOp(hHOro TBepaoro BemecTsa. MS: 357.0 u 359.0 (M+H").

[TpomexxyTouHbIi TPoayKT A-32.

TpeT-byTnnoserit adup (S)-2-((5-0pomMmupuIuH-3-MIOKCH ) METHI ) TUPPOITUINH- | -KapOOHOBOM KUCIIOTHI

o o L)
A :>/*°>T

ITo awamoruu co crmocoOOM, ONMMCAHHBIM JJIs TOJYYCHUS MPOMEKYTOUHOTO Mpoaykra A-7, peakmus 5S-
OpoMTUpHUINH-3-071a C TPET-OYTHUIOBEIM 3hUpoM (S)-2-(THAPOKCUMETHII)TUPPOIUINH- | -KapOOHOBOH KHCIOTHI
B TpUCYTCTBHH IH(4-xJI0pOeH3MI)a3onukapOookeniaTa U TpudermipochuHa AaBaia yKazaHHOE B 3aroJIOBKE
coequHeHne B Bue Oecusernoro Maciaa. MS: 357.0 u 359.0 (M+H+).

[TpomexxyTounbIit mpoaykT A-33.

(R)-N-(3-(5-bpommmpuana-3-1i)oKceTaH-3-1iT)-2-Me THIIPOTIaH-2-CyJIb(pUHAMHU T

6}

0
Br S N/S""
| H
~
N

[A] (R)-2-Metun-N-(okceTaH-3-miHIcH)IpONaH-2-CyIbQUHAMU
v
N
5
o}
K pactBopy Ti(OEt); (2.02 r, 7.53 mmoms) B THF (20 mu) nobGasmsamm (R)-2-merwnmponan-2-
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cynpuaamun (0.854 r, 7.05 mmons), a 3aTreM okceTan-3-oH (0.493 1, 6.84 mmone) B THF (5 M), u peakunoH-
Hy0 cMech HarpeBanu 10 50°C B Tedenne HOuH. [locie oxXmaxaeHus peakIMOHHYI0 CMECh Pa30aBIIsLTH C TIOMO-
mpio EtOAc (50 mi1) 1 MeIIeHHO, TIpU TIepeMEIMBaHuN JOOABJsUIM HACHIIIEHHBIH coeBor pacTBop (20 mu).
Yepes 15 mun cMech pumbTpoBanm uepe3 cioit Dicalite m mpombiBamu ¢ momoinsio EtOAc. Opranudeckyio $hazy
OTIeJsUTH, BRICymuBamyu Haa Na,SO4 1 BeImapuBaim gocyxa. OcTaTok ouumiany ¢iadm-xpomarorpadueii Ha ch-
JMKarene, 3monpoBany rpaaneHToM 0-40% EtOAc-rentaH ¢ mOIy4eHHEM YKa3aHHOTO B 3aTr0OJIOBKE COCIMHEHHS
(0.242 1, 20%) B BUZE CBeTIO-KenToro Maca. MS: 176.2 (M+H").
[B] (R)-N-(3-(5-bpommupu -3 -1I1)OKCETaH-3 -1 )-2-ME THITIPOTNIaH-2 -Cy b UHAMUT
o}

i
Br. X N/S;|/
| H
~
N

K pactBopy 3-6pom-5-nonnupununa (0.14 r, 0.493 mmons) B THF (2 M), oxnakaenHomy 1o -78°C, no-
6aBism o karusiv nBulLi (462 Mk, 0.74 MMoJip) B TedeHHe 5 MuH. PeakimoHHYIO cMech NepeMenInBau TpH -
78°C B Teuenwe 15 wmwmH, 3areM go00aBmsumm mo KammM  (R)-2-metmn-N-(okceraH-3-mivacH)mponan-2-
cymeuaamug (0.1 r, 0.567 mmonp) B THF (1 mn). Peakunonnyto cmech nepememmBany npu -78°C B TeueHue
10 muH, 3atem poBoammu 1o KT. Cmecs racunu Bozoit (2 min) u sxctparupoBanu ¢ nomorubsio EtOAc (2x10 mi).
OO0bemMHEHHBIE OPTAHUYECKHE CIION BBICYMUBaIK Hag Na,SO,, GuabTpoBaH U BeIapuBan gocyxa. OctaTok
ounmany ¢unII-XxpoMaTorpaduei Ha cunukarese, smonpoBanu rpagueaTom 0-100% EtOAc-rentan ¢ momyde-
HHEM yKa3aHHOTO B 3aroioBke coeamHerus (0.096 r, 58%) B Bume cBemino-xentoro maciua. MS: 333.0 u 335.1
(M+H).

[TpomexxyTouHbIi TPoayKT A-34.

6-(4,4,5,5-Terpamerni-1,3,2-muokcaboponan-2-wmn)-3,4-muruapoxunonud-2(1H)-on

Mo ananoruu co cmoco60M, ONMCAHHBIM /ISl OJTYYEHHS IPOMEXXYTOUHBIX TPOAYKTOB A-1 [B], peakuns 6-
opom-3,4-murunpoxunonus-2(1H)-ona ¢ 4,4,4',4'5,5,5'",5"-okramermn-2,2'-6u(1,3,2-11okcabopoiaHoM) B IpH-
cyrcteunm arerata kamus u PACl(DPPF)-CH,Cl, naBana ykazaHHOE B 3ar0JOBKE COCAMHCHHE B BUJC OCCIIBET-
HOTO TBepJIOTO BemecTBa. MS: 274.4 (M+H").

IIpomexxyTouHslit TPOTYKT A-35.

[(S 1 R)-1-(5-bpommupuana-3-un)stun]amug (R)-2-Metunmnponan-2-cymbpUHOBONH KACIOTHI

[A] (R,E)-N-(1-(5-BpoMmupuanH-3-1i1)3THIHIEH )-2-METUITIPOTIaH-2-Cy T UHAMU]T

0

K pactBopy 1-(5-6pommupunun-3-min)stanona (1.01 r, 5.04 mmons) B8 DCM (20 mi) mobasnsumn (R)-2-
MeTwimpornan-2-cynbuaamun (0.555 r, 4.58 mmois), a 3atem 1o karsim Ti(OEt), (1.23 1, 4.58 MMoib), 1 pe-
aKIMOHHYI0 cMech HarpeBaiu A0 40°C B Teuenne HOUH. [locie oXTakJAeHUs PacTBOPUTENh YAAISIN B BAKyyMe
1 octatok pasBogmwiau B EtOAc (80 mur). DTOT pacTBOp MHTEHCHUBHO MEPEMEIINBAIIN, TIPH 3TOM MEIJICHHO JO-
0aBJISLTA HACKHIIEHHBIA coJieBoit pacTtBop (20 mur). Uepe3 15 muH cMmech puibTpoBanu yepe3 cioii Dicalite u
npomeiBaiy ¢ nomombsto EtOAc. Opranndeckyro ¢asy oTIAessuIy, BeicymiBain Hax Na,SO, U BBIIapUBaIN 10-
cyxa. Ocrarok ounmamu Qidni-xpomarorpadueil Ha cuiIHKarenie, simoupoBanu rpagueHToM 0-50% EtOAc-
TeINTaH C MOJy4eHHEM YKa3aHHOTO B 3arojoBke coequnenus (0.964 r, 69%) B Buze xxenroro macia. MS: 303.1 u
305.0 (M+H").

[B] [(S u R)-1-(5-bpommmpuann-3-nm)atui]amun (R)-2-metnnmnponas-2-cynb(GUHOBONH KHCIOTHI

0
B { 1
I 0.,
X . Br. S.
YW N
P | ) H
N N

(S u R) R n §)

K pactBopy (R,E)-N-(1-(5-6pommmpnans-3-umn)3tununeH)-2-Metuinponan-2-cyiabdruaamuaa (0.3 r, 0.989
mmoinb) B MeOH (20 mi), oxnaxaennomy no 0°C Ha sensiHOM OaHe, mo6asmsum nopumsivmu NaBH, (0.075 T,
1.98 MMoOIIb) U PeaKIMOHHYI0 CMECh NEpPEMEIINBAIM MPH 3TOH TemmnepaType B TedeHue 30 MUH, a 3aTeM IpuU
KOMHaTHOU Temreparype B TeueHue emie 30 MuH. CMech TaCHIM HACBHIIIEHHBIM PacTBOPOM XJIOpUIa aMMOHHS
(10 M), opraHMuecKUil pacTBOPUTENH BHIIAPUBAIN U MOJYUYCHHBIM BOJHBIA pacTBOP SKCTPArMpoOBalIH ¢ MOMO-

-55-



035757

mpio EtOAc (2x25 mi). OObeqHEHHbIE OPTaHMYECKHE CIIOM TPOMBIBAIIA COJIEBHIM PACTBOPOM, BBICYIIMBAIN
HaJ Na,SO,, GUIBTPOBAIN U BBIIAPHBAIIM JI0CYXa C TIOJydYCHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (0.293 r,
97%) B Buze OecBETHOTO TBEPJOTO BELIECTBA, B BUEe cMecH 2:1 oboux nuacrepeomepoB. MS: 305.0 u 307.1
(M+H").

[TpomexyTounbIi TPpoayKT A-36.

6-(6-(2,6-Inazacrupo[ 3.3 Jrentan-2-wn)nupasu-2-un)- | -metuin-3,4-quruapoxuaonua-2(1H)-on  2,2,2-

TpUdTOparerar
| o]
H

F
m\[N N F

| N

J

N

K pactBopy Tper-0yTHioBoro 3¢upa 6-[6-(1-meTun-2-okco-1,2,3,4-reTparuapoXuHOINH-6-1IT)THpa3uH-2-
nn|-2,6-nuazacrmpo| 3.3 renran-2-kapOoHoBoi kucioTel (mpumep 28, 0.231 1, 0.53 mmons) B DCM (3 M) mo-
6asismn TFA (0.605 1, 5.3 MMOJB) M PEAKITMOHHYIO CMECh TIepeMENTUBAIA TIPU KOMHATHON TEMIIEpaType B Te-
yerne Houl. CMech BBIITapHBAIIN HECKOIBKO Pa3 ¢ TOMYOJIOM, a 3aT€M OCTaTOK OUYHUIIAIH C TOMOIIBI0 0OparieH-
Ho-(¢a3Hoit BOXKX Ha komonke Gemini-NX, samronposainu ¢ nomomisio 20-98% MeOH-H,0 (0.05% TEA) ¢ mo-
JydeHrneM yKa3zaHHoOro B 3arojoBke coexmHeHus (0.203 r, 99%) B Bunme xenroro tBeproro semiectBa (TFA-
coms). MS: 336.3 (M+H").

IIpomesxyTounslit TPOTYKT A-37.

(pa)-N-(1-(5-bpomMmupuInH-3-1i1)3THI)3TaHCY b () OHAMET

Oo /7
Br. N N/S\/
| H
Pz

N
[To ananoruu co croco6oM, OIIMCAHHBIM ISl TTOJYYEHUs TPOMEKYTOUHOTO npoaykra A-11, peakius 1-(5-
OpOMIUPHUINH-3-MIT)3TAHOHA C ATAHCYTh()OHAMHUIOM B MPUCYTCTBHH TETPa-M30MPOMOKCHIA THTaHA, a 3aTeM
NaBH, naBana yka3aHHOE B 3ar0JIOBKE COSIMHEHHE B BHJIE CBETIO-KenToro Macia. MS: 293.1 u 295.3 (M+H").
[IpomexxyTounbit mpoaykT A-38.
(pam)-N-(1-(5-bpomMmupuarH-3 -1 PO )3 TAaHC Y Ib(POHAM U

NS
Br N N,S\/
| H
—
N

B konby 3arpyxamn S5-6pomaukotrHambpaerua (0.5 r, 2.69 mmons), stancyashonamun (0.367 1, 3.36
MMOJIb) U TOJIYOd (25 mi1), 3aTeM J00aBIsUIN 10 KaruisaM TeTpa-u3onpornokcua Turana (1.53 r, 5.38 mmoinb). Pe-
aKIMOHHYI0 cMech HarpeBaimn 70 110°C B TeueHHe HOYHM M 3aTeM KOHIIEHTPUPOBAIW B Bakyyme. OCTaTok pac-
tBopsuti B THF (25 M) n oxnaxxknamu -40°C. [Ipu aT0it TemMmepaType 100aBsLH 10 KaruisiM 3 M pacTBOp dTHII-
Marauiiopomuna B a¢upe (2.24 mi, 6.72 MMOJIb) ¥ TIOTYYEHHYIO CMECh MEIUICHHO HarpeBanu 1o -20°C u nepe-
MemmBany B TedeHue 2.5 4. CMmech BIMBamu B HachimeHHbIA pactBop NH,Cl (15 M), monmydeHHYIO CyCIICH3UIO
bumpTpoBaANH U GUIBTpAT dKCTparupoBaiu ¢ momonisio DCM (2x50 mur). OObeTMHEHHBIE OpTraHUYECKHEe CIION
BeIcymuBaiy Hag Na,SO,, GuiabTpoBany u BEIMapuBaK Jocyxa. OCTaTOK OYHIAIK (IdII-XpoMaTorpaducii Ha
cuiMKarese, aaouposanu rpagueHToM 0-5% MeOH-DCM c nonydeHneM yka3aHHOTO B 3arOJIOBKE COETUHEHUS
(0.5, 56%) B Buze cBetno-kenroro macia. MS: 307.1 u 308.9.

IIpomexxyTounslit TPOIyKT A-39.

(pam)-N-((5-bpommupuuH-3 -11) (IIUKJIOTP O )METHI ) TAHCY TE () OHAMU T

O\\ /7
Br. N N/Sv
| H
~

N
ITo ananoruu co cmocoOOM, ONMMUCAHHBIM UIS TIONYYCHUsS] MPOMEKYTOYHOTO mpoaykra A-38, peaknus 5-
OpOMHHUKOTHHANBJCTHAA C TAHCYJIb()OHAMU B NMPUCYTCTBHU TETPA-M30MPOMOKCHIA TUTAHA, a 3aTEM IIHKIIO-
npormimarauiiopomuna (0.5 M B THF), naBama yka3aHHOE B 3arojoBKe COCIUHEHHE B BHJE KEITOTO Macla.
MS: 319.0 u 320.9 (M+H").
[TpomexyTounblit mpoaykT A-40.
(pam)-N-(1-(5-bpommupuauH-3-11)-2 -ME THITIPOITHIT )3 TAaHC YT ( OHAMH T

0. /P
Br x N/SV
| H
o
N
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ITo aHanoruu co cmocoOOM, ONMMUCAHHBIM UIS TIONYYCHUsS] MPOMEKYTOYHOTO mpoaykra A-38, peakuus 5-
OpOMHHUKOTHHANBJCTHAA C TAHCYJIb()OHAMHUIOM B MPUCYTCTBHH TETPA-U3OMPOIIOKCHIA TUTAHA, a 3aTEM H30-
npormiMarauiiximopuaa (2 M pacteop B THF), naBana ykazanHoe B 3arojioBKe COSAMHEHHE B BHE KPACHOTO
Macia. MS: 321.0 u 323.0 (M+H)).

[TpomexxyTodHbIH POAYKT A-41.

N-((5-bpommupuanH-3-mi1)Me TN )-N-MeTHII TAaHC Y Tb(POHAMHU/T

O, %
Br. N N” V
| !
N

K pactBopy (5-OpoMmupuanH-3-HIMETHIT)aMUAa 3TaHCYIb(MOHOBONH KUCIOTHI (TIPOMEKYTOUHBIH MPOITYKT
A-11, 0.21 1, 0.752 mmons) B DMF (6 M), oxnaxkaernomy 1o 0°C Ha nensHoit Oane, mo6asmsun 60% NaH B
muHepansHoM Macie (0.039 1, 0.98 Mmonb) U cMech TiepeMemmBany B Tedenne 15 muH. 3atem gobasmsum Mel
(0.136 r, 0.96 MMoOIIB) U peakIMOHHYIO cMech nepemenuBaiy pu 0°C B TedeHue emie 15 MUH, IOCIe Yero ra-
CHUITH BOJHBIM pacTBOpoM amMMmuaka (2 mur). CMech anee pa30aBIsLTi COJEBBIM PACTBOPOM U 3aTEM 3KCTPAarHpO-
Banu ¢ momotbio EtOAc (2x15 mi). OO0beHEeHHBIE OpraHUYecKHue CIION BhICymuBaimy Haa Na,SOy4, GuibTpo-
BJIM ¥ BBIIAPHUBAIIN JI0CyXa C MOJyYEHHEM yKa3aHHOTo B 3arosoBke coequaenus (0.209 r, 85%) B Buae xento-
ro Maclia, KOTOPOE MCITOIB30BaN 0¢3 JOMONIHUTENHON ouncTkr. MS: 293.1 u 295.1 (M+H+).

IIpomexyTouHBIN TPOTYKT A-42.

N-((5-bpommnupuus-3-mm)meTrir)-N- 3T1/In3TchynLq)0HaMI/m

\ /,

RO G

K pactBOopy (5-6p0MHI/IpI/IL[I/IH—3-I/IJ'IMGTI/IJ'I)aMI/I,Ha 9TaHCYJIb(OHOBOH KHUCIIOTHI (TIPOMEKYTOUYHBIH TPOIYKT
A-11, 0.051 1, 0.182 mmonb) B DMF (3 min), oxmaxneaHomMy a0 0°C Ha nensHoi 6aHe, moOasisuu 60% NaH B
muHepansHoM Maciie (0.011 r, 0.274 MMounb), ¥ 3Ty cMech NepeMelInBaIN P KOMHATHOHM TeMIieparype B Te-
yenue 20 muH. 3ateM nobaBisui HomataH (0.045 r, 0.292 MMoOIB), M pPEeaKIMOHHYIO CMECh MEepeMEIInBai B
TeueHue 3 4, 1mociie 4ero racuiay Bojaor (5 mur). Boxusiid pactBop skcTparupoBanu ¢ nomouipio EtOAc (2x15
Mi). O0beTMHEHHBIC OPTaHUYECKUE CIIOW BBICymuBaiy Hax Na,SOy4, GUIBTPOBAIN U BHITAPUBAIH TOCYXa C TO-
Jy4eHHEM yKa3aHHOTO B 3arojioBke coenmHeHns (0.051 1, 82%) B BuIe opaHXeBOTO Macia, KOTOPOE HCIIONB30-
BaIH 6€3 JOMONHNTENBHOH ouncTki. MS: 307.1 u 309.2 (M+H").

[TpomexxyTouHbIH TPOAYKT A-43.

N-((5-bpommupuanH-3-un)MeTHi )-N-H30TP O TAHCYITH () OHAMHT

O
Br N /S\/
SPY
N

ITo anamoruu co crmocoOOM, OMMUCAHHBIM IS MTOJYICHHS MPOMEKYTOTHOTO MpoaykTa A-42, peakius (5-
OpoMIIUpPHUINH-3-IMETHIT)aMAa JITAHCYIb(POHOBON KHUCIOTHI (MPOMEXKYTOUHBIH MpOaykT A-11) ¢ 2-
noxnpornanoM B npucyrctBuu NaH (60% B MuHepaibHOM Maciie) 1aBajia yKa3aHHOE B 3ar0JOBKE COCTUHECHUE B
BHJIE OJIOTO TBEPJOTO BEIIECTBA, MOCIE OYUCTKH B Xojae oOpamenHo-ha3zHoi BOXKX Ha xonmonke Gemini-NX.
MS: 323.1 (M+H").

IIpomexyTouHbIi TPOTYKT A-44.

N-((5-bpommupuus-3-mn)meTn)-N-2- 3TOKCI/IBTI/IJ‘I3TaHCy.l'IL(i)OHaMI/IL[

\\ //

fn

ITo amamoruu co cmocoOoM, OMMUCAHHBIM IS nonyquH;{ MIPOMEXYTOYHOTO TIpOoaykTa A-42, peakrwst (5-
OpoMIIUPHUINH-3-MIMETHIT)aMUIa dTAHCYTb(OHOBOM KUCIOTHI (POMEXKYTOUHBINA MPOaAyKT A-11) ¢ 2-OpoMdaTHII-
STHIOBEIM 3¢upom B mpucytcTBur NaH (60% B MHHEpaIp-HOM Maciie) aBajia yKa3aHHOE B 3aTOJIOBKE COC/IHHE-
HUE B BUJE JKEITOTO Macia IMOocjie OYHCTKH B Xoje obpamieHHo-(pa3zHoin BOXKX Ha komonke Gemini-NX. MS:
351.0 m 353.1 (M+H)).

IIpomexyTouHbIi TPOTYKT A-45.

(pam)-N-(1-(5-Bpomnupuaua-3-1i1)3Trn)-N-MeTHII TaHC Y Tb(OHAMHU T

Oo 7
Br. | e S\/
|

pZ
N
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Mo ananoruu co cmoco6oM, ONMCAHHBIM /TSI OTYYEHHS IPOMEXYTOYHOTO npoykra A-41, peakims N-(1-
(5-OpommupuuH-3 -1i1)9THII )3 TaHCYIb(oHAMUAA (IPOMEXKYTOUHBIH poaykT A-37) ¢ Mel B mpucyrcTBun NaH
(60% B MuHEpalIbHOM Macjie) JaBajla YKa3aHHOE B 3aroJIOBKE COSAMHEHHE B BUIE CBETIIO-XKEITOTO TBEPAOTO
Bemecta. MS: 307.1 n 309.2 (M+H").

[TpomexxyTodHbIH POAYKT A-46.

(pam)-N-(1-(5-bpommupuauH-3-11)3THi ) -N -3 THID TAaHC Y TH () OHAMH T

0

-~ 7
Br. X

NN
- §
N

ITo aHamoruu co crmocoOoM, ONMCAHHBIM JIJISl TIOTyYEHHUs TPOMEKYTOUHOTO TipoaykTa A-42, peakrwst N-(1-
(5-6pommupuIUH-3-1I1)3THI )3 TaHCYIbpoHaMUAA (TIPOMEXKYTOUHBIH TIPOAYKT A-37) ¢ HOAITAaHOM B TIPUCYTCT-
Bun NaH (60% B MuHEpaJIbHOM Maciie) JaBajia yKa3aHHOE B 3arojIOBKE COSMHEHNE B BUE JKEJITOro Macia. MS:
321.0 m 323.1 (M+H").

IIpomexxyTouHblit TPOTYKT A-47.

(5-bpomnupuaun-3-unmertnin)amuy 1-metwn-1H-nupa3on-4-kapOoHOBOW KUCIOTHI

0
Br
X N N
| Ho LN
N N
\
[To anamoruu co crmocoOoOM, ONMCaHHBIM JUISl MOJYYEHUsI COSAMHEHHs B mpuMmepe 75, koHaeHcanus (5-
OpoMnupuIMH-3-mI)MeTaHaMuHa ¢ |-meTmi-1H-nrpa3on-4-kapOoHOBON KHCIIOTOH JaBana yKa3aHHOE B 3aro-
JIOBKE COEIMHEHHUE B BHJIe OECIIBETHOTO TBEPAOTo BemecTBa. MS: 297.1 u 295.0 (M+H").

[TpomexxyTouHbIi TPOayKT A-48.
2-(5-bpommupuauH-3 -MIMETH )U30THA3OHIUH 1,1 -THOKCH T

ITo amamoruu co cnoco6oM, ONMMCAHHBIM IS MTOJYICHHS MTPOMEKYTOTHOTO Tpoaykra A-12 [B], peakmus
n3oTHazonuanHa 1,1-mrokcnaa ¢ 3-0poM-5-XITOpMETWIMAPUANHOM (ITPOMEKYTOUHBIH MponykT A-12 [A]) B
npucytcTBur NaH naBama ykazaHHOe B 3arOJIOBKE COEJUHEHUE B BHJIE CBETJIO-kKelnToro Macma. MS: 292.8 u
290.9 (M+H").

ITpomexxyTouHblit TPOTYKT A-49.

N-(2-(5-bpomnupuauH-3-1i1)npornaH-2-1i1)3TaHCyIb(HOHAMH

0 0
N4
Br N N/SV
| H
P
N

B kon0y 3arpysxanu 1-(5-6pomnupunun-3-un)stanoH (0.5 r, 2.5 mmons), stancyiasdonamun (0.341 1, 3.12
MMOJIb) ¥ TOXYOJ (25 MiT), 3aTeM JOOaBISUIH 1O KAIUISIM TeTpa-u3ompornokcun tutana (1.42 r, 5 mmons). Peak-
IUOHHYIO0 cMech HarpeBanu a0 110°C B TedeHue HOYM M 3aTeM KOHLEHTPHPOBAIU B BaKyyMe C MOTyYCHHEM
npoMexxyrouyHoro uMuHa (0.73 1) B BuAE CBETIO-KOPHYHEBOro Macia. YacTh 3TOro mpoMeXyTOYHOTO MMHHA
(0.4 1) pacteopsuir B THF (10 mu1) u monmy4yeHHYI0 cMech oxuaxaany 1o -78°C. JJobarsuu mo karsM 3 M pac-
TBOp MeTuiaMarHuiiopomuaa B adupe (1.14 mi, 3.43 MMoiIb) IIpH 3TOH TeMIepaTtype, U HOIy4eHHYIO CcMech I1e-
pemermmBany mpu -70°C B Tedenue 3 4. 3areM ee goBoawmiau 10 0°C, mociie 4ero racuiii HachIIIEHHBIM PacTBO-
pom NH,CI1 (10 mm). TTomydeHHyI0 CyCIEH3UIO (QUIBTPOBAIH, W 3TOT QUIBTPAT YKCTPArUPOBAIHN C ITOMOIIBIO
DCM (2x30 mi). OObeqMHEHHbIE OpraHUYecKre ciIoM BhIcymmBanu Haj Na,SO,4, GHIBTpOBaNU W BhIIApUBAIN
nmocyxa. OcTaTok oummianu Qidm-xpomarorpadueil Ha cuinkarene, amonpoBanu rpagueHrom 0-5% MeOH-
DCM c noxydenuem ykazanHoro B 3arojioBke coemuuenus (0.1 r, 17%) B Bume xenToro macia, KOTOpOe HC-
TIOJTB30BANTH 6€3 JOMOTHUTENbHOH ouncTki. MS: 307.1 n 309.1 (M+H").

[IpomexyTounblit mpoaykT A-50.

N-((5-bpommupuaun-3-un)metnn)-N,3,5-TpuMeTHIIN30KCa3011-4-KapOOKCaMuU I

Br x N /O

T L,
N

ITo aHamoruu co cocoOOM, OMUCAHHBIM IS TIOTYYCHUS POMEKYTOUHOTO TponykTa A-41, peakuus (5-
OpOMIIUPHUINH-3 -MIIMETHIT)METHIAMHIA 3,5-TUMETHIIN30KCa30J1-4-KapOOHOBOW KHUCIIOTHI (MTOJy4EHHOTO 10 aHa-
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JIOTUH C TIPOMEXYTOUHBIM NpoaykToM A-47) ¢ Mel B npucyrcreun NaH (60% B MuHEpaipHOM Maciie) raBaia
yKa3aHHOE B 3ar0JIOBKE COEMHEHHE B BUJIE JKEIITOTO TBEPIOTo BemecTsa. MS: 326.3 u 324.2 (M+H)).
[TpomexxyTouHbIH TPOayKT A-51.
3-Bpom-5-[2-(1,1-110KCc0-1 A*~H30THABOMHIMH-2-HIT) > TOKCH | THPHIHH
o}
W0
Br. X O\/\N _S

~

[A] 2-(2-XnopaTum)u3oTuazonuaut-1,1-mokeu
(0]

NS /y

GN/\/CI

K pacteopy 2-(1,1-mmokco-1A -m3otrasomuans-2-mn)sranona (0.14 r, 0.847 mmons) B DCM (4 mur) 1o-
6asistm SOCl, (0.151 1, 1.27 Mmouts) 1 peaknuoHHy1o cMech Harpesaiu 10 40°C B TeueHue 2 4. CMech OXJIax-
JlaJiv 10 KOMHATHOM TeMIeparypsl, pa30asisiiu ¢ momoisio DCM, BinBanu B HackimeHHbIH pactBop NaHCO;
(10 M), m BOgHBIN cioi dKcTparupoBanu ¢ momomisio DCM (2x20 mir). OO0beqMHEHHBIE OPTaHUYECKUE CIIOU
BeICymMBay Haj Na,SO,, GuibTpoBany u BeINapUBajIn A0CYyXa C MOJNyYCHUEM YKa3aHHOTO B 3ar0JIOBKE COE/IHU-
HeHus (0.046 r, 30%) B Buie OpaH)KeBOTO Macia, KOTOPOE MCIOIb30Balll 0€3 JOMOIHUTENFHONH OUiCcTKU. MS:
184.1 (M+H").

[B] 3-bpom-5-[2-(1,1-quokco-1 )\.G-I/I3OTI/Ia3OJ'II/IL[I/IH—2-I/IJ'I)STOKCI/I]HI/IpI/II[I/IH

0
Br. N O\/\N/“S//O

7
N

K pactBopy 2-(2-xmopatmwi)uzotrazonuaus-1,1-quokcuna (0.046 r, 0.253 mmone) U 5-OpoMmnupunuH-3-
ona (0.04 r, 0.230 mmoins) B DMF (1 M) mobasmsuiu K,COs (0.064 1, 0.46 Mmmons), a 3atem KI (0.008 1, 0.046
MMOJIb), U PEaKIMOHHYIO cMech HarpeBaiu 10 60°C u nepememmBany B TedeHue Houn. CMech pa30aBisuu C
nomombslo EtOAc, BimuBanu B HaceimeHHbIH pactBop NaHCO; (5 Mi1), 1 BOJHBIN CIIONW AKCTpAarnpoBajy ¢ MO-
Mompio EtOAc (2x10 mi). O0bemnHEHHBIE OpPTaHUIECKHE CIIOM MPOMBIBAIIN COJIEBBIM PACTBOPOM, BBICYIIIHBAIN
Hax Na,SO,, GrisTpoBamu 1 BeIMapuBaiu ngocyxa. Ocratok ouynmany (iam-xpomarorpadueiil Ha CHIMKaree,
amoupoBanu rpaauearoM 0-5% MeOH-DCM c nomyuyeHnem ykazaHHOTo B 3aronoBke coexunenus (0.015 T,
20%) B BHIE JKENTOrO Macja, KOTOpOe HCIIONb30BaNd 0Oe3 JOMONHHUTeNbHOH oumcTku. MS: 321.3 un 323.2
(M+H").

[TpomexxyTodHbIH TPOAYKT A-52.

N-((5-bpoM-4-MeTHIIPUANH-3 -1 )METHI )3 TaHCYTb(HOHAMUT

v 0
Br X N /S\/
| H
~
N

ITo amamoruu co crocoOOM, ONMMCAHHBIM ISl TONYYCHHs MPOMEXKYTOUHOTO MpoaykTa A-11, 5-6pom-4-
METHITTHPUINH-3-KapOabIeru]] CHaYalla BBOJWIH B PEAKIUIO C ITAHCYIb(POHAMHIIOM, a 3aTEM BOCCTAHABJIMBA-
JIM TIOJTyYCHHBIN TakuM o0pa3oMm uMuH ¢ moMoinsio NaBH, B MeOH, ¢ momydeHreM yKka3aHHOTO B 3arOJIOBKE
COEJMHEHUS B BUJIE TPA3HO-0€10T0 TBEpAOTo Bemecta. MS: 293.1 n 295.3 (M+H").

IIpomexxyTouHbIi TPOTYKT A-53.

N-((5-bpom-4-xsopnupuanH-3-1I1)METHIT)3TaHCYTb(HOHAMHIT

Cl
N\
Br. N N/S\/
| H
—
N

ITo amamoruu co CrocoOOM, ONMMCAaHHBIM ISl TIONYYCHHSI MPOMEXKYTOUHOTO MpoaykTa A-11, 5-6pom-4-
XJIIOPIUPUANH-3-KapOalbAeTHI BBOAWIN CHaYa a B PEAKIHIO C ATAHCYIH(OHAMHUIOM, a 3aTEM BOCCTAHABINBAJIH
TOJTy4eHHBIH TakuM o0pa3zom mMuH ¢ TioMomibio NaBH,; B MeOH, ¢ mosydeHneM yka3aHHOTO B 3aroJIOBKE CO-
eZIMHEHNS B BUJIE CBETIO-OPAHKEBOTO TBEPAOTo BemecTsa. MS: 313.2 m 315.1 (M+H").

[TpomexxyTouHbIH POAYKT A-54.

TpeT-byTnn (Tpanc)-4-(5-6poMnupuarH-3-MITIOKCH ) IUKJIOTeKCHIIKapOamar

ROAOE W
N/ H 0

[To anamoruu co croco0OM, ONMUCAHHBIM JISI MOJYYEHHs MPOMEXYTOYHOTO MpoAykTa A-7, peakius 5-
OpoMTIUpHUINH-3-071a ¢ TPEeT-OyTUIOBBIM dpupom (1HcC)-(4-THAPOKCUIINKIOTEKCHI )KapOaMUHOBOW KHCIIOTHI B
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MPUCYTCTBUH TTU(4-XITOpOCH3MI)a30uKapOOKcHiIaTa U TpUPeHWIPOochUHA TaBaia yKa3aHHOEC B 3aTOJIOBKE CO-
eIMHEHNe B BUJIe 6ECIBETHOr0 TBEpOro BemecTsa. MS: 371.3 u 373.3 (M+H)).

IIpomexyTounslii mpoaykT A-55.

tpeT-bytnnoserit adup (R)-2-((5-6poMmapunH-3 -UI0KCH)METHIT) TUPPOTUINH- | -KapOOHOBOH KHUCIOTHI

SRS

(0]

ITo amamoruum co crmocoOOM, ONMMUCAHHBIM JJIs TOJYYCHUS MPOMEKYTOYHOTO MpoAykTa A-7, peakuus 5-
OpomMmupHuINH-3-071a ¢ TpeT-OyTIIoBBIM dupoM (R)-2-(THIPOKCHMETHI ) TUPPOTHINH- | -KapOOHOBOMH KUCIIOTHI
B TpUCYTCTBHH IH(4-xJI0pOeH3MI)a3onukapookeniaTa U TpudenmidpochrHa AaBaia ykazaHHOE B 3aroJIOBKE
COEJIMHEHHE B BHJIE OpaHKeBoro Macna. MS: 357.3 u 359.3 (M+H").

[TpomexxyTodHbIH TPOAYKT A-56.

N-((5-bpommupuanH-3-11)MEeTHIT )-3 -XTIOPITHKOIHHAM AT

o}
Br AN N N\
SR Se
N Cl
ITo ananmorum co crmocoOOM, OMMCAHHBIM IJIS TIOTYYCHHs] COSAMHEHWs B TpuMepe 75, KoHaeHcanus (5-
OpoMIUpHUINH-3-MIT)METAaHAMIHA ¢ 3-XJOPIUPUINH-2-KapOOHOBOH KHCIIOTOHM JaBajia yKa3aHHOE B 3aroJIOBKE
COeJIMHEHHE B BHJIE TPA3HO-6EI0r0 TBEpI0ro Bemecta. MS: 326.2 n 328.2 (M+H").

IIpomexyTounslii npoaykT A-57.
N-((5-bpommupuaus-3-mn)MeTrn) -3 -XI0p-N-Me THINHAKOJIMHAMHET

0]
N
WIJ?@
=
N/ Cl
[To anamornu co crocoOOM, ONMMCAHHBIM ISl TIOMydEHHUST TPOMEXYTOUHOTO TpoaykTra A-41, peakius N-
((5-6pommupuAMH-3 -1 )METHI )-3 -XJTOPIUKOJIMHAMHUAA (TIPOMEKYTOUHBIA POAYKT A-56) ¢ Mel B pUCyTCTBUU
NaH (60% B MuHEpanbHOM Maciie) AaBaja yKa3aHHOE B 3arOJIOBKE COCTUHEHHE B BHAE TEMHO-KOPHIHEBOTO
Macima. MS: 340.2 u 342.2 (M+H)).

IIpomexxyTouHbIi TPOTYKT A-58.
(R)-N-((5-Bpom-4-xmopnupuiH-3-1I)METHII)-2-METHIIPOTIaH-2 -Cy b UHAM UL

cl ﬁ) XUpanbHbIi
Br X N“‘S
| H
~
N

1-(5-Bpom-4-xnoprupunu-3-un)mer-(E)-umuaenamun  (R)-2-meTunmponan-2-cyab(GUHOBON  KUCIIOTHI,
nosydeHHbId u3 (R)-2-meTunmponan-2-cynshuHaMuaa U S-0pom-4-XIopmupHuIuH-3-KapOanbaeruaa Mo aHajio-
THUH CO CIIOCOO0M, OMTUCAHHBIM ISl TIOMYYEHUS TIPOMEXKYTOUHOTO MpoaykTa A-35 [A], BoCCTaHaBIWBAIH C TIO-
mompto NaBH, B8 MeOH mno ananoruu co crmoco6oMm, ONMMCaHHBIM IS TOTYYEHHS IIPOMEKYTOYHOTO TMPOAYKTA
A-35 [B], ¢ monyueHneM yKa3aHHOTO B 3arOJIOBKE COEIMHEHHMS B BHJIE KeITOro Macia. MS: 325.2 (M+H").

IIpomexxyTouHbIi TPOTYKT A-59.

(5-bpom-4-metnnmupunun-3-unmermn)amun (R)-2-mMetunnponan-2-cynbGpHHOBOH KUCIOTHI

XupanbHbIi

I
Br N N“‘S
| H
~
N
1-(5-bpom-4-metunmupunui-3-win)mer-(E)-mmnenamun  (R)-2-meTrnmponaH-2-cyab(OUHOBOW  KUCIIOTHI,
noxydeHHsi u3 (R)-2-mMeTunnponan-2-cynbpunamMuaa u 5-6pom-4-MeTHIIHPHINH-3-KapOanpaeruia 1no aHajio-
THH CO CIOCOOOM, ONMHMCAHHBIM JUIS ITOJydESHHUS IPOMEXKYTOUHOTO MpoaykTa A-35 [A], BoccTaHaBIMBAIN C TO-
mompto NaBH, B8 MeOH mno ananoruu co crmoco6oMm, ONMMCaHHBIM IS TOTYYEHHS TIPOMEKYTOYHOTO MPOAYKTA
A-35 [B], c mony4eHHEM YKa3aHHOTO B 3arOJIOBKE COCIMHCHHS B BHAE OCCIBETHOTO TBEPAOTO BemiecTBa. MS:
305.3 1 307.4 (M+H").
IIpomexxyTounslit TpoIyKT A-60.
[(R umm S)-1-(5-Bpom-4-metrnmupuani-3-wn)atui|amu (R)-2-Metunmpomnan-2-cyib(pHHOBON KUCIOTHI
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XnpanbHblii

i
Br: x N“‘S
(Y NR
=
N
(R umm S)
1-(5-Bpom-4-metrnmupunui-3-un)mer-(E)-mmnenamun  (R)-2-meTunmponaH-2-cyab(OUHOBOW  KUCIIOTHI,
nosrydeHHbIi u3 (R)-2-metmnmnponan-2-cynbhrHaMuaa U 5-0pomM-4-MeTHITUPHINH-3-KapOabaeTuaa o aHajlo-
THUH CO CIIOCOOOM, ONMCAHHBIM IS TIOMyYEHHUS MIPOMEXYTOTHOTO MpomaykTa A-35 [A], BBOIWIM B PEaKIUio C
METHIMAarHIHOPOMHUIOM, TI0 aHAJIOTHH CO CIIOCOOOM, OMMCAHHBIM [UIS MOJTYYCHUS IPOMEXYTOYHOTO MPOAYKTa
A-49, u3 COOTBETCTBYIOIIETO MPOMEKYTOYHOTO MMHHA, C TIOTY9YCHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHUS B
BHJIE CBETIIO-XKENTOr0 aMop(hHOro TBeporo BemecTtsa. MS: 319.2 u 321.3 (M+H").
IIpomexxyTouHbIi TPOTYKT A-61.
[(R um S)-1-(5-bpom-4-xnoprupunus-3-wn)stuilamun (R)-2-metunmnpona-2-cynbQUHOBON KHCIOTHI

| _
¢ XUpasbHbIi

i
Br X N“'S
| H
/
N
(R unmn S)
1-(5-Bpom-4-xnoprupunu-3-un)mer-(E)-unmuaenamun  (R)-2-meTunmponan-2-cyab(GUHOBON  KUCIIOTHI,
nosrydeHHbId u3 (R)-2-meTrnmponan-2-cynshruHaMuaa U S-0pomM-4-XIopmupHuIuH-3-KapOanbaeruaa Mo aHajio-
TUH CO CIIOCOOOM, ONMCAHHBIM ISl TIONYYEHHUST MTPOMEKYTOIHOTO MpomaykTa A-35 [A], BBOIWIM B PEaKIUIo C
METHIMATHHHOPOMHUIOM, TI0 aHAIOTHU CO CIIOCOOOM, OMMCAHHBIM JUIS MOJTYYCHUS MPOMEKYTOYHOTO MPOIYKTa
A-49 W3 COOTBETCTBYIOIIECTO MPOMEKYTOYHOTO UMHHA, C MMONyYCHHEM yKa3aHHOTO B 3aroJIOBKE COCIUHCHUS B
+
BHUJIE OpamkeBoro Macina. MS: 341.2 (M+H").
Ipumep 1.
[5-(1-Metunn-2-okco-1,2,3 ,4-TeTparuapOX UHOIUH-6- Y1) TAPUIUH-3 -1 |aMUIITaH CYIb(POHOBOIN KHCIOTHI
|
O N
H
| AN N\S/\
N

J o 0
N

K pactBopy 6-(5-amuHOTIMpUANH-3-11)- | -MeTHI-3,4-quruapo- 1 H-xuHomH-2-0Ha (TIpOMeEKyTOUHBIA TIPO-
nykT A-2, 0.02 1, 0.079 MmMonp) B DCM (0.5 M) noGasmsun tpudtrinamul (0.024 r, 0.237 mMMoub), a 3ateM
srancynspormxiopus (0.01 r, 0.079 MMOIIB), U PEAKIIMOHHYIO CMECh TIEpEMEITUBAIA TPH KOMHATHON TeMIIe-
patype B Teuenue 1 4. Cmech pazdasisin ¢ momoimbio DCM, BimBamu B Boay (5 MiT), ¥ BOJHBIN CIION dKCTparu-
poBaiu ¢ momotibio DCM (2x20 mir). O0beqMHEHHBIC OpraHMYECKUE CII0U BeIcymuBaiy Han Na,SO,, GuibTpo-
BaJIM ¥ BBHITAPHBAIH focyxa. OCTaTOK oummany ¢GumII-xpoMarorpadreii Ha cunukaresne, JIIOUPOBAIN TPaIUCH-
toM 0-10% MeOH-DCM c noxydenueM ykasanHoro B 3aronoBke coexmaenus (0.007 r, 23%) B Buae KopudaHe-
BOTO TBEPIOTO BemecTa. MS: 346.0 (M+H).

Ipumep 2.

[5-(1-Metun-2-okco-1,2,3,4-TeTparuipoX uHOJINH-6- 1) TUPUANH-3 -HIIKapOaMOWI [METHIIOBEIH  3up  yK-
CYCHOM KUCJIOTBI

(0] N

K pactBopy 6-(5-amuHOnupuauH-3-un)-1-metun-3,4-nuruapo-1H-xunonun-2-ona ruapoxnopuaa (mpo-
MEXKYTOUHBIH MPoayKT A-2, 0.045 t, 0.155 mmons) B DCM (1.5 M) no6asmsuiin TEA (0.039 1, 0.388 MMmous), a
3areM 2-xyop-2-okcodtuianerar (0.017 r, 0.124 mmouns) B DCM (1 Mit), M peakIIMOHHYIO cMeCh NepeMelIInBali
IpY KOMHATHOH TeMIiepaType B Teduenue 2 4. Cmech pa30aBisutu ¢ moMoinsio DCM, BIMBaiu B BOJHBIN PacTBOP
NaHCO; (10 mir) 1 BogHbIi cioif a3xcTparupoBaiu ¢ momomipio DCM (2x25 mir). O0beMHEHHBIE OPTaHUYeCKUe
CJIOW TIPOMBIBAJIM COJIEBBIM PAacTBOPOM, BhICymnBaiu Hall Na,SO,4, GUIbTpOBAIM U BeINApUBAIH Jocyxa. Ocra-
TOK ounnany ¢uniI-xpomarorpadueil Ha cuinkarene, smonpoBaiy rpagueHToM 0-5% MeOH-DCM c nonyude-
HHEM yKazaHHOTO B 3aroyioBke coemmHeHus (0.025 1, 46%) B BHIE CBETIO-KOPHYHEBOTO TBEPIOTO BEIIECTBA.
MS: 354.2 (M+H").
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IIpumep 3.
2-I'mppokcu-N-[5-(1-meTmi-2-okco-1,2,3,4-TeTparupoX HHOJIMH-0 -1 ) TUPU I H-3 -1 | alle TAMH ]
O N
H
SN Non
| Pz 0]
N

K pactBopy [5-(1-meTmn-2-oxco-1,2,3,4-TeTparuapoXuHOIMH-6-11)THPUIHH-3-HIKapOaMOWIT |METHIIOBOTO
a¢upa ykcycHoit kuciotsl (mpumep 2, 0.025 1, 0.071 mmons) 8 MeOH (1 mur) gobasmsiiin 1 M BoHBIH pacTBOp
Na,CO; (0.354 M), 1 peakIMOHHYIO CMeCh IIepeMEIINBalIN IPU KOMHATHOH TemriepaType B TeueHue 1 4. Cmech
BBITIAPUBAJIM JJOCYXa, 0CTaTOK pacTBopsuid B EtOAc (20 M) u npombiBaiu BogHbIM pacTBopoM NaHCO; (5 mi).
Opranuyeckuii IO OTAEISUTH, BEICYIIMBaIN Hax Na,SO,, GuibTpoBany n BeIapuBaIH JA0CyXa C IOJydYeHUEM
yKa3aHHOTo B 3arojioBke coequHenus (0.02 r, 91%) B Buae cBETI0-KOPUYHEBOTO TBEpAOro BemecTBa. MS: 312.1

(M+H").
[Ipumep 4.
6-[5-(2-I'umpOoKCHATUIAMIHO ) TUPUANH-3 -1 |- 1 -MeTw1-3,4- murunpo- | H-xuHonuH-2-0H
|
0) N
H
N Son
| ~
N

[A] 6-{5-[2-(TpeT-By THIANME TUIICUITAHUITOKCH )3 THIIAMHHO |TUPUAMH-3 -1 } - | -MeTmi-3,4-murunpo-1 H-

XHHOINH-2-0H
H Sl

pZ
N

K pactBopy 6-(5-amuHONIMpuanH-3-11)-1-MeTrin-3,4-nquruapo- 1 H-xunonua-2-o1a  ruapoxiopuaa (mpo-
MEXKYTOUHBIH PoayKT A-2, 0.062 1, 0.214 mmouns) B MeOH (1.5 M) no6aensumm AcOH (0.154 1, 2.57 mMons), a
3areM 2-(TpeT-OyTrnauMeTIicuImiokeH )anetanspaeruy (0.039 r, 0.225 MMoib), ¥ peakIMOHHYI0 CMECh Tepe-
MEIIMBAIN IPH KOMHATHOH Temrepatype B TedeHue 1 4. 3areM K peakunoHHo# cmecu nobasmsiin NaBH;CN
(0.027 1, 0.428 mmomb) B THF (0.6 M) 1 nmepemeninBaiy npu KOMHATHOI Temneparype B TeueHue 2 4. CMech
paszbasmsum ¢ momomnsio EtOAc, BmuBamu B Bogubli pactBop NaHCO; (10 mir) 1 BomHBIH €110i SKCTparupoBaim
¢ nomomsio EtOAc (2x25 mim). OObeTMHEHHBIE OPTAaHUYECKHE CIIOW MPOMBIBATIM COJIEBBIM PAcTBOPOM, BBICY-
mmBany Hajt Na,SO,, GUIbTpOBaIN M BhIMapuBaiK Jocyxa. OcTaTok ouMIaiu ¢uim-xpoMaTtorpadueil Ha cu-
JmKarene, smonpoBanu rpagueHToM 0-5% MeOH-DCM c¢ mosmydeHneM yKa3aHHOTO B 3arojIOBKE COCIWHEHHS
(0.06 T, 68%) B BHJE KENTOTO TBEPAOTO BemecTsa. MS: 412.3 (M+H").

[B] 6-[5-(2-T'uapoxcudTriaMuHO ) iupuanH-3 -1 |- 1 -meTwn-3,4-quruapo- 1 H-xunonnH-2-0H

0) N

[0) N
H
NS Son
| /
N
K pactBopy 6-{5-[2-(TpeT-Oy T AMMETHIICHIIAHUIIOKCH )3 THIIAMHHO |TUPUINH-3 -1 } - | -MeTni-3,4-

nmuruapo- 1 H-xunonuna-2-ona (0.06 r, 0.146 mmoins) B8 MeOH (2.5 M) no6asmsuin 4 M HCl B muokcane (0.255
M1, 1.02 MMOTIB), U peaKIIMOHHYIO CMECh TIEpEeMEIUBAIN NP KOMHATHOHN TeMIieparype B TedeHue 2 4. CMech
KOHIICHTPUPOBAJIM B BaKyyMe, ocTaTok pactBopsuii B EtOAc (20 Mi) m mpoMbIBaau BOJHBIM PacTBOPOM
NaHCO; (5 mun). OpraHndeckuii clioit IpOMBIBAJIM COJIEBBIM PACTBOPOM, BhICYIIMBaI Hal Na,SOy4, humbTpoBa-
T ¥ BBIIApUBAIN Aocyxa. OcTaTok odumanu (idm-xpomarorpadueil Ha CHIMKAreie, 3IIONPOBAIN TpaJneH-
tom 0-2% MeOH (1% NH,OH)-DCM c nonyueHueM yka3anHoro B 3arojioBke coequnaenus (0.01 r, 22%) B Buze
rps3H0-6eroro TBeporo Bemectsa. MS: 298.3 (M+H").

Hwxke crnemyromye coeqMHEHUs, ICPECYUCICHHBIC B Ta0. 1, OBUTH MOTYYCHBI IO aHAIOTHU CO CIIOCOOOM,
OIHCAHHBIM TS OTYYCHUS COSAUHEHMS B ipuMepe 4 [B], U3 TOAXOMAMINX UCXOTHBIX BEIECTB.
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Tabiumna 1
Mp. HasBaHue n cTpykTypa McxofHble Beljectsa BHeLUHWI BUA, MS (M+H")
6-[5-((S)-2-MmapokcumeTunnupponuani-1-
- -3-un]-1-metun-3,4- o-
wn)-nupuauH-3-unl-1-uetut-3,4-aurnap 6-{5-[(S)-2-(TpeT-ByTUNnANMETMNCUNAHNMOKCUMETIN)-
1H-XUHONWH-2-0H CeeTno-xenToe
NUPPONUAUH- 1-Un]-NMPUANH-3-un}-1-metun-3,4-
5 TBEpAOe 338.2
ANrnapo-1H-XMHONWH-2-0H (NPOMEXYTOUHbLIN MPOAYKT
BELLEeCTBO
m{jfﬁ ~
6-[5-((R)-2-M'mapoKCMmMeTNnNMpponuamnH-1-
wn)-nupuavk-3-wnl-1-metun-3,4-auruapo- 6-{5-[(R)-2-(TpeT-ByTnnanmMeTMNnCMNaHUNoKCMMETM)-
1H-XVHONWKH-2-0H CaeTno-xenToe
nupponuaunH-1-unl-nupnaun-3-un}-1-metunn-3,4-
6 | . TBEpAOE 338.2
O N AUrnapo-1H-XMHOMNWMH-2-0H (NPOMEXYTOUHBLIN MPOAYKT
Q BELLeCTBO
T;Q\(TN . A-4)
N ~om
6-[5-((S)-2-T'ma pokCUMETUNNNPPONUANH-1-
nnmeTun)-nnpuanH-3-un)-1-wetun-3,4-
AMMAPO-1H-XMHOMMH-2-0H 6-{5-[(S)-2-(TpeT-ByTNANMETUNCUNAHNIOKCUMETU)- 'pasHo-Benoe
- | NMPPONUANH-1-UNMETUN]-NMNPUAUH-3-U}-1-meTnn-3,4- | BockooGpasHoe 3523
O AUrnapo-1H-XMHOMWH-2-0H (NPOMEXYTOYHbLIA MPOAYKT | TBEpPAOES ’
A N A-16) BELLecTBO
| =
N
OH
6-[5-((S)-2-M'mapokcumeTnn-5-
OKCOMUPPONUANH-1-MNMETUN)-NNPUANH-3-
W}-1-MeTUN-3,4-AUruapo-1H-XMHOMAH-2-0H 6-{5-[(S)-2-(TpeT-ByTUNANMETUNCUNEHUNOKCUMETUN)-
5-okconupponuaunH-1-unMeTun]-npuani-3-nmi-1-
8 o A PP koo ' Benasi nea 366.2
o MeTun-3,4-4urnapo-1H-xMHONMH-2-oH
I XN (NPOMEKYTOUHbBIA NPOAYKT A-18)
N/
OH
ITpumep 9.

6-[5-((S)-2-OTHnaMrHOMETHIITPPOIU AN H- | -WT) TUpUIUH-3 -1 ] - 1 -MeTun-3,4-nuruapo- 1 H-xunonun-2-oH

O N
%Q
T~
Pz
N
N H

[A] 6-[5-((S)-2-XnmopMeTUIIHPPOIUINH- | 1) TUpUIUH-3 -1 ] - 1 -MeTHi-3,4-nuruapo- 1 H-xunonuH-2-0H

(0] N
WV\;@\KTQ
N/ Cl

Mo ananoruu co cioco60M, OITMCAHHBIM IS ITOJTyYEHHs TPOMEXYTOUHOTo poaykTa A-5 [B], 6-[5-((S)-2-
THAPOKCUMETHIITUPPOIIHINH- | -1IT) TUpUIUH-3 -11] - 1 -MeTri-3,4-nuruapo- 1 H-xunonus-2-0H (puMep 5) BBOIH-
JU B PEAKIMIO C THOHWIXJIOPHIOM C MOIY4YEHHUEM YKa3aHHOTO B 3arojOBKE COEAMHEHMs B BHUIE OPaHKEBOIO
macma. MS: 356.1 (M+H").

[B] 6-[5-((S)-2-OTrHnaMHHOME THIMAPPOTUINH- | -1 ) TupUIUH-3 -1 |- 1 -me -3 ,4-muruapo- 1 H-xuHomiH-

0GR,

B 3amasHHO# TpyOKe pactBop 6-[5-((S)-2-XIOpMETHITHPPOTUINH- | -UT)TUpUArH-3 -1 |- 1 -MeTni-3,4-
nmuruapo- 1 H-xunonun-2-oxa (0.066 T, 0.185 mmoitb) B CH3CN (2.5 mim) ememmBanu ¢ K,CO; (0.064 T, 0.464
mMmoutb), TEA (0.188 r, 1.85 MMomnb), mnogumom Hatpus (0.028 1, 0.185 MMOIb) M dTAHAMHHOM THAPOXJIOPHUIOM
(0.151 r, 1.85 mmous). [Tocne aToro peakiponnyro cmech HarpeBany npu 80°C B Teuenne Houn. CMech pa3odas-
st ¢ omoutsio EtOAc, BiuBanm B Bogublid pactBop NaHCO; (10 Mi1) 1 BOJIHBIH €110H 9KCTparupoBaiy ¢ Ho-
Mompio EtOAc (2x20 mi). O0bemnHEHHBIE OpPTaHUIECKIE CIIOW TIPOMBIBAIIN COJIEBBIM PACTBOPOM, BHICYIIIHBAIN
Hag Na,SO,, duneTpoBany u BelmapuBain pocyxa. OcTaTok oyumiany Quaui-xpoMmarorpaduell Ha CUIIMKaree,

2-0H
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amoupoBanu rpaguertoM 0-15% MeOH (1% NH,OH)-DCM c nosydeHneM yka3aHHOTO B 3aroJIOBKE COEJIUHE-
mus (0.02 r, 30%) B Buzie opamKeBoii cMonkl. MS: 365.2 (M+HY).

ITpumep 10.

6-[5-((S)-2-MeToKCUMETIIITAPPOTH AN H- | -WT) TupuinH-3 -1 |- 1 -MmeTmn-3,4-nuruapo- | H-xuHomuH-2-0H

|
0 N
i;@\(j/ Q
N 1

[To ananoruu co crrocoOOM, ONMCAaHHBIM IS TIOJTyYEHUS IIPOMEKYTOYHOTO nponykra A-3 [C], 1-meTni-6-
(4,4,5,5-rerpamernin(1,3,2]anokcabopomnan-2-muin)-3,4-qurunpo- 1 H-xuHOMMH-2-0H  (IIPOMEKYTOUYHBIH  MTPOIYKT
A-1) xoHzeHcupoBamu ¢ 3-6poM-5-((S)-2-MeTOKCUMETHIITUPPOIUANH- | -HIT) TUPUANHOM (TIPOMEKYTOUHBIH TPO-
JYKT A-6) ¢ OJTydeHHEM YKa3aHHOTO B 3ar0JIOBKE COEIMHEHH s B BH/IE KenToro Macna. MS: 352.3 (M+H").

Hwxe crnenyromue coeimHeHUs, IEPEYUCIICHHbIE B Ta0J. 2, OBLUIM MONYYESHBI [0 aHAIOTHH CO CIIOco0oM,
OTIMCAHHBIM JIJIS TIOYYESHHS POMEKyTOoUHOTO TTpoaykTa A-3 [C], U3 MOAXOIAIIIX UCXOTHBIX BEIIECTB.

Tabymra 2
Mp. Hassanue McxoaHble BeLlecTso BHeluHuin Bng, MS (M+H")
1-MeTun-6-[5-((S)-2-[1,2,4]rpnason-1- 8-Bpou-5-(S)-2-1.2 4rpuason-1-
MNMeTUNNUMpponuauH-1-un)-nupmand-3-mnj-3,4- MMETUANMPPONUAVK-1-1r)-
Anrngpo-1H-xMHonNnH-2-oH vpvanH (MPOMEXKYTOHeI
npoaykr  A-5) wn  1-metun-6- | Csetno-
11 | 389.1
O N (4,4,5,5-TeTpameTun- KOpU4HeBas neHa
%Q [1,3,2]anokcaboponan-2-un)-3,4-
N7 N\/EN AMrnapo- 1H-XMHONWH-2-0H
=
(NpoMeXyTOuHBI NPoAYKT A-1)
BeHaun-(5-6pomnnpnauH-3-un)-
6-(5-BeHannammHonupuani-3-un)-1-metmn-3,4- .
amuH (MPOMEXYTOYHbIA NPOAYKT
anrngpo-1H-xmHonuH-2-0H A-8) " 1-MeTUN-6-(4,4,5,5-
| Benoe TBEPAOE
12 Os N TeTpameTun- 3441
H BELLECTBO
m\(j/NVQ [1,3,2]anokcaboponan-2-un)-3,4-
| N anrmgpo-1H-xmHonunH-2-oH
(NpoMexXyTOuYHbIA NPOAYKT A-1)
6-[5-((S)-2-MMapOKCUMETNN-5-0KCONMPPONUANH-1- (S)-1-(5-BpoMnnpranH-3-un)-5-
un)-nnpuanH-3-unj-1-metnn-3,4-gurnapo-1H- M4 POKCUMETNANMPPONMUANH-2-OH
XUHOMWH-2-OH (NpomexyTouHbIA NpoaykT A-9) n
Beno-xenTasn
13 | 1-meTnn-6-(4,4,5,5-teTpameTun- 352.3
O N 0, neHa
[1,3,2]auokcaboponaH-2-un)-3,4-
N
| > Anrnapo-1H-XMHONMH-2-0H
N o (NpoMexXyTOouHbIA NpoaykT A-1)
1-(5-bpomnnpuaunH-3-nn)-
1-MeTun-6-[5-(2-okconmpponuanH-1-nn)-nupruanH-3- AMPPOMAVH-2-OH
unl-3,4-aurnapo-1H-xnHonuH-2-oH (MpOMEXYTOUHBII MPoaYKT A-10) 1
| bernoce  TBEpAoe
14 O N ¢} 1-meTun-6-(4,4,5,5-reTpametun- 3221
BELLECTBO
~ D [1,3,2]anokcaboponaH-2-un)-3,4-
| N anrmgpo-1H-xmHonnH-2-0H
(NpoMeXyTOouHbIA NpoaykT A-1)
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[5-(1-MeTun-2-okco-1,2,3,4-TeTparnpoxXmHONnH-6-

(5-bpomnupugnH-3-unmeTun)-

UN)-NMMPUANH-3-UNMETUM]-aMug  3TaHCYNbOHOBOM | @MUA STaHCYNb(OHOBOW KUCMOTbI
KUCNOThbI (NPOMeXyTOUHBIA NPOAYKT A-11) 1
15 | 1-meTun-6-(4,4,5,5-TeTpameTmn- Benas nena 360.1
0, N
o0 [1,3,2]anokcaboponan-2-un)-3,4-
x /S’\/
N Anrngpo-1H-XMHONMH-2-0H
N” (NpomMexyTOouHbI NpoaykT A-1)
(5-bpomnunpuanH-3-unmeTun)-
[5-(7-PTOpP-1-MeTun-2-okco-1,2,3,4- .
amuj 3TaHCyINbOHOBOW KUCMOTbI
TeTparM,D,pOXVIHOJ'II/IH—6—VIJ'I)-I'II/IpVI,qI/IH-f.’)—VIJ'IMeTVIrI]- (MPOMEsKy TOuHBI NpoAYKT A-11) 1
3MWA ITEHCYTMb(POHOBOM KUCTOTL! 7-pTop-1-meTun-6-(4,4,5,5- Benoe  TBeppoe
16 | 3782
O N F TeTpameTus- BELLEeCTBO
o, 0
N S [1,3,2]anokcaboponan-2-un)-3,4-
| N H anrngpo- 1H-xmHonuH-2-oH
(NPOMEXYTOUHBIV MPOAYKT A-22)
(5-bpomnupugnH-3-nnmeTun)-
[5-(1,4,4-TpumeTun-2-okco-1,2,3,4- .
amuj 3TaHCyNbGOHOBOW KUCMOThI
TeTparuapoOXMHONUH-6-UN)-NUPUANH-3-unveTun]- (MPOMEsKy TOuHBI MpoayKT A-11) 1 ] ;
a 3TaHC OHOBOW KUCNO psisHo-Oenoe
MU STHCYMb(POHOBOY KNCMOTb! 1,4,4-TPUMETU-6-(4,4,5,5-
17 | TBEPAOE 388.1
Ox N TeTpameTun-
o, 0 BeLecTso
\ NS [1,3,2]anokcaboponaH-2-un)-3,4-
N A anrmgpo- 1H-xmHonunH-2-oH
(NpPOMEXYTOUHBIV NPoaYKT A-23)
1-(5-BpomMnupuanH-3-nnmMeTnn)-
1-MeTun-6-[5-(2-okconpponunaunH-1-nnmetun)-
NUPPONNANH-2-0OH
-3-un]-3,4- -1H- -2- o
npuanH-3-unl-3,4-nurugpo: XUHOINWH-2-0H (MPOMEsKy TOuHBIIE MPOAYKT A-12) 1
18 o lll 1-meTun-6-(4,4,5,5-TeTpameTmn- KopuuyHeBas neHa | 336.4
o]
m\(j/\N 5 [1,3,2]anokcaboponan-2-un)-3,4-
| N anrmgpo- 1H-xmHonnH-2-0H
(NPOMEXYTOUHBIA MPOAYKT A-1)
1-(5-BpomMnUpUANH-3-UnmMeTun)-
1-MeTun-6-[5-(2-okconunepuanH-1-nnmeTun)-
nunNepuanH-2-oH
-3-un)-3,4-, -1H- -2- .
nMpnanH-3-unl-3,4-aurugpo XUHOMNWH-2-0H (NPOMEXYTOUHBII MPoAYKT A-13) 1
| Bernoce  TBEpaoe
19 Os N 1-meTun-6-(4,4,5,5-TeTpametun- 350.3
Q BeLLeCTBO
j\;@\(ﬁﬁh‘ [1,3,2]avokcaboponan-2-un)-3,4-
| N Anrnapo-1H-XMHONMH-2-0H
(NpoMexXyTOouHbIA NpoaykT A-1)
s 4-(5-bpomMnprAnH-3-nmeTun)-
6{5(1,1-Ouokco-1A°-TnomopdonunH-4-unmeTun)-
TomopdonuH 1,1-anokcug
npnanH-3-unp1-metnn-34-a4urnapo- 1H-xMHoNuH-2-oH
(NPOMEXyTOuHBIA NpoayKT A-14) n
| Benoe  TBepaoe
20 O N 1-meTun-6-(4,4,5,5-TetpameTun- 386.2
BELLECTBO

[1,3,2]anokcaboponaH-2-un)-3,4-
anrmgpo-1H-xmHonnH-2-0H

(NpoMeXyTOouHbIA NpoaykT A-1)
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21

6-[5-((S)-2-MeTokCMETUNNMPPONUANH-1-UNMeTUN)-
npuauH-3-unl-1-metun-34-aurnapo-1H-xmHonH-2-oH

O, N

3-Bpom-5-((S)-2-
METOKCUMETUNNNPPONUANH-1-
NUNMETUN)-NMPUANH
(NPOMEXYTOUHBIA NpoaykT A-15) n
1-meTun-6-(4,4,5,5-TeTpameTun-
[1,3,2]anokcaboponan-2-un)-3,4-
anrmapo-1H-xmHonnH-2-oH

(NPOMEXYTOUHBIA NPoAYKT A-1)

BecugetHoe
macno

366.3

22

MeTtunosbi acmp (S)-1-[5-(1-meTun-2-okco-1,2,3,4-
TeTparnapoXMHONNH-6-UN)-NNPULNH-3-UnNnveTnn)-
NUpPONUANH-2-kapbOHOBOWN KUCMNOTbI

O, N

MeTunosbin acup (S)-1-(5-
BpoMIUPUANH-3-UNMeTIN)-
NUPPONNANH-2-kapOoHOBOW
KNCMOTbI (NPOMEXYTOUHBIA
npoaykr A-17) n
(4,4,5,5-TeTpameTun-

1-meTun-6-

[1,3,2]anokcaboponan-2-un)-3,4-
anrmgpo-1H-xmHonnH-2-0H

(NPOMEXYTOUHBIN NPoAYKT A-1)

KopuuHesoe

mMacno

380.3

23

1-MeTun-6-{5-[(S)-2-(2,2,2-TpnpTOP3ITOKCUMETUN)-
nupponuanH-1-unmetun}-nupuanH-3-mn}-3,4-
Anrngpo-1H-xmHonNuH-2-oH

|

O, N

3-bpom-5-[(S)-2-(2,2,2-
TPUDPTOPITOKCUMETIIN)-
nMPPONNAUH-1-unNMeTnn]-
nUPWAUH (NPOMEXKYTOUHbBIN
npoaykr A-19) wn 1-metun-6-
(4,4,5,5-TeTpameTun-
[1,3,2]anokcaboponaH-2-un)-3,4-
anrngpo-1H-xmHonnH-2-oH

(NPOMEXYTOUHBIN NPOAYKT A-1)

BecuseTHoe
BockoobpasHoe
TBEPAOE

BELLECTBO

434.4

24

6-[6-(2-I'vapokenatTunammnHo)-nnpasun-2-unl-1-

meTun-3,4-aurngpo- 1H-xmHonnH-2-oH

ot
H
m\[N\ N\/\OH
| N/j/

2-(6-XnopnvpasuH-2-mnammHo)-
3TaHon (NPOMEXYTOUHBIA NPOAYKT
A-20) 7] 1-meTnn-6-(4,4,5,5-
TeTpaMeTM-
[1,3,2]anokcaboponaH-2-un)-3,4-
anrngpo- 1H-xMHonNnH-2-oH

(NpOMEXyTOuHBIV NPoAyKT A-1)

CeeTno-
KopuyHeBoe
TBEpPLOE

BeLeCTBO

299.2

25

6-(6-BbeHannammHonupasuH-2-un)-1-metun-3,4-

Anrngpo-1H-xMHonNnH-2-oH

BeHann-(6-xnopnmpasun-2-un)-
aMUH  (NPOMEKYTOUHBIN MPOAYKT
A-21) ] 1-meTun-6-(4,4,5,5-
TeTpaMeTu-
[1,3,2]auokcaboponaH-2-un)-3,4-
Anrnapo-1H-XMHONMH-2-0H

(NpoMexXyTOouHbIA NpoaykT A-1)

CeeTno-xentoe
TBEpAOE

BELLECTBO

345.1

26

7-PT1OP-6-[6-(2-rna poKCnaTUNAMMHO)-NNPa3NH-2-1n]-

1-meTtun-3,4-aurnapo-1H-xmHonuH-2-oH

oA .
.
DC([N\ o
1
N

2-(6-XnopnupasuH-2-mnaMmmHo)-

aTaHon (MPOMEXYTOUHbIA NPOAYKT
A-20) u
(4,4,5,5-TeTpameTnn-

7-pTop-1-meTnn-6-

[1,3,2]anokcaboponaH-2-un)-3,4-
anrmgpo-1H-xmHonnH-2-0H

(NpOMEeXyTOuHBIA NPoAYKT A-22)

bernoce  TBEpAoe

BELLECTBO

3171
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BeH3nn-(6-xnopnmpasunH-2-un)-
6-(6-BeHannammHonupasuH-2-un)-7-gpTop-1-meTun- .
aMWH  (NPOMEXKYTOUHBIN NPOAYKT
3,4-avrngpo- 1H-xMHoNMH-2-0H A-21) " 7-coTOp-1-MeTMn-6-
| Xentoe TBEpAOE
27 O N F (4,4,5,5-TeTpameTun- 362.9
u BELLECTBO
T;@[[N\ N\/© [1,3,2]auokcaboponan-2-un)-3,4-
l N/j/ anrngpo-1H-xmHonnH-2-oH
(NPOMEXYTOUHBIV NPOAYKT A-22)
TpeT-Bytunosbii  acbup  6-(6-
TpeT-ByTUNOBbIN 3pup 6-[6-(1-MeTUA-2-0kco-1,2,3,4- | XOPNNpasuH-2-un)-2,6-A1nasa-
TETParAPOXUHONMH-B-1)-NMPa3UH-2-1r]-2,6-aunasa- | CMPoL3.3lrenTan-2-kapBoHosoit
cnmpo[3.3]renTaH-2-kapboHOBOI KMCMOTbI KucnoTb! (MpomexyTouHbIl | MpasHo-Genoe
28 ‘ )o]\ npoaykt 24) n 1-metnn-6-(4,4,5,5- | Teeppoe 436.1
O N /DC/N OJV TeTpameTu- BELLEeCTBO
m\[“\j“ [1,3,2]anokcaboponan-2-n)-3,4-
g Anrngpo-1H-XMHOMMH-2-0H
(NpoMexXyTOuYHbIA NPOAYKT A-1)
TpeT-bytunoebii  adwmp  6-(5-
TpeT-ByTUroBbIi 3conp 6-[5-(1-MeTUn-2-okco-1,2,3 4- | BPOMMMPUANH-3-1n)-2,6-purasa-
-6-un)- -3-1r1l-2.6- _ | cnnpo[3.3]renTan-2-kap6oHoBoW
TeTparnapoxXMHONUH-6-un)-nnpuand-3-unl-2,6-auasa po[3.3] ( p | Kopnuresoe
X i KucnoTsl NPOMEKYTOUHBI
crmpo[3.3]renTax-2-kapBoHOBOI KMCNOTbI POMEXYT BOCKOOBPAIHOS
29 o npoaykt 25) n 1-metnn-6-(4,4,5,5- 435.3
| L TBEPAOE
o] N. N 0
TETPaMeTu-
NDC/ BELLECTBO
j\;% [1,3,2]anokcaboponan-2-urn)-3,4-
P
N AUrnapo-1H-XMHOMMH-2-0H
(NPOMEXYTOUHbIN NPoAYKT A-1)

ITpumep 30.
6-[5-((R)-1-T'umpoxcuMeTrI-2-METHIIPOIITAMUHO ) TUPUAUH-3 -1 |- | -MeTrI-3 ,4- nuruipo- | H-xuHomnH-

2-0H
| /k/\
O N Sy OH
NH

X

| ~
N

[A] 6-{5-[(R)-1-(TpeT-0y THIANME THIICHIIAHNIIOKCUME T )-2-ME THIIITPOTTUIIAMHHO | TUPUIMH-3 -1 } - 1 -

MeTui-3,4-nuruapo- 1 H-xunonus-2-oxn

Si
o] N O
sy O

NH
x

| Pz
N

[To anayornu co crocoOamu, OMUCAHHBIMU JUISI TIOTYYSHHUST TIPOMEXYTOUHBIX MPpoaykToB A-3 [B] m A-3
[C]: 1) (R)-1-(Tper-OyTHIANMETUICUIIAaHWIOKCUMETIIT)-2-METHINPONIMIIAMIH BBOJWIM B peaknuio ¢ 3,5-
JUOPOMITUPUIMHOM C moirydeHneM (S-0pommupuanH-3-nin)-[(R)-1-(TpeT-OyTninaumMeTHiIcnIaHuIOKCUMETHIT)-2-
METHJITIPOTIMJI |aMHIHa; 1) 3aTeM KOHAEHCHpoBamu ¢ l-metmn-6-(4,4,5,5-trerpamernn|1,3,2]anokcaboponan-2-
win)-3,4-nuruapo- 1 H-xuHonuH-2-0HOM (IIPOMEKYTOUHBIH POayKT A-1), ¢ ONyYeHneM yKa3aHHOTO B 3aroJioB-
Ke COEeJIMHEHHS B BUJIE CBETIO-KENTOro aMop(HOro TBEpIOro BemecTsa. MS: 454.3 (M+H").

[B] 6-[5-((R)-1-T'umpoxcuMeTrII-2 -METHIPOMIAMUAHO )TUPUANH-3 -1 | - | -MeTrn-3,4-nuruapo- 1 H-

o) l!l )\/\ H
b 0

NH
X

| 2
N
B kpyrnmomomno#t kombe Ha 10 wmi 6-{5-[(R)-1-(TpeT-OyTHIIUMETHICHIAHIITIOKCUMETHII)-2-
METHIIPOTUIIAMHUHO |TUPUINH-3 -1 } - | -MeTri-3,4-muruapo- | H-xunonua-2-oH (60 mr, 132 MKMOJIB) pacTBOpSI-
mu B THF (1.5 mi) ¢ momydeHunem cBemio-xkentoro pacrsopa u oxnaxganu 0°C. JJobasmsui mo xamwmsiMm 1 M
pacteop TBAF B THF (132 mku, 132 mkxmons). OtoT pactBop nepememusaiu npu 0°C B redenue 1.5 4 u nenm-
JM MeXy BOIHBIM HachlieHHBIM pactBopoM NaHCO; n AcOEt (3 paza). Opranudeckue ciion coOupany, BbI-
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cymmuBaimu Hag Na,SO, ¥ BRIApUBAIK B Bakyyme. HeodnIeHHOe BEIIECTBO OYHINANU (Iidm-xpoMarorpadueit
(cunukarens, 20 r, 100% EtOAc, 3atem 1% MeOH B EtOAc) ¢ nonyyeHneM ykazaHHOTO B 3aroJIOBKE COCAMHE-
Hus (22 mr, 49%) B Bujie CBETIO-kKeNTOM ners. MS: 340.2 (M+H)).

ITpumep 31.

6-[6-((R)-1-T'uapokcuMeTHII-2-ME THIITIPOTIFIIAMUHO )TUPa3uH-2 -1 |- 1 -MmeTHIT-3 4 - nuruapo- | H-xuHonuH-
2-0H

ITo aHanoruu co croco0aMu, ONMMCAHHBIMU IS TIOTYYSHHS TPOMEKYTOUHBIX poaykToB A-20 u A-3 [C]:
1) (R)-2-amuHO-3-MeTHIIOyTaH-1-0J1 BBOAWIN B peakmuio ¢ 2,6-auxiopnupaswHoM ¢ monyderueMm (R)-2-(6-
XJIOPIHPA3HH-2-UIAMHUHO)-3-MeTHI-0yTan-1-oma; i) 3aTteM  KoHAeHcHpoBamu ¢ 1-metwn-6-(4,4,5,5-
terpametnn| 1,3,2]nnokcadboponan-2-wmn)-3,4-quruapo- 1 H-xuHomMH-2-0HOM (TIPOMEKYTOUHBIH MPOIyKT A-1) ¢
MOJTydeHWEM YKa3aHHOTO B 3aroJIOBKE COCIWHEHHUS B BHIIE CBETJIO-XKEITOTO TBepAoro BemecTBa. MS: 341.2
(M+H).

ITpumep 32.

[5-(5-Metun-6-okco-5,6,7,8-retparunpo-[ 1,5 JHadTupuauH-2-1i1) IUPUINH-3-UIMETHI |aMUI3Tal  CyIb(o-
HOBOW KHCIJIOTBI

Br N

K pactBopy 2-6pom-5-autponupuausa (3.4 r, 25.0 Mmmoiss) u 1-xsopmerancyiab(oHmI-4-MeTHIOEeH301a
(3.4 1, 25 mmons) B THF (100 mur) no6asisiu npu nepememnBaniu pactsop t-BuOK (1.0 M 8 THF, 55 mi) npu
-78°C. IlepememmBany B Tedenue 30 MUH, OCJIE Yero K 3ToMy pacTBopy modasisiin AcOH (3.0 mun), peakuu-
oHnyto cmech noBoaunu A0 KT u mepememuBanu eme B TeueHue 20 muH. [locne akcTpakiuy peakMOHHON
cmecH ¢ nomonipio EtOAc opranmyeckuii cioif IpOMBIBAJIN COJIEBBIM PAaCTBOPOM, BBICYIIMBAJIN HaJl O€3BOTHBIM
Na,SO,, GpuIbTpOBAIN M KOHIEHTPUPOBAIN B BaKyyMe ¢ HoiydeHueM cycneHsuu (50 mur), U3 KOTopoii mocie
bumbTpanuu moaydan 2-0poM-S5-HUTPO-4-(Toyon-4-cynb()OHWIMETU)TUPUAUNH B BUAC OJeTHOTO OEIoro
TBepaoro BemecTna (3.25 1, 35%); GUIBTpaT KOHIEHTPUPOBAIH B BaKyyMe ¢ MOJIy4eHHEeM 6-O0pom-3-HHUTpO-2-
(Tomyon-4-cyms(OHUIMETII)TUPHINHA B BU/IE CBETJIO-XKEIITOrO TBepaoro Bemiecta (4.2 T, 45%). MS: 371.1 &
373.1 (M+H).

[B] MetunoBsrii 3¢up 3-(6-0poM-3-HUTPOTHPUINH-2-HT)-3-(TOIY0-4-CyITh()OHIII)TIPOMTHOHOBON KHCIIO-
THI

CmMmech 6-0poM-3-HHUTpO-2-(Tonmyon-4-cynbhormnmernn)mupuanta (3.3 r, 9.0 MMoIb), METHIIOBOTO ddupa
OpoM-ykcycHO#M KucnoTe (2.1 mi, 22.5 mmons) u K,CO; (8.4 1, 60.8 Mmoinb) cycierauposanu B DMF (18.0 mu)
u nepementupaiy npu 40°C B TeueHue 1 4, mocie dero BimBaiu B Boxy (50 min). [Tocie sKCTpakIuy ¢ TOMOIIBIO
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EtOAc oprann4eckuii CiI0# MPOMBIBAJIM COJIEBBIM PacTBOPOM, BEICYIIMBANU HaJ 0e3BoaHBIM Na,SO,, GUIbTpO-
BAJIM M KOHLEHTPUPOBAJIHM B BaKyyMe C IIOJy4eHHEM MeTHJIOBOro 3dupa 3-(6-6pomM-3-HUTpOnUpHINH-2-11)-3-
(Tomyou-4-cy b OHMIT ) TPOIMMMOHOBOK KUCIOTHI (3.9 T, KOJIMYECTB.) B BUIE CBETIIO-KEITOTO TBEPOTO BEIIECTBA.
MS: 443.1 u 445.1 (M+H").

[C] MeTunoBslii 3¢up 6-(2-MeTOKCUKapOOHWIBHHNN )-5-HATPO-[2,3"|OnnupuanHmI-5'-KapOOHOBOH KHCITO-
TBI

MerunoBeiid 3¢up  3-(6-6pom-3-HUTpOTUPUANH-2-1T)-3 -(TOIY0I-4-Cynb(HOHMII) IPOTMOHOBON  KHCIIOTHI
(1.2 t, 2.7 mmons), Pd(PPh;),Cl, (190 mr, 0.27 mmons), Na,CO; (572 mr, 5.4 MMOITh) B MHHAKOJIMHOBOTO 3(upa
3-(MeTOKCHKapOOHMIT) TUPUANH-5-00pOHOBOTO KHCIOTHI (926 Mmr, 3.5 MMonb) pactBopsuiu B 1,4-nuokcane (4.0
MII) U TIOTY4EHHYIO peaKIUOHHYI0 cMech HarpeBamu npu 120°C B Teuenue 3 u, mocine gero ee BauBanu B H,O
(50 mm). ITocne sxcrpakuuu ¢ nomomnipio EtOAc oprannyecknii 0¥l MPOMBIBaIN COJIEBBIM PacTBOPOM, BBICY-
muBaM Haja O0e3BogHbIM Na,SO4, QHIBTPOBATN M KOHIEHTPHPOBAIM B BaKyyMe C TOJYyYEHHEM METHIIOBOTO
apupa 6-(2-MeTOoKCHKApPOOHWIBHHMN )-5-HATPO-[2,3"|OnnmupuanHmiI-5'-kapOoHOBON KUCHOTH (926 MTr, KOJH-
9eCTB.) B BHJIE CBETIIO-XKEITOTO TBEPAOTO BemecTa. MS: 344.1 (M+H).

[D] MeTunosslii a3¢dup 5-(6-okco-5,6,7,8-terparumpo-[ 1,5 HadhTHpuInH-2-1IT)HHKOTHHOBON KUCIOTHI

MetmnoBeiid 3¢up 6-(2-MeTOKCHKapOOHUIBUHWI)-5-HATPO-[2,3'|OMNIpuaAnHII-5'-KapOOHOBOM KHCIOTHI
(926 wmr, 2.7 mmomns), 10% Pd/C (300 mr) u AcOH (1.3 mi) cycienaupoBanu B meraHoie (300 mMi1) 1 peakunoH-
HyI0 cMech nepememnBany npu 50°C B atmocdepe H, npu maBnenun 50 GpynaToB/KB.a10iiM B Teuenue 13 4. Ilo-
cie GIIBTPAIlNH PEAKIIMOHHYIO CMECh KOHIIEHTPHUPOBAIHN B BAKYyMe C ITOJIyYeHHEM HEOYHIICHHOTO METHIIOBOTO
a¢upa 5-(6-okco-5,6,7,8-terparunpo-[1,5HadTupnanH-2-m1)HIKOTHHOBOW KHCIOTH (500 mr, 65.4%) B BHAe
CBETII0-XKENTOro TBepIoTro BemecTsa. MS: 284.1 (M+H").

[E] MetunoBslit adup 5-(5-metmi-6-okco-5,6,7,8-rerparunpo-[1,5 JnadTrpranH-2-nn)HUKOTHHOBOW KH-
CJIOTBI

K pactBOopy MertuioBoro adupa 5-(6-okco-5,6,7,8-rerparumapo-[1,5HadbTupunnH-2-u1)HIKOTHHOBOR KH-
ciotel (430 mr, 1.52 mmons) B THF (15.0 M) mo6asmsinm npu nepemenmBanuu 60% NaH (91 wmr, 2.28 mmoib)
npu 0°C u peaknmoHHyI0 cMech nepemMermBainy npu 2-5°C B Teuenue 0.5 1, mocne yero mobasmsumm CH;l (0.3
M1, 4.56 mmods). [lepemermmBanu B Teuenue Houu npu KT, mocne yero cmech BiuBanu B Boxy (5.0 mur). ITocne
SKcTpaknuu ¢ nomomnsio EtOAC opranndeckuii ciioi IpOMBIBAIA COJIEBBIM PAcTBOPOM, BBICYIIIMBAIH Haja 0e€3-
BOIHBIM Na,SOy, GMIbTpOBaNIN N KOHLEHTPUPOBAIHM B BaKyyMe C HOJyYCHHEM METHIIOBOTO d¢upa 5-(5-MeTui-
6-0kc0-5,6,7,8-TeTparuapo-[ 1,5 [HagTupuuH-2-m1)HUKOTHHOBOHM KkucnoTel (383.7 mr, 85%) B BUAe CBETIO-
KENTOro TBepIoro Bemecta. MS: 298.1 (M+H").

[F] 6-(5-T'unpoxcumermnmupuaus-3 -uin)- 1 -metuin-3,4-quruapo- 1 H-[ 1,5 JHadtupunun-2-o0

K  pactBopy  MeTuioBoro a¢upa 5-(5-metmi-6-0kco-5,6,7,8-terparuapo-[ 1,5 Juagtupuann-2-
WJI)HUKOTUHOBOH KHCOTHI (270 mr, 0.91 Mmoxnp) B MeOH (10 M) 100aBisi pu nepeMeInBaHuy 60poru-
puna Hatpus (300 mr, 8.0 mmoup) ipu KT. TlepemermmBany B Te4eHHE HOYH, TOCTE YET0 PEAKIMOHHYIO CMECh
racwn obapieHueM Boabl (5.0 Mi). 3aTeM ee KOHIEHTPHUPOBAIM B BaKyyMe C MOJTYYEHHEM CBETIIO-KEITOTO
Mmacna. [locie sxctpakumu ¢ omornibio EtOAc, opranndeckuii ¢joW MPOMBIBAIHM COJIEBBIM PAcTBOPOM, BBHICY-
muBaM Hax Oe3BoaHBIM Na,SO4, (QHUIbTpoOBamM W KOHIICHTPUPOBAIM B BaKyyMe C ToilydeHueM 6-(5-
THIPOKCUMETHINAPUINH-3-1)- | -Mmetnin-3,4-murnapo- 1 H-[ 1,5 |sadtupuana-2-ona (190 mr, 77.6%) B Buge Ge-
Joro TBEpOTo Bemecta. MS: 270.1 (M+H").
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[G] 6-(5-XnopmerunmupuanH-3-un)- 1 -meTun-3,4-muruapo- 1 H-[ 1,5 JHadTrpuans-2-0H

IIpu 0°C 6-(5-ruapOoKCUMETHIITUPUINH-3-1)- | -MeTnin-3,4-muruapo-1H-[ 1,5 |nabtupunua-2-on (170 mr,
0.63 mmous) B DCM (15 M) ob6pabateiBanu TrnormIximopuaom (0.32 mi, 4.0 Mmouts). I[To okoHYaHWH BHECEHUS
PEaKIIMOHHYIO CMECh OCTaBJISUTH TMepeMemuBaThes pu 2-5°C B TeueHue 2 4, a 3aTeM €€ BIMBAIN B HACHIIICH-
HbIA BoHBIH pacTBOp NaHCO; (50 mur). IMocne sxcrpakiuu ¢ momonibio EtOAc opraHudeckuid clioi mpoMbIBa-
JIM COJICBBIM PacTBOPOM, BHICYIIUBAIU Haja 0e3BOHBIM Na,SO,, GHIBTpOBANIN U KOHIICHTPUPOBAIU B BAKYYME C
noixydeHueM  6-(5-xsopMmerunnupuauH-3-mi)- 1 -metnin-3,4-quruapo-1H-[1,5 Jnadtupuaun-2-ona (156  wr,
86.3%) B Buje *kenToro Macna. MS: 288.1 (M+H").

[H] [5-(5-Metun-6-0kco-5,6,7,8-teTparuapo-[ 1,5 |HadTupuauH-2-1n) TUpUARH-3 -HIIMETHI |aMU IS TaH
CyITb(OHOBOH KUCIOTHI

K pactBopy amuna srancyiabpdonoBoit kuciaoTsl (118 mr, 1.08 Mmmons) 8 DMF (5.0 mi1) moGasinsum npu rie-
pememmBannu 60% NaH (35 mr, 0.81 mmons) npu KT 1 mosrydeHHyI0 peakIMOHHYIO CMECh IIEpeMEIINBalIl B
teuenue 0.5 4, mocme dyero Jo00aBmH  6-(5-XITOPMETHIMUPUANH-3-1)- 1 -MeTmi-3,4-nurunpo- 1 H-
[1,5]nadtupunun-2-on (156 mr, 0.54 mmois). [Ipomomkanu nepemermBate npu KT emme B Teuenue 2 4, mocie
gero nobasmsutk Boxy (1.0 mo). Tlocne axcTpakmum ¢ momonibio EtOAc, opraHUYecKuii CIIOH MTPOMBIBAIH COJIe-
BBEIM PacTBOPOM, BhICYIIHBAIN HaJ O6e3BOoMHBIM Na,SO,, GUIETpOBAN M KOHIICHTPHUPOBAIHN B BaKyyMe C TIOTY-
YeHHUEM HEOYHINEHHOTO TPOAYyKTa, KOTOPBIA OYHIIANN B X01e TipernapaTuBHoi BOXKX ¢ momydeHnem ykazaHHO-
To B 3arojioBke coemuHennus (15 Mr, 7.7%) B BHjie CBETI0-KEATOr0 TBEPIOTo BemecTsa. MS: 361.1 (M+H").

ITpumep 33.
6-ITupunun-3-nn-3,4-quruapo-1H-[ 1,5 Jaadbtupunua-2-on
H
| X N 0}
X N/

| -
N

Io ananoruu co croco6aMu, OMUCAHHBIMU IS TTONy4YeHUs coenuHenus B mpumepe 32 (cranuu [C] - [D]),
YKa3aHHOE B 3ar0JIOBKE COSAMHEHHE TOTYYaIH C MTOMOIIBI0 METHIOBOTO 3dupa 3-(6-0poM-3-HUTPOIIUPHUINH-2-
1)-3-(Tomyosn-4-cynb(OHUI ) IPOTTMOHOBON KUCIIOTHI M 3-TTUPHUINH-O0POHOBOM KHUCIOTHI B KQ4€CTBE COOTBETCT-
BYIOIINX HCXOMHEIX BemecTs. MS: 226.1 (M+H").

[Tpumep 34.

1-Metun-6-mupuann-3-un-3,4-quruapo- 1 H-[ 1,5 Jaadtupuann-2-on

[To ananorum co crmoco0OM, ONTMCAHHBIM IS TIOTY4YeHHs coennHeHus B npumepe 32 (cramus [E]), ykazaH-
HOE B 3aroJIOBKE COCIMHEHUE TIOMYYaIH ¢ IIOMOINBIO 6-TUpHuInH-3-11-3,4-nurunpo-1H-[ 1,5 |nadbtupuann-2-ona
(mpumMep 33) B KauecTBE COOTBETCTBYIONIEN0 HCXOAHOTO BemecTsa. MS: 240.2 (M+H").

ITpumep 35.

1-Metun-6-nupunun-3-wi-3,4-guruapo- 1 H-[ 1,7 Jaadtupuaus-2-on

N (0]

[To anamorum co crmocodaMu, OMMCAHHBIMHE I TOJIYYCHUs coeauHeHus B npumepe 32 (ctamuu [B]-[E]),
yKa3aHHOE B  3aroJIOBKE  COCJMHEHHWE  MOJydYald C  T[OMOIBI0  2-OpoM-5-HUTPO-4-(Tosyoun-4-
cynbhormmmermm)upuauHa (npumep 32 [A]) u 3-nupuIUH-00POHOBOW KHCIOTHI B Ka4eCTBE COOTBETCTBYIO-
IIUX UCXOIHBIX BemecTB. MS: 240.1 (M+H+).
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ITpumep 36.
6-(5-AMuHOMETHIIUPUANH-3-1)- 1 -MeTni-3,4-nurunpo- 1 H-xuxonuu-2-on
o
X NH,
| ~
N

B kpyrnononnyro xonly 3arpyxkanu S-Opomnupuans-3-mi-metunamut (0.5 T, 2.67 MMons), 1-meTni-6-
(4,4,5,5-rerpamernin|1,3,2]anokcabopomnan-2-muin)-3,4-qurunpo- 1 H-xuHOMMH-2-0H  (IIPOMEKYTOUYHBIH  ITPOIYKT
A-1, 0.845 1, 2.94 mmons) u EtOH (48 mi). 3atem no6apmsuin terpakuc(tpudenundocdun)nammaaunii(0) (0.093
r, 0.080 MMoutB), a 3aTeM BoaHEIH pacTBop Na,CO; (8 mur, 0.312 1, 2.94 MMOJIB), U PEaKIMOHHYIO CMECh Harpe-
By 710 85°C B Teuenne Houu. CMech BBITAPUBAIIM JI0CYXa, OCTATOK pasBoamnu B EtOAc, ¢punsTpoBanyu yepes
Dicalite m mpomsiBanmu ¢ moMornbio EtOAc (2x50 mir). ®uiabTpaT BeITApHBAIHN I0CyXa. 3aTeM OCTATOK OYHIIAIH
¢mm-xpomaTorpadueit Ha cunukarene, smounposanu rpagueaTom 0-20% MeOH (1% NH4OH)-DCM c nony-
YeHWeM yKa3zaHHOTo B 3arojioBke coemmuHeHUs (0.7 T, 94%) B BHIE IpsA3HO-0EIOr0 TBEpAOro BemecTBa. MS:
268.2 (M+H").

ITpumep 37.

N-[5-(1-MeTmi-2-okco-1,2,3,4-TeTparuapOoX HHOIHH-6-HJ ) TAPUANH-3 -HIMETHIT |TPOITHOHAMHU]T

|

o) N
o]

X N)J\/
| H
N/
K pactBopy 6-(5-aMuHOMETHITIUPHUINH-3-1)- | -MeTHII-3,4-muruapo- 1 H-xunonuH-2-ona (ipumep 36, 0.05
1, 0.187 MMoup) B cyxom DMF (1 mi) no6asnsumm EDCI (0.039 1, 0.206 MmMoub), ocHoBanne Xynwura (0.060 T,
0.468 mMop) u poroHOBYIO KucioTy (0.021 1, 0.282 MMOmb), H pEaKIMOHHYI0O CMECh NEPEeMENTUBAIH TIPH
KOMHATHOW TeMIiepaType B TeUeHHE HOYM. PeakimoHHYI0 cMech pa3daBisuiu ¢ momoimbio EtOAc, BnuBanmm B
HacwimeHHbId pactBop NH,4Cl (5 mur) u skerparupoBanu ¢ momonisio EtOAc (2x10 mim). O0bequHEeHHBIE OpTa-
HUYECKHE CJIOM BhICymmBaIM Haj Na,SO4, GUIBTPOBANIM W BBIMAPUBAIN Jocyxa. OCTATOK OYHIIAIK (HIAII-
xpoMmartorpapueil Ha cuinkareie, amouposaiu rpaguenTom 0-10% MeOH (1% NH,OH)-DCM c¢ nonydenuem
yKa3aHHOTO B 3aronoBke coexunennus (0.029 T, 48%) B Buzne 6enoro Teepaoro emectsa. MS: 324.4 (M+H").
ITpumep 38.
[5-(1-Metun-2-oxco-1,2,3,4-TeTparuipoXuHOIUH-6- W) TUPUANH-3 -UIMETUI |aMHU IpomnaH-2-
Cyb(OHOBOH KHCIIOTHI

O\\O

X N/S
YWY
N/
K pactBopy 6-(5-aMuHOMETHITIUPHUINH-3-11)- | -MeTHII-3,4-muruapo- 1 H-xunonuH-2-on1a (ipumep 36, 0.05
T, 0.187 Mmmonp) B DCM (1 M), oxnaxaeanomy a0 0°C noGasmsumn tpudtmiamuH (0.038 1, 0.374 mMMounb) u
n3onpornuwicynbGoaunxiopua (0.029 r, 0.206 mmons). [Tomydennyro cycnensuro nepemermmBanu mpu 0°C B
TeueHne 4 4, 3aTeM JIOBOJMIH 10 KOMHATHOM TeMITepaTyphl U IIPOIOJDKAIIM IIepeMeIIBanue B TeueHue 2 4. Pe-
aKIMOHHYIO cMech paz0aBisui ¢ nomounisio DCM, BiuBanm B H,O (5 mir) u sxctparupoBanu ¢ momouisio DCM
(2x10 mi). O6BeaMHEHHBIE OpTraHUYECKHE CJIOW BBHICYIUBaIN Hag Na,SO,, GUIBTPOBAIM M BBITIAPUBAIN JTOCY-
xa. OctaTok oummany ¢unu-xpoMartorpadueil Ha cuiaukarene, smouposain rpaguearom 0-10% MeOH (1%
NH,;OH)-DCM c nonyuenuem ykasanHoro B 3aronoBke coeanHenus (0.023 r, 33%) B Bune 6exnoit nensl. MS:
374.1 (M+H").
ITpumep 39.
TpeT-byTHnoBkIit 3¢hup {2-[5-(1-meTun-2-okco-1,2,3,4-TeTparuApOXuHOINH-6-1JT ) TUPUIUH-3 -
WJIOKCH |9THIT } KapOaMHUHOBOM KHCIIOTHI

o) N

ITo ananorum co crmocoOOM, OTIICAHHBIM IS TTOJTYIeHHS POoMeKyTouHOTOo ipoaykra A-3 [C], 1-meTnun-6-
(4,4,5,5-rerpamernin|1,3,2]anokcabopomnan-2-wuin)-3,4-qurunpo- 1 H-xuHOMMH-2-0H  (IIPOMEKYTOUYHBIH  ITPOIYKT
A-1) KOHIEHCHPOBANU C TPET-OYTHIOBBIM 3(upoM [2-(5-OpoMIHpHUANH-3-NITOKCH )ITHII|KapOaMUHOBOW KHCIIO-
THI (IPOMEXYTOYHBIH TPOAYKT A-7) C TIOJlydYeHHEM YKa3aHHOTO B 3ar0JIOBKE COEIMHEHUs B BHE OJIoro TBep-
noro BemecTa. MS: 398.1 (M+H").
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ITpumep 40.
[5-(1-Metun-2-okco-1,2,3,4-TeTparuApoX uHOIUH-6- W) TUPUIUH-3-UIMETUI|aMU]  3-METOKCUU30KCA30JI-
5-kapOOHOBOM KUCIOTHI

O N 0

X

Pz
N

I=
~
z

K pactBopy 6-(5-amuHOMeTHITIUPUINH-3-111)- 1 -MeTHi-3,4-nuruapo- 1 H-xunonun-2-oHa (nmpumep 36, 0.05
1, 0.187 Mmomnb) B cyxom DCM (1 mi) gobasisum EDCI (0.039 1, 0.206 mmons), runpokcudensotpuason (0.032
r, 0.206 MMonb), ocHoBanne Xynura (0.060 T, 0.468 MMoNb) M 3-METOKCHH30KCA30J1-5-KapOOHOBYIO KHCIIOTY
(0.040 r, 0.281 MMOB), ¥ IOJTyYEHHBIH pacTBOP NMEpEeMEIINBAIH IPU KOMHATHOH TeMIepaType B T€4eHUE HOUH.
Peakmnmonnyto cmech pazbaisuiu ¢ momoiisio EtOAc, BiuBany B HackmieHHBIH pacTtBop NaHCO3 (5 mur) u akc-
TparupoBaiu ¢ nomoupio EtOAc (2x10 mu). OObeqHEHHbIE OpraHMyYecKre ciion BeICymmBanu Hal NaySOy,
$bumpTpOBaANTH W BRIMapUBaIH gocyxa. OCTaTok ouuIIamy Qumii-xpoMaTorpapuei Ha cCuiIuKareie, JIIOUPOBATH
rpagueaToM 0-10% MeOH (1% NH,OH)-DCM c momydenueMm ykazanHoro B 3arojioBke coeanHerus (0.03 T,
41%) B BUzE Genoro Teepaoro BemecTsa. MS: 393.1 (M+H").

ITpumep 41.

[5-(1-Metun-2-okco-1,2,3,4-TeTparuipoX HHOJUH-6- W) TUPUINH-3-WIMETHI |aMHA]  UKIOTPOTIaHKapOo-

HOBOM KHCIJIOTBI
|
O N o
S JW
| H
o
N

I[Mlo aHamormm co crmocoOOM, ONMCAHHBIM JUIsS TIOJYYEHHs COCIWHEHUs B mnpumepe 37, 6-(5-
aMUHOMETHIUPUINH-3-111)- | -MeTui-3,4-nurunpo- 1 H-xuHonuH-2-0H (mpumep 36) BBOAWIIM B PEAKIIHIO C ITUK-
JIOTIPOTIAHKAPOOHOBOM KUCIIOTOH C MOTyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHUS B BHAE OEI0T0 TBEPIOTO
BemecTa. MS: 336.3 (M+H").

ITpumep 42.

6-[5-(2-AMUHO3TOKCH ) TUPUANH-3 -1 |- 1 -MeTwi1-3,4-muruapo- | H-XuHOIMH-2-0H THIPOXJIOPH]T

l

[0) N

SO,
N H-Cl
K pactBopy Tper-OyTmiioBoro a¢upa {2-[5-(1-mernun-2-okco-1,2,3,4-TeTparuaApoXuHOINH-6-WIT) TAPUIUH-
3-AnoKCH |aTHIT } KapOaMUHOBOU KUCHOTHI (mpumep 39, 0.06 , 0.151 mmons) B MeOH (1 mu) noGammsum 4 M
HCI B guokcane (0.151 mi, 0.604 MMOJIB) ¥ PEaKIIMOHHYIO CMECH TIEPEMEITUBAIH P KOMHATHOW TEMIIEpaType
B TeuyeHHe HouM. [lomydeHHYIO CyCHEeH3MIO OT(MIBTPOBBIBAIH, TBEPAOE BEIIECTBO PAaCTHUPAIN B JUITHIOBOM
a¢upe, CHOBa OTQUIHTPOBBIBAIN M 3aTE€M BBICYIIMBAIN B BBICOKOM BaKyyMe C IOJy4YE€HHEM yKa3aHHOTO B 3aro-
noBke coemunenns (0.046 T, 91%) B Buzne 6enoro Tepaoro Bemectsa. MS: 298.3 (M+H").
ITpumep 43.
N-{2-[5-(1-Metun-2-okco-1,2,3,4-reTparuipoOX H*HOJIUH-0- 1) TUPUINH-3 -HIIOKCH | 9THII } TIPOITHOHAMH T

o) N
(0]

RS O\/\NJJ\/
| H
-
N
[To ananmormm co cHocoOOM, ONMCAHHBIM /ISl TIOJNyYeHUS COelMHEeHus B mpumepe 37, 6-[5-(2-
AMHMHOATOKCH)TUPUIANH-3 -1 |- 1 -MeTn-3,4-auruapo- 1 H-xuHonnH-2-0H ruapoxiopus (npumep 42) BBOAWIM B
peaKuuio ¢ MpOINHOHOBOI KUCIIOTOH C MOJIydeHHEM YKa3aHHOTO B 3ar0JIOBKE COEIMHEHHsS B BHZE OEJIOro TBep-
joro BemecTa. MS: 354.3 (M+H").
[Ipumep 44.

6-[5-(1,1-muokco-1 AS-[1 ,2]|THa3uHaH-2-WIMETWIT) TUPUANH-3 -1 |- | -MeTrn-3,4-nuruapo- 1 H-xuHonmnH-2-0H
| (Lo
O N/%/
0]
S

| Z
N
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[To ananoruu co crocoboM, ONMCaHHBIM JUIS MOIYyYSHHsI IPOMEKYTOYHOTo npoaykra A-12 [B], a Taxke
CIOCOOOM, ONMCaHHBIM UIS TIOJTyYEeHHUsI POMEXYTOUHOTo npoxykra A-3 [C], [1,2]rnasunan 1,1-nuokcun BBo-
JIWJTA B pEaKInIo ¢ 3-0pOoM-5-XJIOpMETUIHPHUINHOM (TIPOMEXYTOUHBIH MPoayKT A-12 [A]) B mpucyrctBum NaH
¢ nosryaeHueM 2-(5-6pommmupuana-3-unmeTin)-[ 1,2 ]tnazunana 1,1-1nokcuaa, KOTOPBIH 3aTeM BBOJWIN B peak-
muio ¢ 1-metmn-6-(4,4,5,5-rerpamernin| 1,3,2 ] mnokcaboponan-2-un)-3,4-auruapo- 1 H-xuaonmnH-2-0H0M (TIpome-
JKYTOUHBIN POAYKT A-1) ¢ MOTyd4eHHEM YKa3aHHOTO B 3aroJOBKE COSIMHEHUS B BHIE TPSI3HO-0EI0TO TBEPAOTO
BemecTa. MS: 386.2 (M+H").

IIpumep 45.
TpeT-byTunossiit a¢up (S)-2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuipoXnHOINH-6-1IT) TUPUANH-3-
WJIOKCHMETHII |a3eTUINH- | -KapOOHOBOH KHCIIOTHI
| XMpanbHbI
0 N
ol
A N~ N
| )~
N 0

B 3aMasTHAYIO TpyOKy 3arpyKain TPEeT-0yTHIIOBBIN 3¢dup (S)-2-(5-6pommupunuH-3-
WIIOKCHMETHI )a3e THINH- | -KapOOHOBOM KHUCIOTHI (TPOMEXYTOUHBIA MPOIyKT A-26, 0.260 r, 0.76 MMoib), 1-
MeTmi-6-(4,4,5,5-rerpamerunn| 1,3,2 ] nnokcaboponan-2-wmn)-3,4-quruapo- 1 H-xuHonmuH-2-0H  (MPOMEKYTOIHBIH
mponykr A-1, 0239 r, 083 wmmoms) mw DMF (3 wm). Ilocme oatoro pmobGaBmsuin — Owmc-
(tpudennndochun)nammaguit(I)xmopun (0.053 r, 0.076 MmMoinb), a 3atem 1H. Boaubii pactBop Na,CO; (2.27
M1, 2.27 MMOJIB), ¥ pEakIMOHHYIO0 cMech HarpeBaiu 10 110°C (Ha mpeaBapuTesIbHO HArpeTol MacisiHOi OaHe) B
teuenne 1 4. Cmech pazbasisuu ¢ nomoinsio EtOAc, ¢unbrpoBann gepes Dicalite 1 mpoMBIBaJIM € TIOMOIIBIO
EtOAc (20 mu). ITomy4yenHslit ¢punbTpat BiuBaiy B BogHbi pactBop NaHCO; (20 mur) u BomHBIH ciloi aKcTpa-
rupoBasu ¢ omoinsio EtOAc (20 mir). OObeqMHEHHBIE OPraHUYECKUE CIION TPOMBIBAIIM COJIEBEIM PAacTBOPOM,
BeIcymBaiy Hax Na,SO,4, dunbTpoBany u Beimapusany. OcraTok ounmany Qism-xpomarorpadueil Ha CHIIn-
karene, amoupoBanu rpagueaToM 0-100% EtOAc-rentas ¢ moiyueHHeM YKa3aHHOTO B 3arOJIOBKE COEIUHEHUS
(0.277 r, 86%) B BujIE CBETIO-KOPHUHEBOH TIeHbl. MS: 424.1 (M+H").

Hmxe cneayromue coequHeHMs, TEPeUrCICHAbIE B Ta0. 3, ObUIM TOMyYeHBI MO aHAJIOTHU CO CIOCOOOM,
OTIMCAHHBIM JJISI TOJy4YEHHsI COSANHEHUS B IpUMepe 45, U3 MOIXOJSIINX HCXOIHBIX BEIIECTB.
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Tab6nura 3
Mp. HassaHve McexoaHble Bewectsa BHewwHui Bug MS (M+H")
TpeT-ByTunoseit  acmp  (R)-3-[5-(7-dbTop-1- | (R)-3-(5-  TpeT-ByTunossin  acomp
METUN-2-0KCo-1,2,3,4-TeTparugpoXvHONvH-6- | BPOMAUPUAKH-3-nmnokeK)-
- -3- - -1- NUPPONUANH-1-kapboHOBOW  KUCMOTbI
Un)-NUpUANH-3-Unokcul-nupponngmt-1 PP vp BecuseTHoe
kapBOHOBOM KNCIOTbI (NpoMesxyTOUHbIA  NpoAYKT A-27) 1
46 TBEpAOE 4423
| 7-pTop-1-metnn-6-(4,4,5,5-
O N F BELLEeCTBO
TetpameTun-[1,3,2]anokcaboponan-2-
0, o%
|\ EN_< vn)-3,4-aurng po- 1H-xHonNunH-2-oH
N © (NPOMEXYTOUHBIV NPOAYKT A-22)
TpeT-ByTunosbiit 3pup 3-[5-(1-meTun-2-okco- | TPET-ByTUNOBLIA adup 3-(5-
1,2,3,4-TETParug,pOXVHONMH-6-UN)-NpuanH- | GPOMNMPUANH-3-UNOKCK)-a3eTUANH-1-
3-UroKCH]-a3eTUa H-1-kapBOHOBON KUCHOTLI | KapBOoHOBOM KNCMOTbI
N BecupeTtHoe
| (NPOMEKYTOYHbIA NPOAYKT A-28) 1
47 Os _N TBEpPAOE 410.5
1-meTun-6-(4,4,5,5-TeTpameTnn-
BELLEeCTBO
! X O\E\ [1,3,2]anokcaboponan-2-un)-3,4-
N NYO\f/ anrnapo-1H-xuHONMH-2-0H
© (NPOMEXYTOUHBIA NPOAYKT A-1)
TpeT-Bytunoseii  acpup (S)-3-[5-(1-meTun-2- TpeT-ByTunossii  aup  (S)-3-(5-
oKkco-1,2,3,4-TeTparnapoxXmMHONuH-6-mn)- 6 POMMMPUANH-3-MHOKCH)-
MUPUANH-3-MNOKC]-NNPPONNAUH-1- NUPPONUANH-1-kKaPBOHOBON  KUCMOTbI 5
- ecLBeTHOe
KapGoHOBON KICTIOTLI (NPOMEXyYTOUHBIA  NpoayKT A-29) 1 .
48 TBEpAOE 424 1
° ,L 1-meTun-6-(4,4,5,5-teTpametun-
BELLECTBO
m\@o [1,3,2]anokcaboponaH-2-un)-3,4-
|N/ \E,? >4 AMrnapo-1H-XMHONUH-2-0H
O%O (NpomeskyTOuHbIA NPOAYKT A-1)
-B n -3-[5-(1- -2-
TpeT-Bytunosbid  acomp (S)-3-[5-(1-meTun TpeT-ByTunosbiii  adup  (S)-3-(5-
oKkco-1,2,3,4-TeTparnapoxmHonuH-6-mn)-
BPOMMNUPUANH-3-UNOKCU)-NUNEPUANH-
nMpManH-3-unokeul-nunepuamH-1- .
1-kap6oHoBON KNCNOTbI
KkapGOHOBOWM KUCNOTbI .
NPOMEXyTOuYHbIA npoaykt A-30) u | BecuBeTHoe
49 ‘ (np y poay! ) U 4383
Os N 1-meTun-6-(4,4,5,5-teTpameTun- macno
O [1,3,2]anokcaboponan-2-un)-3,4-
P2 \(j Anrnapo-1H-XMHONMH-2-0H
N N J< . A
0)\0 (NpomeskyTOuHbIA NPOAYKT A-1)
TpeT-ByTunoBbIit acup 4-[5-(1-meTun-2-okco- TPET-ByTUnoBEIA acpup 4-(5-
1,2,3,4-T€TParuapOXUHONNH-6-1M)-PUANH- BPOMAMPIAVIH-3-UNIOKCH)-NNepUAMH-
3-unokeun}-nunepuamnH-1-kapboHOBOI KNCNOTbI T-kapBorosoit kuenotel | beclseTHoe
NMPOMEXYTOYHbIA npoaykT A-31) U | amopdHoe
50 | (np Y POAY! ) P 4383
O M 1-meTun-6-(4,4,5 5-TeTpameTnn- TBepaoe
SN O\G [1,3,2]anokcaboponan-2-un)-3,4- BELLECTBO
N N\n/o\{/ ANrnapo-1H-XMHONWH-2-0H
O -
(NpomeskyTOuHbIA NPOAYKT A-1)
TpeT-bytunoebii  acpup  (S)-2-((5-
Tpet-Bytunosein  acup (S)-2-[5-(1-meTun-2- BPOMMMPUANH-3-
okco-1,2,3,4-TeTparnapoxmHonuH-6-mn)- MOKC)METUM) INPPONMANH-1-
MMPYAMH-3-UNOKCAMETUIT-NMPPONMANH-1- KapBOHOBO kmcroTbl | BecupetHoe
51 KapGOHOBOV KCTIOTbI (MpomexyTouHbI npoaykT A-32) u | TBepaoe 438.5
o ,L 1-meTun-6-(4,4,5,5-teTpameTtun- BELLEeCTBO

|\ O ™N )<
N/ O}\o

[1,3,2]anokcaboponaH-2-un)-3,4-
Anrnapo- 1H-XMHONUH-2-0H

(NpoMEXYTOYHBIA NPOAYKT A-1)
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TpeT-Bytunosein  adpup (S)-3-[5-(7-PpTop-1-
MeTun-2-okco-1,2,3,4-TeTparnapoxuHonunH-6-

UN)-NMPUANH-3-UNOKCU]-NNPPONMANH-1-

TpeT-bytnnosbin  admp  (S)-3-(5-
BpPOMNMPUANH-3-UINOKCH)-

nupponuavH-1-kapboHOBOW  KMCNOTbI

kapBoHOBOW KMCMOTbI . BecupeTHoe
(NpomeskyTOuHbIA  MPOoAYKT A-29) 1
52 | TBEpAOE He onp.
O _N F 7-pTop-1-metun-6-(4,4,5,5-
BELLeCTBO
O TeTpameTun-[1,3,2]anokcaboponax-2-
P Q >L un)-3,4-aurng po- 1H-XMHONWH-2-0H
N ~
O>/"° (MPOMEKYTOUHBIA NPOAYKT A-22)
TpeT-bytunosbin - acbup (R)-3-[5-(1-meTun-2- TpeT-Byturosbiii  adup  (R)-3-(5-
okco-1,2,3,4-TeTparnapoxmHonuH-6-un)- 6pOMANPUANH-3-MTOKCH)-
MMPUAVH-3-UNoKeH]-NMPPONNANH-1- nMPPONUAMNH-1-kapGOHOBON  KUCMOTLI 5
i ecLiBeTHoe
kapGOHOBOH KuCrOTbI (NPOMEXYTOUHBbIA NpPoAYKT A-27) u© 4
53 | TBEpAOE 4242
0w N 1-meTun-6-(4,4,5,5-TeTpamerun-
BELLECTBO
0 [1,3,2]anokcaboponan-2-un)-3,4-
| 7 Q >L Anrnapo-1H-xuHONUH-2-0H
O%O (NPOMEKYTOYHBIA NPOAYKT A-1)
{3-[5-(1-MeTun-2-okco-1,2,3,4- (R)-N-(3-(5-BpoMnMpuamH-3-
TeTparugpOXmHONMH-6-1n)-NnpnanH-3-unj- JAM)OKCETaH-3-1T)-2-MeTUMPONaH-2-
okcetaH-3-un}-amug (R)-2-MeTnnponan-2- . | AmopcpHoe
cynbruHamma (NPOMEXYTOUHbBIN
i KOpUYHEBOE
54 Cynb(pVHOBO KNCNIOTe! npoaykT A-33) 1 1-metun-6-(4.4,55- | ¥ 414.4
| TBEpAOE
O N TeTpameTunn-[1,3,2]anokcaboponan-2-
S5 o BELLeCTBO
I vn)-3,4-aurng po- 1H-xMHonNnH-2-oH
X N/SI.,,,<
l N H (NpOMEXyTOuYHbIA NPoAYKT A-1)
5-(2-0kco-1,2,3,4-TeTparnapoxuHonun-6-un)- | (5-BpoMnnpnanH-3-unmetun)-amng
MMPUAVH-3-MNIMETU-amug, 3TaHCYNbgOHOBON KMCROTbI Amopdroe
3TAHCYNb(OHOBOM KUCAOTbI (MpOMeXyTOuUHbIA  NpoaykT A-11) 1 GecuserHoe
55 H 6-(4,4,5,5-TetpameTnn-1,3,2- 346.1
O N TBEpAOE
0s,.20 aunokcaboponaH-2-un)-3,4-
N NS BELLEeCTBO
| D H AMrnaPOXuHONuH-2(1H)-oH
N (NpPOMEKYTOUHbIA NPOAYKT A-34)
{(S wmwm R)-1-[5-(1-Metun-2-okco-1,2,3,4- | [(S wun R)-1-(5-bpomnmpnanH-3-un)-
TeTparngpoXmHONnH-6-1n)-NnpnanH-3-unl- atunl-amng (R)-2-meTunnponaH-2-
atun}-amug (R)-2-meTunnponan-2- CyNbVHOBOW KWUCNOTbI
CynbUHOBOW KUCMOTbI (NpoMexxyTouHbIA  NpoaykT A-35) u | AMopdHoe
| 1-meTun-6-(4,4,5,5-TeTpameTnn- BecupeTHOE
56 Os N 386.1
° [1,3,2]anokcaboponan-2-un)-3,4- TBEPAOE
N N/g,w Anrnapo-1H-xuHONUH-2-0H BELLeCcTBO
‘N/ H K (NpomeskyTouHbIA  npoaykt  A-1), a
3aTeM pasgeneHne C  MOMOLLBIO
(R unu S) B3XX.
{(R wnm 8)-1-[5-(1-Metun-2-okco-1,2,3,4- | [(S wn R)-1-(5-BpomnupnanH-3-un)-
TEeTparnapOXMHONVH-6-1n)-NMpUanH-3-unj- atunl-amng (R)-2-meTunnponaH-2-
atun}-amumg (R)-2-metunnponaH-2- Cynb(VHOBOW KUCROTbI
CynNbVHOBOW KNCMOTbI (NpomeskyTouHbIA  NpoAykT A-35) u | AMopdHoe
| 1-meTun-6-(4,4,5,5-TeTpameTnn- BecuBeTHOE
57 O« _N 386.1
o [1,3,2]anokcaboponan-2-un)-3,4- TBEpAOE
N N/g Anrnapo-1H-xuHoNMH-2-oH BELLECTBO
, _ H ’< (MPOMEKYTOUHbIA NPoAYKT A-1), a
N
R wm S) 3aTeM pasfeneHne C  MOMOLLbIO
B3OXKX.
TpeT-ByTuroBbIi  aup  {(TpaHC)-4-[5-(1- | TPET-ByTMn (Tparc)-4-(5-
METIN-2-0KC0-1,2, 3, 4-TETParAPOXMHONMH-6- | OPOMMMPUANH-3-
WN)-INPUANH-3-MAOKCH]-LuKTOreKeM)- nnokcuLmknorexkcunkapdamar Fprato-Genoe
58 KapGaMUHOBO KUCTOTbI (NPOMEXYTOUHbIA NpoaykT A-54) un rBepaoe 4525
1-meTun-6-(4,4,5,5-reTpameTtun-
BELUECTBO

|
Rhorasx

[1,3,2]anokcaboponaH-2-un)-3,4-
ANrnapPo-1H-XMHONWUH-2-0H

(NPOMEKYTOUHbIA NPOAYKT A-1).
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ITpumep 59.
6-[5-(1-AMHHOIMKIOTPOIIWIT ) TUPUANH-3 -1 |- 1 -MeTni-3,4-murunpo- 1 H-xuHonuH-2-0oH
I
6] N
| ~ NH,
~
N

AN ~
Pz (0]

K pactBopy metnin-2-(5-6pomnupuaun-3-wi)anerara (4 r, 17.4 mmons) B DMF (80 mur), oxiaxaeHHOMY
1o 0°C na nensHo# Gane, nobasmsmn 60% NaH B munepansaoMm Macie (0.918 1, 38.3 MMOJIB) U peakIIMOHHYIO
cMmech nepememuBanu npu 0°C B Teuenue 15 muH. 3atem moOasisuin pactBop 1,2-mubpomarana (3.27 1, 17.4
MMoutb) B DMF (16 mur) mpu 0°C. [To okoHYaHWH BHECEHHS CMECh MEPEMEIINBaIN P KOMHATHON TeMIiepaType
B TeueHue | 4. [locnenoBarensHo BHOcUIM Apyrue ase nopuuu 60% NaH B munepansnom macine (2x0.2 1), no
3aBEpPIIECHUS] KOHBEPCHH. 3aTeM PEaKIMOHHYI0 cMech BiauBay B H,O (50 MiT) M 3KCTparmpoBaId ¢ MOMOIIBIO
EtOAc (3x125 mur). Opranuueckue ciiou 00beIUHSIIN, BRICYyIHBATU HaX Na,SO,, QHIBTPOBAIH U BRIIAPHUBAIIH
Jocyxa ¢ TOJTydeHHeM YKa3aHHOTO B 3arojioBKe coennHeHus (4.764 T, 99%) B BUae KOpUIHEBOTO Macia, KOTO-
pOE HCTIONB30BAH 6€3 TOTOTHUTEIBHON ouncTKH. MS: 256.0 u 258.0 (M+H™).

[B] 1-(5-BpommupuanH-3 -11) MAKIOTPOTIAHKAPOOKCHITAT KaJTUs

Br 0]
) 4
N

K pactBopy Mmermi-1-(5-OpoMnupuauH-3-wi)uukionpomnankapookcuiara (4.764 r, 18.6 mmons) B THF
(190 M) moGarmsuin 90% TpuUMeTHICHIAHOMAT Kaius (2.65 r, 18.6 MMOIIb), U PEaKIIMOHHYIO CMECh ITePEMEIIIH-
BaJIM IPY KOMHATHOH TeMIIEpaType B TCUCHHE HOYHU. 3aTeM CMeCh (DMIBTPOBAIU U MPOMBIBAIH ¢ oMomipio THF
C TOJIyYeHHEM 1IeJIEBOTO MpoaykTa (2.668 r) B BUie CBETIO-KOPUYHEBOTO TBEPAOIO BellecTBAa. MaTOUHBIN pac-
TBOp KOHIeHTpupoBanu g0 npumepHo 50 miu THF. Jlo6asismu eme oany mopruio 90% TpUMETHICHIIAHOIATA
kanust (0.43 r) U mpoJoibKaNu TNepeMellBaHle B TeUEHUE 5 4 MpU KOMHATHOW Temmeparype. 3aTeM CMech
(uIpTpOBANHM M CHOBA TpoMbIBaIK ¢ oMoIbio THF ¢ momydenneM BTOpoii mapTuu 1eneBoro npoaykra (0.953
T), KOTOPYIO OOBCIUHSIA C TIEPBOM MapTHEH, C MOITydeHHEM YKa3aHHOTO B 3aroyioBke coemmHenus (3.621 r,
59.1%) B BHZIE CBETIIO-KOPHYHEBOTO TBEPOTO BemecTBa. MS:242.0 u 244.1 (M+H").

[C]  1-(5-(1-MeTmn-2-okco-1,2,3,4-TeTparuapoXHHOIHH-6-1 ) THPUANH-3 -1 ) IUKJIOTPOoTIaH-KapOOHOBas
KHCJIOTa

S OH

| Pz o}
N

B xoxn0y 3arpysxkamu 1-(5-6poMnupuanH-3-win)nukiaonponankapookcwiat kamms (0.5 r, 1.52 mmons), 1-
metmi-6-(4,4,5,5-terpameruin| 1,3,2 | nuokcaboponan-2-un)-3,4-nuruapo- 1 H-xuHonuH-2-0H  (pOMEXXyTOYHBIH
nponykt A-1, 0479 r, 1.67 wmmoms) u DMF (7 wmn). Ilocme osrtoro pmobaBmsiim — Owuc-
(rpudenmndocdun)namraguit(Il)xmopux (0.106 r, 0.152 mmouns), a 3atem 1H. Bogublid pactBop Na,CO; (3.64
M1, 2.4 MMOJIb), U pEaKIMOHHYIO cMech HarpeBaiu 10 120°C (Ha mpenBapUTENbHO HarpeTol MacisHoW OaHe) B
tederue 1 4. CMech BBIIAPUBAIN AOCYyXa U OCTATOK OUHIAIH (PIdII-XpomMaTorpadueil Ha CHITHKarese, JIIOHPO-
Baim rpaguerToM 0-15% MeOH-DCM c nonydeHueM ykasaHHOTO B 3arosioBke coeamaenus (0.551 r, 100%) B
BHJIC KOPUIHEBOTO TBEPAOTO BermecTa. MS: 323.4 (M+H).

[D] 6-[5-(1-AMUHOTMKIOTIPOTTH ) TUPUANH-3 -1 |- | -MeTnn-3,4-auruapo- | H-xuaonnH-2-0H

0) N

| N NH,,
~
N
K pactBopy 1-(5-(1-meTmin-2-okco-1,2,3,4-TeTparuaipOoXuHOIMH-6-FT) TUPHTTH-3-FUT) ITIKIIOMPOTIaHKap0o-
HoBoOM kucnoTel (0.551 1, 1.52 mmons) B Tomyose (20 mur) mo6asnsitn TEA (0.185 1, 1.83 mMmois) u audeHm-
dhochopunazua (0.419 r, 1.52 MMonb), U 3aTeM PEAKIIMOHHYIO CMECh HarpeBajl MpH TeMIiepaType (JerMbl B
teyenue 4 1. [Tocie oxnaxnenus no 0°C mobassun 1 M pactBop TpuMernicuinanoara Hatpus B THF (3.04 mu,
3.04 MMOJIB), M CMECH MTEpPEMENINBANIN B TeueHHe 45 MUH ITpHU KOMHATHOH Temrepatype. ['acuim ¢ nomonisio 0.1
M Bognoro pactBopa HCI (40 mi), mocne yero BoIHBIH pacTBOp MpoMBIBaIM 3¢HpoM (2 pasa), 3aTeM HoALIea-
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guBanu 1 M BonmHbIM pacTBopoM NaOH u 3atem skctparupoBanu ¢ momonisio DCM (2x100 mir). O6benuHeH-
HBIC OPTaHUYCCKUE CIIOM MPOMBIBATIH COJICBBIM PAacTBOPOM, BEICYIIMBaIH Haa Na,SOy, GHUIBTPOBAIN U BBIIAPH-
BaJIlM JIO0CyXa C MOJIyY€HHEM yKa3aHHOTo B 3aronoBke coeguHeHus (0.333 r, 71%) B Bune xentoil nensl. MS:
294.4 (M+H").

Hwmxe cnemyromnue coenuHEHNs, IepeIrCIeHHbIE B Ta0JI. 4, ObUTH TOTYYSHBI ITyTeM 00pabOTKM MOIXO -
IIEr0 UCXOOHOTO BermecTBa ¢ nmomorpio HCl B MeTaHONEe 10 aHAJIOTHH CO CITOCOOOM, OMUCAHHBIM IS TIOTyde-
HUsS coenuHeHUs B mpuMepe 42 (Boinenenne coequHennit B Buae HCl-comneit nmpsMbIM BBITapUBAHUEM HIIH OC-
HOBHOM DKCTPAKIHEH, ¢ TOCIeayIoei XxpoMaTrorpadueil Ha CHIMKaresie wivd odpameHHon dase).

Tabmuma 4
. MS
Mp. | HassaHne McxoaHble BelwecTso BHewwHui Bug, .
(M+H")
1-MeTun-6-[5-((S)-NnpponuanH-3-unokeu)-nupuanH-3-
-3,4-, -1H- -2-
wnl-3,4-aurvapo YUHOMMH-2-OH AROXTIOPWA TpeT-Bytunosbiii apup (S)-3-[5-(1-meTun-2-okco-
1,2,3,4-TeTparnapoxXnMHONNH-6-1n)-NMpuanH-3- XKentoe TBEpAaoe

|
60 | O i 324.3
O MNoKCW]-NMpponuamnK-1-kapboHoson KWCMOTBI | BELLECTBO
| \E,? (npumep 48)
N H
CH

1-Metun-6-[5-((S)-nunepnanH-3-Unokcm)-nnpnanH-3-
vn]-3,4-anrnapo-1H-xMHoNMH-2-0H TpeT-Bytunosbii acvp (S)-3-[5-(1-MeTun-2-okco- | BecuypeTHoe

1,2,3,4-TeTParnapoxXnHONUH-6-1n)-NMpuanH-3- amopdHoe

61 | o V!l . 338.3
o WNoKCH]-NunepuanH-1-kapboHosow KMCNOTbI | TBEPAOES
| j \[j (npumep 49) BELLECTBO
N N
N

1-MeTtun-6-[5-(nunepuanH-4-unoken)-nupuanH-3-unl-

3,4-0UrMaPO-1 H-XMHOMAH-2-0H TAPOXTIOPHA Tpet-bytunosbii  acup  4-[5-(1-meTun-2-okco- CBeTNO-KENToe

1,2,3,4-TeTParnapoXmHONUH-6-Un)-nMpuanH-3-

62 | o ,L . TBEPAOE 338.4
MNOKCU]-NUnepuamnH- 1-kapboHoson KMCnoThI
O BeLecTBO
| \O (npumep 50)
NG NH oy
6-[5-((S)- 1-A3eTUANH-2-MNMEeTOKCW)-NMNPUAUH-3-1n]-1-
METUN-3, 4-AMrinapo-1 H-XHOMMH-2-0H TpeT-Bytunosbin acmp (S)-2-[5-(1-MeTun-2-okco-
1,2,3,4-TeTparnapoXMHONNH-6-nn)-nupuanH-3- CseTno-xernroe
63 | o\ 324.2
D VNOoKCMMETUM]-a3eTuamnH-1-kapboHOBOW  KMCMOThI | Macno
O
L (npvmep 45)
7
6-[5-((S vnu R)-1-AMWHO3TUN)-NUPUANH-3-Wn]- 1-meTun-
3,4-anrnapo-1H-XMHONMUH-2-0H rmgpoxnopug
| {S mnu R)-1-[5-(1-MeTun-2-okco-1,2,3,4-
fe) N BecupeTtHoe
TeTparngpOXMHONMH-6-1N)-NNPUANH-3-unl-atun}-
64 TBEPAOE 2821
amug  (npumep  56)  (R)-2-metunnponan-2-
| \ NH, 3 BELYECTBO
J cH Cynb®WHOBON KUCMOTbI
N
(Runu S)
6-[5-(R  wnm  S)-1-AMUHOITUN)-NMPUAUH-3-1n]-1-
meTun-3,4-amurngpo-1H-xXMHOMWH-2-0H rmapoxnopug
| {R unu S)-1-[5-(1-MeTun-2-okco-1,2,3,4-
OxN BecugeTHoe
TeTparngpoXMHONUH-6-1N)-NUpUANH-3-unl-atun}-
65 N TBEPAOE 282.1
| NH, amug  (npumep  57)  (R)-2-metunnponaH-2-
Z . BELLECTBO
N CIH CynNbpNHOBOW KUCNOTbI
(Runu S)
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1-MeTtnn-6-[5-((S)-1-nnpponnanH-2-nnmeTokew)-
nnpuaunH-3-un]-3,4-aurng po- 1H-xMHonNuH-2-oH
TpeT-Bytnnosbii acmp (S)-2-[5-(1-MeTun-2-okco-
rMAPOXITOPUA
66 | 1,2,3,4-TeTparnapoxXnHONNH-6-1n)-NMpuanH-3- XKentoe TBEpAoe 338.2
O N VNOKCUMETUM]-NMPpOnuAnH-1-kapboHoBoOM BELLeCTBO ’
‘ PN N oH Kucnotel (mpumep 51)
P
N
7-®1op-1-metun-6-[5-((R)-nupponngnn-3-nnoken)-
npuamnH-3-un]-3,4-gurng po- 1H-xMHONUH-2-0H
TUAPOXIOPNA TpeT-byTunosbiv avp (R)-3-[5-(7-cbTOP-1-
Ceetno-xentoe
| MeTun-2-okco-1,2,3,4-TeTparnapoxXvHONVH-6-un)-
67 N TBEPAOE 342.3
O N F NUPUAUH-3-MNOKCU]-MMPPONUAVH-1-kapB OHOBOIA
BEeLLEeCTBO
~ o. KUcnoTol (Npumep 46)
| \CNH CH
P
N
1-MeTun-6-[5-((R)-nupponugnH-3-nnokem)-nupuanH-3-
-3, 4-AUrnAPO- TH-XHONWH-2-OH MAPOXNIOPUA TpeT-ByTunosbiii adup (R)-3-[5-(1-MeTUM-2-0kCo-
68 o hl, 1,2,3,4-TeTParnapoXmHONUH-6-Un)-nMpuanH-3- >Kentoe TBEpACE 3245
TD\O/O WIOKCW]-NMPpPONuANH-1-kap6oHoBON KWCMOThI | BELLECTBO ’
A D
P N (npumep 53)
N H
CH
6-[5-(3-AMmnHOOKCETaH-3-1N)-NMpUANH-3-un]-1-meTnn-
3,4-a1rnapo-1H-XMHONWH-2-0H rnapoxnopua {3-[5-(1-MeTun-2-okco-1,2,3 4-
| 6-un) 3] CeeTno-xenTtoe
TeTparngpoxXuHONH-6-UnN)-NMpUAnNH-3-1nj-
69 | OxN o parap P TBEpAOE 310.2
okceTaH-3-un}-amng (R)-2-meTunnponan-2-
C BeLecTBO
l AN NH, cynbdnHOBOW KNCNOThI (Npumep 54)
—
N CIH
6-[5-(A3eTnANH-3-Unokeu)-NMpUAnH-3-unl-1-metunn-3,4-
ANrapo-1H-XVUHOMNH-2-0H FMAPOXIOpUA TpeT-Bytunosbiit  acmp  3-[5-(1-MeTUn-2-okco-
| 1,2,3,4-TeTparngpoxXnHONNH-6-1n)-nupuamH-3- »entoe TBeEpaoe
70 | OxpN parmap _) P P 310.3
Mnokcw]-aseTnann-1-kapboHoson KUCNOTbI | BELLECTBO
o
X (npumep 47)
, = \E\NH
N CH
6-[5-((TpaHc)-4-AMUHOLMKNOreKCUNOKCI)-NUPUANH-3-
nn}-1-metun-3,4-aurnapo-1H-xuHonmH-2-oH
rMAPOXIIOPUA .
TpeT-bytunosbii acup {(TpaHc)-4-[5-(1-meTnn-2-
74 o. h', oKCo-1,2,3,4-TeTparngpoxXnHonuH-6-un)-nupuamnH- | XXentoe TBEpaoe 3525
o 3-unokcm]-umknorekcun}-kapbamMmmMHOBOW  KUCMOTbI | BELLECTBO ’
N
D O\ (npvmep 58)
N NH,
CH
IIpumep 72.

6-[5-(1-AMuHO- 1 -MeTUI THI ) TUPUAWH-3 -1 |- | -Me THII-3 ,4-muruapo- | H-xuHonuH-2-0H

[0) N

| XY NH,

Pz
N

[A] MeTun 2-(5-OpoMIupUIuH-3-1T)-2 -METHIIIPOITHOHAT
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K pactBopy Metnin-2-(5-6pomrmpunun-3-mn)anerata (0.7 , 3.04 mmonb) B DMF (14 Min), oXnakaeHHOMY
1o 0°C na nexsHO# 6ane, nobdasmsumu 60% NaH B munepansaoM macie (0.244 1, 6.09 MMonb), M peaKIIHOHHYIO
cMech mepeMermBaiy B TeueHue 15 muH. 3atem mpu 0°C mobamisiin mo karusm pacteop Mel (0.864 T, 6.09
mmoinb) B DMF (16 min). ITo okoHYaHMM BHECEHHUS! CMECh IEPEMEIINBAJIHM IPH KOMHATHOM TEeMIIepaType B Teue-
Hue 1 u. Jlo6aBsim k cMecH enie oany nopuuto 60% NaH B munepansnom macie (0.073 1), n nepeMeInnBaiiu
IpY KOMHATHO# TemmepaTtype B Tedenue 1 4. Peakiponnyro cmech BimBanu B H,O (15 mut) 1 BoxHbIH ci10#i 9KC-
TparupoBanu ¢ momombsio EtOAc (3x50 mur). Opranwdeckne ciow OObEeIUHSIN, BhICYImMBamu Hag Na,SOy,
(UIBTPOBANIN M BBIIAPUBAJIM JOCYXa C TOJIyYeHHEM yKa3aHHOTO B 3aroyioBke coennnenus (0.617 r, 75%) B Bune
KOPHYHEBOTO MacJjla, KOTOpOoe HCHOIb30Baji 6e3 A0TMOMHUTENbHOM ouncTku. MS: 258.2 u 260.3 (M+H").

[B] 2-(5-bpommupunuH-3-1i)-2-MEeTHIIIPOITNOHAT KaJIUs

Br (0]

[To ananmoruu co crocoGoM, ONMCAHHBIM JUIS MTOJyYEHUs CoeTMHeHMs B ipuMepe 59 [B], peakuus metui-
2-(5-6pommupunnn-3-min)-2-metunnponuonara (nmpumep 72 [A]) ¢ 90% TpUMETHICHIIAHONATOM KaJlusl JaBaja
yKa3aHHOE B 3ar'0JIOBKE COSJIMHEHNE B BUJIE CBETIO-KOPUIHEBOTO TBEPIOTO BemecTBa. MS: 244.3 (M+H").

[C] 2-Metun-2-(5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXHHOIMH-6-1T) TUPUAWH-3 -1 )IPOTTAHOBAsT KHCITO-

Ta
|
o) N
X OH
4
N
[To anayornu co crocoOOM, OMUCAHHBIM IS TOMy4deHUs coenuHeHus B npumepe 59 [C], peakums 2-(5-
OpOMIIUPHUINH-3-1T)-2 -METHIIIIPOTTHOHATA KaJust (mpumep 72 [B]) c 1-metnn-6-(4,4,5,5-

terpameTni| 1,3,2]anokcaboponan-2-min)-3,4-quruapo- 1 H-xuHomuH-2-0HOM (TTpOMEXyTOUHBIH NpoayKT A-1) B
npucyrcTBun ouc-(rpudenundochun)namiagus(Il)xmopuna n Na,CO; (1 M BoaHBIH pacTBOp) HaBaia yKa3aH-
HOE B 3ar0JIOBKE COEIMHEHME B BUJIE KOPHUHEBOH menbl. MS: 325.4 (M+H)).

[D] 6-[5-(1-Amuno- 1 -MeTUm TUN) TUPUANH-3 -1 |- 1 -meTun-3,4-nuruapo- 1 H-xuHoauu-2-ox

o) N

A NH

| ~
N

[To anayormu co crocoOOM, OTIMCAHHBIM IS TOJYYCHHS COequHEeHHs B mpumepe 59 [D], peakmus 2-
MeTmi-2-(5-(1-metnn-2-okco-1,2,3,4-TeTparuipoX uHOIUH-6-1IT) TUPUTUH-3 - W) IPONIAHOBOW KHCJIOTHI (TIpUMeEp
72 [C]) ¢ mudenundochopunazumom B nmpucyrctBuu TEA, u 3aTtemM ¢ TpuMeTtuicuianoaroM Hatpus (1 M pac-
tBOop B THF), naBana ykazaHHOE B 3aroJIOBKE COEIMHEHHE B BHJE CBETIO-KOPHYHEBOTO aMOP(HOTrO TBEPIAOTO
BemecTBa. MS: 296.5 (M+H").

ITpumep 73.

6-(5-AMuHOMETHIITUPUANH-3-11)-7-pTOp- 1 -MeTHn-3,4-nuruapo- 1 H-xunonun-2-oxn

2

0] N F

| X NH,
—
N

ITo anamoruu co crnocoOOM, OIMHCAHHBIM JUJIsi HOJNYYSHHs COCOUHEHHs B mpumepe 45, peakiwus 3-
aMUHOMETHI-5-Opommupuanaa U 7-¢rop-1-metmin-6-(4,4,5,5-rerpamernn| 1,3,2 ] nnokcadboponan-2-un)-3,4-
muruapo- 1 H-xuHoauH-2-0Ha (IpOMEXYTOYHBIM MPOAYKT A-22) nmaBana yka3aHHOE B 3arOJIOBKE COCIMHEHHUE B
BUJIE CBETIIO-XKENTOTO TBEPAOTro BemecTa. MS: 286.7 (M+H").

IIpumep 74.

6-{6-[6-(3-MeTokcun3okcas3oin-5-kapoonun)-2,6-muazactupo| 3.3 rent-2-ui | mupa3un-2-ui } - 1 -metun-3,4-
nuruapo-1 H-xuHonaun-2-ox
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| 0
o)
(@] N N N
N N
\ o)
(T ;
N

K pactBopy 6-(6-(2,6-mnazactupo[ 3.3 |renran-2-mwi)mupa3uH-2-wmwi)- 1 -MeTn-3,4-muruapoxusonnn-2( 1 H)-
oHa 2,2 2-tpudTopanerara (IpoMexxyTouHblid mpoaykT A-36, 0.030 r, 0.067 mmons) B DCM (1 mi) go6aBmsim
3-MeTOKCHU30KCca301-5-kapooHoByro kucioty (0.014 1, 0.1 mmone) u TBTU (0.024 1, 0.073 mMmonb), a 3aTeM
ocHoBanne Xynura (0.022 1, 0.167 MMoOIB), ¥ PEAKIMOHHYIO CMECh NEpeMEIINBAIN ITPH KOMHATHON TemIiepa-
Type B Te4eHHe HOUM. Peakunonnyro cMech pazbasisiin ¢ momomrsio EtOAc, BIiBamu B HACKIIICHHBIH pacTBOP
NaHCO; (5 mi) u axcrparupoBanu ¢ nomombio EtOAc (2x10 mir). O0betMHEHHbIE OpTaHUYECKUE CJION BBICY-
muBayd Hax Na,SO,, GunbTpoBanu 1 BeIMapuBaiy nocyxa. OctaTok ounmany (Gidm-xpomartorpadueid Ha cH-
JmKarene, smonpoBany rpagueHToM 0-5% MeOH-DCM c¢ momydeHneM yKa3aHHOTO B 3arojIOBKE COCIWHEHHS
(0.007 T, 20%) B BUIE KEITOTO TBEPIOTO BemecTsa. MS: 461.3 (M+H").

ITpumep 75.

[5-(1-Metun-2-okco-1,2,3,4-TeTparuApoX nHOJIWH-6-WIT) TAPUIAH-3 -UIMETHI | aMu -3, 5-
JMMETHIN30KCa30J1-4-KapOOHOBOM KHUCIIOTHI

|
(0] N
O
X N =
%\Hjﬁo
N N

K pactBopy 6-(5-amuHOMETHIIIIUPUANH-3-1N)- 1 -MeTnn-3,4-qurnapo-1 H-xunonun-2-o1a  (mpumep 36,
0.047 1, 0.177 mmons) B DMF (1 mun) goGamsum 3,5-auMeTnnu3okcason-4-kapoonoByio kuciorty (0.037 r,
0.266 mmomns) u TBTU (0.063 1, 0.195 mmoms), a 3atem ocHoBanune XyHura (0.048 1, 0.372 MMOIb), U peakiin-
OHHYIO CMECh IIepeMEIIUBAIN P KOMHATHOM TeMmIeparype B TeueHne Houn. CMech OYHIIaIl HEMOCPEICTBEH-
HO ¢ TIoMoIIbI0 0OpamenHo-¢pa3zHoi BOXKX Ha xoronke Gemini-NX, samonpoanu ¢ nomomisio 20-98% MeOH-
H,0 (0.05% TEA) c momydenuem ykazanHoro B 3arosioBke coemmaeHus (0.041 r, 59%) B Bume GecuBeTHOTO
TBepaoro Bemectsa. MS: 391.3 (M+H").

ITpumep 76.

6-[5-((S)-1-LluxnonponankapOOHUIIITUP PO AN H-3 -UIIOKCH ) TUpUANH-3 -1 | - | -meTnit-3,4-urunpo-1 H-

XHWHOJIMH-2-0H
oM
jv\;@\(j/om
I - y
i

0

K pactBopy 1-meTmi-6-[5-((S)-nuppomuanH-3-miokecn ) mupuauH-3-mi|-3,4-quruapo- 1 H-xuHonuH-2-0Ha
ruapoxiopuaa (mpumep 60, 0.05 r, 0.139 Mmmons) B cyxom DCM (1.5 M) 106aBiisuid IIUKIONPOTIaHKapOOHHUII-
xyopun (0.015 r, 0.139 mmouns), a 3atem TEA (0.035 1, 0.347 MMOJb), U peaKIMOHHYIO CMECh TEPEeMETTUBAIH
TIpY KOMHATHOH TemrepaType B TeueHue | 4. 3ateM peakIMoHHYI0 cMech pa30aBisumi ¢ moMolbio EtOAc, Bim-
BaJIM B HachleHHbIH pacTBop NaHCO; (10 mi) n sxctparupoBaiu ¢ nomouipio EtOAc (2x20 mir). O0bennHeH-
HBbIE OPTaHWYECKUE CJIOW BBICYmMBaIu Haa Na,SO,4, GUIbTpOBa M M BhIMapuBaiM aocyxa. OCTaTOK OYHIIAIN
(mm-xpomartorpadueil Ha cumkarene, mouposanu rpagueaToM 0-5% MeOH-DCM c¢ momydernem ykas3aH-
HoTO B 3aronoske coeaunenus (0.032 r, 59%) B Buze GecuseTHo nens.. MS: 392.2 (M+H)).

Hwxke cnenyromue coeqUHEHNUs, IEPEIUCICHHBIC B Ta0MN. 5, OBLIH MOTYYCHBI ITyTeM 00pabOTKH TOAXOIs-
IIMX MUCXOJHBIX BEIIECTB B MOJIXOJSIIMX YCIOBUAX PEaKIMU KOHACHCALUMHU, OMMCAHHBIX B pumMepax 40, 74, 75
unu 76.
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Tabmuna 5
BHeLHWI BUg,

Mp. HaszsaHue McxoaHble BelyecTBa MS (M+H")
MonyyeHo no
aHanoruv ¢

3-MeTtun-N-[5-(1-meTnn-2-okco-1,2,3,4- E
ecLiBeTHoe
TeTparngpOoXMHONnH-6-1n)-NMpuanH-3-unmeTun]-
6-(5-AMUHOMETUNNNPUANH-3-UN)- TBEPAOE
6yTupammg
1-metun-3,4-gurngpo-1H- BeLecTso
77 | 352.4
Os N o XUHOMNWH-2-0H (npumep 36) u
x NM 3-meTunbyTaHoBas kucnota
H
_ npumep 74
N
6-(5-AMUHOMETUNNNPUANH-3-UN)-
3,3,3-Tpudptop-N-[5-(1-meTun-2-okco-1,2,3,4- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
78 TeTparnapOoXMHONNH-6-1n)-NMpuAnH-3-unmeTun]- TBEPAOE 378.3
XWUHOMWH-2-0H (npumep 36) un
nponMoHaMug, BELLEeCTBO
3,3,3-TpnchTopnponmoHoBas
BecuseTHOE
2-rvapokcn-2-meTnn-N-[5-(1-meTun-2-okco-
TBEpAOE
1,2,3,4-TETParnapOXVHONUH-B-NN)-NUPUAUH-3- 6-(5-AMMHOMETUNNMPUANH-3-1n)- P
BELLeCTBO
UNMETUN]-NPONMOHaMN, 1-metun-3,4-auruapo-1H- .
79 | XUHOMNWH-2-0H (npumep 36) u 354.3
0, N. 0o
)S< 2-TMAPOKCU-2-METUNNPONUOHOBASA
\ N
| J Hho kucnora npuvep 74
N
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoXUHONNH- BecuypetHoe
6-Un)-NMMPUANH-3-MNMETUIT]-amng 5-metnn- | 6-(5-AmMuHOMETUNNNPUANH-3-un)- | TBEPACE
[1,3,4]okcaanazon-2-kapGOHOBOM KUCTOTbI 1-MeTun-3,4-aurmapo-1H- BELECTBO
80 | XMHOMUH-2-0H  (Npumep  36) u 378.3
Os N
Q 5-metun-[1,3,4]okcagnason-2-
o
j Hkﬁ\/}" kapboHoBas kucnora npumep 75
N N
1-MeTtun-6-[5-((S)-nunepngunH-3- | OpaHxeBoe
1-MeTnn-6-[5-((S)- 1-nponuoHunnunepnanH-3-
NNoKen)-NnpuamnH-3-unj-3,4- amopdHoe

81 MNOKCK)-NNpuanH-3-1n]-3,4-aurngpo-1H- 394.1

anrngpo-1H-xmHonuH-2-oH TBEPAOE
XWHOMUH-2-OH

(npumep 61) M NpPONMOHOBas | BELWECTBO
[5-(1-MeTun-2-okco-1,2,3,4-TeTparug poXuHONMUH- BecupetHoe
6-Un)-NNPUANH-3-UNMETUN]-amng 6-(5-AMUHOMETUANMPUAH-3-un)- | TBEPACS
2-METOKCMNMPUMIAVH-5-KapPBOHOBOW KNCIOTbI 1-meTun-3,4-gurnapo-1H- BeLeCcTBO

82 o ’L XUHONWH-2-0H  (Npumep 36) 404.3

o}
2-METOKCUNUPUMUANH-5-
YN TN 6
_ N/)\O kapBoHoBas kucnota npumep 75
|
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[5-(1-meTnn-2-okco-1,2,3,4-TeTparng pOXMHONMH- BecuserHoe
B-N)-NMUpUANH-3-unmeTunj-amng  1-meTun-1H- | 6-(5-AMMHOMETUNNMPNAUH-3-1n)- TBeépace
1MMNAa3on-2-kapOboHOBOW KNCMOTbI 1-metun-3,4-gurngpo-1H- BeLyecTso
83 | XUHOMWH-2-0H (Mpumep 36) u 376.2
N
° )‘Lr / 1-metun-1H-umngason-2-
N
X N
) i '\}\/} kapboHoBas kucnoTta npumep 75
N
6-(5-AMuHomeTunnnpnaunH-3-un)- | becusetHoe
[5-(1-meTnn-2-okco-1,2,3,4-TeTparngpOX1HONNH-
1-metun-3,4-aurnapo-1H- amMopdHoe
84 6-1n)-NMpuanH-3-unmetunl-amma 430.4
XUHOMNWH-2-0H (Mpumep 36) wu | TBEPAOE
5-TpudpTopmeTun-dypaH-3-kapboHOBast KUCNOTbI
5-TpudpTopmeTmn-pypaH-3- BELLECTBO
[5-(1-MeTun-2-okco-1,2,3,4-TeTparng pOXMHONMNH- BecupeTHoe
6-UN)-MNPUANH-3-UNMETUN]-aM1g  MMPUAA3IH-3- | 6-(5-AMUHOMETUNNNPUANH-3-un)- | TBEPAOS
KapGOHOBOW KUCMOTbI 1-meTun-3,4-aurngpo-1H- BelecTso
85 | XWHOMWH-2-0H (npumep 36) u 374.3
Ox N o
nupuaasnH-3-kap6oHoBast
S N A
kucnoTa
_ HH() npvmep 75
N N

Csetno-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHOnmH-

KOpUYHEBOE
6-n)-NMPUANH-3-UNMETUN]-amMua  MUPUMUANH-5- | 6-(5-AMMHOMETUNNNPANH-3-UN)- Teepace
KapBOHOBOW KUCNOTbI 1-meTun-3,4-aurng po-1H- BeWeCTBO

86 | XVHOMWH-2-OH  (Npumep 36) un 374.3
O N
it NMPUMUAUH-5-kapboHoBas
N SN Kkucnota
JoH | ) npumep 75
N N
6-(5-AMUHOMETUNNNPUANH-3-UN)-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHONmnH- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
87 6-1n)-nMpuamnH-3-unmetTunl-amua 1-meTun-1H- TBEPAOE 376.4
. XWUHOMNWH-2-0H (Npumep 36) w
nmpason-4-kapboHOBOW KNCMOTbI BELLeCTBO
1-meTtun-1H-nnpason-4-

OpaHxeBoe
1-MeTun-6-[5-(1-nponuoHunnunepuanH-4- amopgHoe
UFOKCY)-MMPUANH-3-1r]-3,4-aurnapo-1H- 1-MeTun-6-[5-(nunepuauny-4- TBEpAOE
XUHOMVH-2-0H NNoKen)-nnupuanH-3-unj-3,4- BELLIECTBO

88 o 'L Anrngpo-1H-xMHonuH-2-oH 394.1
T;@\Ej/o rmapoxnopug (npumep 62) un
S
Q
7 N\n/\ NpONUOHOBast KUCIOTa npumep 74
]
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BecuseTtHoe
[6-(1-meTun-2-oKkco-1,2,3,4-TeTparnapoxXMHONUH- amopHoe
6-1n)-pUANH-3-unmeTnnl-amna  NupuaasuH-4- | B-(5-AMMHOMETUNNMPUANH-3-UN)- | 1500706
KapBOHOBOIA KNCMOTbI 1-metun-3,4-aurnapo-1H- BELLIECTBO
89 | XUHOMWH-2-0H (Mpumep 36) u 374.3
O N °
nupuaasnH-4-kap6oHoBast
X N SN
| _ H | P Kkncnorta npuMep 75
N
1-MeTun-6-[5-((S)-nnpponuamnH-3-
1-Metun-6-[5-((S)- 1-nponuorunnnpponuauH-3-
MNOKCK)-NNPUAWH-3-1nj-3,4- CeTno-xenToe
20 MNOKCK)-NNpuanH-3-unj-3,4-anrugpo-1H- 380.3
anrngpo-1H-xmHonuH-2-oH macna
XWHOMUH-2-OH
rmapoxnopug (npumep 60) un
'psisHo-Benoe
6-[5-((S)-1-LUnknonponaHkap6oHunaseTuauH-2- avopdHoe
VIMETOKCW)-NUPUANH-3-1nl-1-metun-3,4- 6-[5-((S)-1-AseTnamnn-2- TBEpACE
Anrnapo-1H-XMHOMNMH-2-0H MNMETOKCW)-NUPpUAnH-3-nnj-1- BelLLecTBo
91 | MeTun-3,4-4urngpo-1H-xMHONNH- 392.2
Os N
D 2-0H (npumep 63) 7
Ny O N LmknonponaHkapboHnnxnopuy,
| M npumep 76
N o
Csetno-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxmHOnNmH- KopUdHeBoe
6-1n)-NMpuanH-3-nnmeTunl-amma 6-(5-AMUHOMETUNNMPUANH-3-1N)- TBEpACE
3-meTunusokcasorn-4-kapGoHOBOW KUCMOTbI 1-meTun-3,4-aurngpo-1H- BeLecTso
92 | XWUHOMWH-2-0H (npumep 36) un 3771
Ox N
o 3-MeTUNU3oKcason-4-kapboHoBas
X
i HJKEL/N Kkucnora npumep 75
“ o
N
6-(5-AMUHOMETUNNNPUANH-3-UN)-
4-dTop-2,6-aumeTnn-N-[5-(1-meTmn-2-okco- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
93 1,2,3,4-TeTparnipoxvHoONH-6-1n)-nmpuanH-3- TBEPAOE 418.3
XWUHOMNWH-2-0H (Npumep 36) w
nnmeTun]-6eHsamumg, . BELLeCTBO
4-pTOp-2,6-anmeTnnbeH3onHas
1-Metun-6-[5-((S)- 1-nponuoHnnaseTnaH-2- CBeTro-XenToe
nnMeTokcK)-nupuamH-3-unj-3,4-gurngpo-1H- 6-[5-((S)-1-AzeTuguH-2- Macno
XUHOMNWH-2-0H UINMETOKCH)-NNPUANH-3-un]-1-
94 | MeTun-3,4-gurngpo-1H-xuHonwH- 380.3
Ox N
D 2-0H (npumep 63) 7]
Sy O MPOMMOHUIXIIOPUA, 76
| P }/,_/ npumep
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BecuseTtHoe
3,6-AnxnopnmpuraasuH-4-kapboHOBOW KUCNOTbI [5- amopdHoe
(1-meTun-2-okco-1,2,3,4-TeTparugpoxXuHonmy-6- | 6-(5-AMUHOMETUANMPUANH-3-1n)- TBEpAOE
WN)-MUPUAUH-3-UNMeTUn]-aMug 1-metun-3,4-gurngpo-1H- BELLECTBO

95 | XUHONWH-2-0H (Mpumep 36) un 3,6- 4423
O N q c
Anxnopnupuaasuh-4-kapboHosas
x N | \rlw
| 7 A N Kucnota npuMep 75
Cl
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxmHonnH- | 6-(5-AMUHOMETUNNNPUANH-3-UN)-

BecuseTHoe

6-1n)-NMpuamnH-3-unmetunl-ammna 1-metun-3,4-aurnapo-1H-
96 TBEPAOE 484.4
3-yuknonponun-1-(2,2,2-tpudTopatun)-1H- XUHOMWH-2-0H (Mpumep 36) u
. BELLEeCTBO
nupason-4-kapboHOBOW KNCNOTbI 3-umknonponun-1-(2,2,2-
[5-(1-MeTnn-2-0kco-1,2,3,4-TeTparnaPOXHOMMH- BecusetHoe
6-UN)-NMPUAVH-3-NNMETUN]-aMng NUPUAUH-2- 5 (5 sun) TBEpAoe
N -(5-AMMHOMETUNIMPUANH-3-1N)-
KapGOHOBOI KNCMOThI P BeL|ecTBo
1-metun-3,4-gurngpo-1H-
97 | 373.3
O N o) XUHOMNWH-2-0H (Mpumep 36) wn
x ” : x nnupuauH-2-kapboHoBas kucnoTa
P Ne o npumep 75
N

BecuseTHoe
[5-(1-MeTun-2-okco-1,2,3,4-TeTparuapoxXMHONH- amopdbHoe
6-un)-nupugmnH-3-unvetunl-amug  1,3-auMeTun- | 6-(5-AMUHOMETURMPUANH-3-UN)- TBEpPLOE
1H-nnpason-4-kapBoHOBOW KNCMOTbI 1-metun-3,4-aurngpo-1H- BELLECTBO

98 | XWUHOMNWH-2-0H (npumep 36) n 1,3- 390.3
O N °
aumetun-1H-nupaszon-4-
S N | N kapBoHoBas kucrnoTta
_ N P npumep 75
N \
6-(5-AMUHOMETUNNNPUANH-3-UN)-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHONmnH- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
99 6-nn)-NMpuagunH-3-unMeTunl-amna  NUPUMUANH-2- TBEPAOE 374.3
. XWUHOMNWH-2-0H (Npumep 36) w
KapBOHOBOW KNCMNOTbI BELLeCTBO
NMPUMUAUNH-2-kapboHoBas
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoXmMHONMH- BecupeTHoe
6-un)-npuaH-3-unmeTtin}-amma 6-(5-AMUHOMETUNMPUANH-3-un)- | ToEPACE
6-MeTOKCUNUPWAa3UH-3-kapboHOBOW KUCTOTbI 1-MeTnn-3,4-aurnapo-1H- BELLECTBO
100 o ,L XWUHOMWH-2-0H (Npumep 36) u 404.5
0
6-meTokcunupuaasnH-3-
> N =
» H Nl\ A, kapBoHoBas kucnoTta npumep 75
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[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXuHONmH- BecuseTHoe
6-nn)-NMpuanH-3-nnvetTnnl-amma 6-(5-AMUHOMETURNNPUAUH-3-ur)- | TBEPAOE
5-MeTtunmsokcason-4-kapBboHOBOW KUCMOTbI 1-MeTn-3,4-aMrnapo-1H- BELLEeCTBO
101 o |\|1 XMHOMWH-2-O0H  (Mpumep 36) w 377.1
o 5-MeTunusokcason-4-kapboHosas
A H | \/N kucnora npumep 40
“ o
N
{2-[5-(1-MeTnn-2-okco-1,2,3,4- 6-[5-(2-AMUHO3TOKCU)-NNPUAUH-3-

Csetno-xenToe

TeTParnapoXMHONNH-6-1nN)-NMpUANH-3-1nokcul- un]-1-metun-3,4-aurngpo-1H-
102 TBEPAOE 421.1
aTun}-amug 3,5-gumeTunnsokcason-4- | XMHONMH-2-0H rmapoxnopua
. BELLEeCTBO
Kap6OHOBOW KNCNOTbI (npumep 42) n 3,5-
{2-[5-(1-MeTunn-2-okco-1,2,3,4-

BecuseTHoe
TeTParnapoOXMHONMNH-6-1N)-NMpuanH-3-Mnokeu]-

TBEpAOE
sTun}-amug  1-metun-1H-mmpason-4-kap6otosor | 8-[5-(2-AMnHoaTOKCH)-NNPUANH-3- Pa
KUCHOTBI un}-1-metun-3,4-amruapo-1H- BelyecTso

103 | XUHOMWH-2-0H rmgpoxnopug, 406.4
O N o (npyvep 42) u  1-meTun-1H-
| x o\/\NJ\@N nupasorn-4-kapboHosas kucnoTa npumep 75
N " N
\
[5-(1-MeTun-2-okco-1,2,3,4-TeTparuapoXuHONMH- Becygserroe
6-nn)-NMpuanH-3-nnvetTnnl-amma 6-(5-AMUHOMETUNNNPUANH-3-UN)- TBEPAOE
6-xnopnMpuLa3nH-3-kapGoHOBOWM KUCMOTbI 1-meTun-3,4-aurngpo- 1H- BELLECTBO
104 | XUHOMWH-2-0H (npumep 36) un 408.3
O N
q 6-xnopnvpuaaswH-3-kapboHosas
SN YT kucnoTa
_ H N 2 npumep 40
N N~ el
6-(5-AMUHOMETUNNMPUANH-3-1UN)-
[5-(1-MeTnn-2-okco-1,2,3,4-TeTparna poXMHOMUH- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
105 6-1n)-NMpuamnH-3-unmetunl-amma 3-xnop-6- TBEPAOE 422.0
. XUHOMNWH-2-0H (npumep 36) un
METUNNUPUAA3UH-4-kapBOHOBOIN KUCMOTbI BELLEeCTBO
3-xrop-6-meTunnupugasnH-4-

BecueTHoE
1-MeTnn-6-[5-((S)- 1-nponMoHNNIMpPPONMAnNH-2- amopdHoe
MNMETOKCW)-NNpUAnH-3-un]-3,4-gurnapo-1H- 1-MeTun-6-[5-((S)-1-MMpponuanH- TBEpACE
XWHOIMWH-2-0H 2-UNMETOKCU)-NMpuAnH-3-unl-3,4- BELLIECTBO

106 | Anrngpo-1H-xMHonuH-2-oH 394.3
Ox N
D ruapoxnopua (npumep 66) un
Ny Oy MPONUOHUNXIIOPUA 76
IN/ )\/ npumep
o
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BecuseTHoe
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHOnNuH- amopdHoe
6-1n)-MpuanH-3-nnmeTnnt-amua 6-(5-AMUHOMETUNMIUPUANH-3-1r)- | TBepaoe
5-yumknonponunmaokcason-4-kap6oHoBoOM 1-meTun-3,4-aurngpo-1H- BeLecTso
107 Kncnotel XUHOMWH-2-0H (npumep 36) 1 403.3
| 5-LIMKNONPONMUNN30KCa30M-4-
O N o
~ N N kapboHoBas kucnota npuMep 75
HOLAN
N/ ©
6-(5-AMUHOMETUNNNPUANH-3-UN)-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHONmH- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
108 6-1n)-nMpugmnH-3-nnmeTunl-amua 2-meTun-5- TBEPAOE 4453
. XUHOMNWH-2-0H (npumep 36) un
TpndTopMETUNOKCa30m-4-kapbOHOBOW KNCMOTbI BELLeCTBO
2-meTun-5-
'psisHo-6enoe
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoXmMHONUH-
6-1N)-NMpUANH-3-UnMeTn}-amug 6-(5-AMuHOMETURMMPUMAMH-3-ur)- | TBEPACE
2-MeTUNoKCa3on-4-kapBoHOBOM KUCTOTEI 1-metun-3,4-aurnapo-1H- Belyecrso
109 | XUHOMWH-2-0H (npumep 36) u 377.4
oM )‘L( 2-MeTUNoKCa3on-4-kapGoHoBast
N
>N S Kkucrnota
| - Aol 0>’ npumep 75
BecuseTHoe
[5-(1-MeTun-2-okco-1,2,3,4-TeTparuapoxXMHONnH- amopdHoe
6-1n)-nMpugmnH-3-unmetunl-ammna 6-(5-AMUHOMETUNNNPUANH-3-UN)- TBEpAce
5-Luknonponunokcason-4-kapboHOBOW KUCTOTbI 1-meTun-3,4-anrngpo-1H- BelyecTso
110 | XUHOMNWH-2-0H (npumep 36) un 403.6
O N o
N 5-umknonponunokcason-4-
DR 6
7 d kapboHoBas kucnoTa npumep 75
6-(5-AMUHOMETUNNMPUANH-3-1UN)-
[5-(1-MeTnn-2-okco-1,2,3,4-TeTparna poXMHOMUH- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
111 6-1n)-NMpuamnH-3-unmetunl-amma TBEPAOE 391.3
. XUHOMNWH-2-0H (npumep 36) un
2,5-pumeTnnokcason-4-kapGoHOBOW KUCTOTbI BELLECTBO
2,5-pnmeTunokcason-4-
[5-(1-MeTnn-2-okco-1,2,3,4-TeTparnipoXMHONMH- BecuyseTHoe
6-1n)-NMPUANH-3-NMeTUn]-amMmua, 6-(5-AMUHOMETUNNNPUAMH-3-ur)- | TBEPACE
5-meTurokcason-4-kap6oHOBOWM KUCNOTbI 1-MeTUN-3,4-anrnapo-1H- BeLLecTBo
112 rL XMHOMWH-2-O0H  (Mpumep 36) 1 377.4
O, o)
M 5-MeTunokcason-4-kapBboHoBas
A N =
) kucnoTa ep 75
P H N/ npumep
N
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{1-[5-(1-MeTun-2-okco-1,2,3,4-

BecuseTHoe
TeTParnapOXMHONUH-6-1n)-NMpUanH-3-unj- 6-[5-(1-AMUHOLMKIIONPONNN)- Teepace
uuknonponun}-amug - 3,5-AUMETUNM3okcason-4- | nupuamk-3-unl-1-metun-3,4- BELLECTBO
KapGOHOBOW KNCTOTbI Anrnapo-1H-xmHonuH-2-oH
113 417.4
| (npumep 59) "
O N o
3,5-aumeTunnsokcason-4-
>N = je kap6oHOBas kucroTa npumep 40
~ =N
N
6-(5-AMUHOMETUNNNPUANH-3-UN)-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHONnH- [psisHo-Benoe
1-metun-3,4-aurnapo-1H-
114 6-1n)-NMpuanH-3-unmetunl-amma TBEPAOE 407.2
. XUHOMWH-2-0H (Mpumep 36) u
6-XnopnMpranH-2-kapBboOHOBOW KUCMOTbI BELLECTBO
6-xnopnmpuamnH-2-kap6oHoBasi
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHONUH- BecuserHoe
6-un)-NMpuanH-3-unvetunl-ammg 6-(5-AMUHOMETUNNNPUANH-3-11)- TBEPAOE
3-METUNANPUANH-2-kapGOHOBOI KUCTOTH! 1-meTun-3,4-aurnapo-1H- BeLjecTso
115 | XUHOMWH-2-0H (npumep 36) u 387.2
N
° 2 N 3-MeTUnnNUpuanH-2-kapboHoBast
B N X
kucnoTa
P HJ:E) npumep 75
N
[5-(1-meTun-2-okco-1,2,3,4-TeTparnapoXuHONH- BecusetHoe
6-1n)-NNpUAH-3-unmeTn]-ammz 6-(5-AMUHOMETANNMPUANH-3-1n)- | TBEPACE
3,6-AMXNoPNUPNANH-2-kapBOHOBOW KNCMOTbI 1-metun-3,4-aurnapo-1H- BELECTBO
116 | XUHOMWH-2-0H  (npumep 36) 1 4412
Os N
2 Nl 3,6-anxnopnnupuand-2-
S H)ij/ kapboHoBas kucnoTa npumep 75
P =
N Cl
6-(5-AMUHOMETUNNNPUANH-3-UN)-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXmHONnH- BecuseTHoe
1-metun-3,4-aurnapo-1H-
117 6-1n)-NMpuanH-3-unmetunl-amma TBEPAOE 387.2
. XUHOMNWH-2-0H (Mpumep 36) u
B6-MeTUNNUPUANH-2-kapOOHOBOW KUCMNOTbI BELLECTBO
B6-MeTUNNNPUANH-2-kapboHosas
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXnHONMUH- IpsisHo-Geroe
6-un)-NpuavH-3-unMeTunl-amug 6-(5-AMUHOMETUNNMPUANH-3-un)- | TBEPAOE
3-X10pPNMpUANH-2-KapbOHOBO KUCIIOTbI 1-meTun-3,4-aurnugpo-1H- BellecTBO
118 | XUHOMWH-2-0H (npumep 368) u 407.2
O N
it N 3-xnopnupuaunH-2-kap6oHosas
S N N
N ‘ kucnoTa npumep 75
P Z
N Cl

-87 -




035757

[5-(1-MeTnn-2-okco-1,2,3,4-TeTparng poxXmHONuH- Becusetroe
6-11)-NMMPUANH-3-MNMeTUN]-amua, 6-(5-AMUHOMETUINPUANH-3-1r)- | TBSPACE
3-PpTOPIMPUA MH-2-KaPBOHOBOM KUCMOTbI 1-metun-3,4-aurnapo-1H- BELLECTBO
119 | XUHOMWH-2-0H (Mpumep 36) u 391.2
N
° 2 N 3-cbTopnupuaunH-2-kapboHosasi
X N X
kucnoTa
oA | P npumep 75
N F
6-(5-AMUHOMETUNNNPUANH-3-UN)-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparngpoxXnMHONNH- [psisHo-Benoe
1-metun-3,4-aurnapo-1H-
120 6-1n)-NMpuanH-3-unmetunl-amma 5-xnop-3- TBEPAOE 421.1
. XUHOMWH-2-0H (Mpumep 36) u
METUNNUPUANH-2-kapOOHOBOWN KNCMOTbI BELLECTBO
5-xnop-3-MeTunNupuanH-2-
1-Metun-6-[5-((R)-1-nponnoHnnnupponugut-3- CBeTno-KenToe
MNOKCK)-NpuanH-3-unj-3,4-gurngpo-1H-
1-MeTun-6-[5-((R)-nupponuaun-3- | TBEPAOE
XWHOMWH-2-OH
| WNoKCn)-nupnanH-3-nnj-3,4- BeLjecTso
121 Os N anrngpo-1H-xvHonuH-2-oH 380.2
~ O.,, O rmapoxnopug (npumep 68) un
| P N\CO NPONMOHMMXTOPUA, npumep 76
7-dTop-1-metnn-6-[5-((S)-1-

3 3 Xentoe TBepaoe
NPOMNMOHNMNUPPONUANH-3-UMOKCK)-NNPNANH-3- 7-010p-1-MeTU-6-[5-((S)- sewecTao
vn]-3,4-aurnapo-1H-xHoNMH-2-0H MVPPONMANH-3-UTOKCI)-MMPUANH-

122 o hl, E 3-un}-3,4-gurugpo-1H-xuHonuu-2- 398.2
m@/o\o OH (npnmep 146) "
| N Nfo NPOMUOHUNXINOPUA npuMep 76
[5-(1-MeTnn-2-okco-1,2,3,4-TeTparnapoxXMHonuH- | 6-(5-AMUHOMETUNNNPUANH-3-1n)-
BecuseTHoe
6-un)-npugmnH-3-unmetunl-ammg 5- 1-meTtun-3,4-gurngpo-1H-
123 . TBEPAOE 4425
TPUDTOPMETMNNUPUMUINH-2-KaPBGOHOBOW XUHOMNWH-2-0H (npumep 36) un
BELLEeCTBO
KMCNOTbI S5-TpUdTOPMETUNNMPUMNANH-2-
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxXMHONNH- BecuseTHoe
6-un)-nnpuaH-3-unvetunl-amng 6-(5-AMUHOMETUNNMPUANH-3-un)- | TBEPACE
5-MeTUNNMpasuH-2-kapboHOBOW KUCMOTbI 1-MeTUn-3,4-anrngpo-1H- BELeCTBO
124 | XMHOMWH-2-OH  (npumep 36) w 388.3
Ox N o
5-meTunnupasuH-2-kap6oHosasi
S SN
| N | kncnora npumep 75
N/ N~
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[5-(1-MeTun-2-okco-1,2,3,4-TeTparuapoxMHONMH- becusetHoe
6-1r)-nMpuanH-3-nnmeTusl-amua 6-(5-AMUHOMETUNNPUANH-3-1r)- | TBEPACE
5-xnopnupasuH-2-kap6oHOBOW KUCNOTbI 1-metun-3,4-gurngpo-1H- BELECTBO
125 | XUHOMWH-2-0H (npumep 36) un 408.4
O N
f\ﬂ 5-xnopnupasuH-2-kapboHosas
X N SN
y | kuenoTa npumep 75
N/ N\)\CI
6-(5-AMUHOMETUNNMPUANH-3-1UN)-
[5-(1-MeTnn-2-okco-1,2,3,4-TeTparngpoXMHOMUH- BecuseTHoe
1-meTtun-3,4-gurngpo-1H-
126 6-un)-NMpuamnH-3-unmetunl-amma TBEPAOE 442 4
. XUHOMNWH-2-0H (npumep 36) un
5-TpUTOPMETUNNUPA3NH-2-kapBOHOBOIW KUCMOTbI BELLECTBO
S5-TpudTopMeTUNNMPasnH-2-
[5-(7-PTOP-1-MeTUN-2-0kco-1,2,3,4- BecuseTHoe
TeTparnipoXMHoONnH-6-1n)-nupuanH-3-unmeTmn]-
P P 35 )-nap 4 5 ], 6-(5-AMUHOMETUNNNPULANH-3-1N)- TBEPAOE
amung, ,5-AnmeTnnmsokcason-4-kapboHoBo
P 7-prop-1-meTun-3,4-gurngpo-1H- | BELLECTBO
KUCMOTI
127 XWUHONWH-2-0H (npumep 73) n 3,5- 409.5
o, rL F o AUMETUNN3OKCa30N-4-
NN N kapBoHoBas knucrnoTa npumep 40
| =\
N
1-Metun-6-[5-((R)-1-nponnoHnnnnpponnamnH-2-
Xentoe TBEppoe
nnMeTokeu)-nupuann-3-unl-3,4-aurngpo-1H- 1-MeTn-6-[5-((R)-1-MpponuauH- sewecTa0
XVIHOMVH-2-OH 2-UNMeToKEN)-NMPUAUH-3-nnl-3,4-
128 o ’L Anrngpo-1H-xmHonuH-2-oH 394.5
ﬁ rugpoxnopug,  (Npumep 148) u
o
A N
) MPOMUOHUNXMOPWA, npumep 76
N o]
6-[5-(A3eTnanH-3-nnokcn)- BecuseTHoe
129 1-MeTun-6-[5-(1-nponnoHnnaseTuanH-3-unoken)- | npManH-3-unl-1-metun-3,4- amopdgHoe 366.5
nnpuanH-3-unj-3,4-anrna po- 1H-xMHonuH-2-oH Anrngpo-1H-xmHonuH-2-oH TBEPAOE ’
rmapoxnopug (npumep 70) 1 | BewecTBo
BecueTHoe
N-{3-[5-(1-MeTun-2-okco-1,2,3,4- amopthHoS
TeTparnapOXMHONNH-6-U)-NMPUAnH-3-Ur- 6-[5-(3-AMMHOOKCETaH-3-1n)- TBepaoe
okceTaH-3-ur}-nponmoHamma NUPUANH-3-un}-1-metun-3,4- BewecTso
130 | Anrngpo-1H-XHOMMH-2-0H 366.1
Ox N o
j\/ ruapoxnopus  (npumep  69) 1
| : N NPONVOHUMXMOPUA npumep 76
N
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[5-(7-PTOpP-1-MeTun-2-okco-1,2,3,4-

IpsisHo-6enoe

TeTparnapoXMHONnH-6-1n)-NMpuanH-3-unmetun]- 6-(5-AMUHOMETURNPUAUH-3-TT)- TBEPAOE
amug 3-xnoprmpuanH-2-kapeoHOBOIN KUCMOTbI 7-hTop-1-MeTUn-3, 4-aurnapo-1H- BELLEeCTBO
131 | XMHOMWMH-2-0H  (MpuMep  73) n 4254
(] N F o}
N 3-xnopnupuauH-2-kapboHosasi
S N
H)‘/VLJ Kucnora npumep 75
Pz /
N Cl
[5-(7-PTOpP-1-MeTun-2-okco-1,2,3,4- 6-(5-AMuHomeTunnnpnaunH-3-un)- | becusetHoe
132 TETParnapOXMHONMUH-6-UN)-NMPUANH-3-unmetunl- | 7-cptop-1-metun-3,4-gurnapo-1H- | amopdHoe 4603
amug, 3,6-auxnopnupugasuH-4-kap6oHOBOW | XMHOMNWH-2-0H (Npumep 73) u 3,6- | TBepaoe ’
KMCNOTbI AnxnopnupuaasuH-4-kapboHoBas | BeLLeCcTBO
7-dT1op-1-metnn-6-[5-((R)-1-
NPONVOHMANMPPONUAVH-3-UNOKCH)-NIMPUAH-3- entoe TBEpPACE
7-dT1op-1-meTnn-6-[5-((R)- BeLLeCTEO
un]-3,4-aurnapo- 1H-XHOMNWH-2-0H Ly
| NPPONUANH-3-UNOKCH)-NUPUANH-
133 Os N F 3-un]-3,4-aurngpo-1H-xuHonunH-2- 398.5
%o% O OH ruapoxnopug (npuvep 67) u
N N\(o NPOMUOHUNXNoPUa npumep 76
XKenToe
[5-(1-MeTun-2-okco-1,2,3,4-TeTparnapoxmHOnNmH-
amMopdHoe
6-I/IJ'I)-I'IVIpMJJ,VIH—?)—;J'IMe';VIJ'I]—aMleA 5-xnop-3- 6-(5-AMUHOMETURMPUANH-3-1rT)- reepaoe
METOKCUNUPa3NH-2-kapGOHOBOW KUCNOTbI
P P 1-metun-3,4-aurnapo-1H- BeLLEeCTBO
134 o M XMHOMWH-2-0H  (npumep 36) n 438.1
i N 5-Xr0op-3-METOKCUMUPA3nH-2-
)
P N j\ kapBoHoBas kucnoTta npumep 75
N c|> N" el
{(R mnm S)-1-[5-(1-MeTnn-2-okco-1,2,3,4- | 6-[5-(R wnu  S)-1-AMnHO3TUN)-
BecuseTHoe
TeTParugpOXMHONMUH-6-1n)-NMPUANH-3-unl-aTun}- | npMauH-3-unl-1-metun-3,4-
135 . TBEPAOE 405.5
amua 3,5-aumeTtunusokcason-4-kap6oHoBol | gurugpo-1H-XMHOMWH-2-0H
BELLEeCTBO
KMCNOTbI rmapoxnopug (npumep 65) 1
[5-(1-MeTun-2-okco-1,2,3,4-TeTparng poOXuHONH- IpsisHo-Genoe
6-1n)-NMPUANH-3-UNMeTUN]-amMug 3-MeTUn-5- | B-(5-AMMHOMETUNMMPUANH-3-UN)- | 15en 00
TPUHTOPMETUNIN3OKCA3ONI-4-kapBGOHOBOW kncrnoThl | 1-MeTun-3,4-aurugpo-1H- BelyecTso
XUHONWH-2-0H (npumep 36) un
I
136 0w N 445.5
o 3-meTun-5-
l = N | N TPUPTOPMETUNN3OKCA3OM-4-
N F ° kapBoHoBas KucroTa npumep 40
E
E
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{1-[5-(1-Meun-2-okco-1,2,3,4-

TEeTParnapOXMHONUH-6-1n)-NMpUAnH-3-unj-

IpsisHo-6enoe

6-[5-(1-AMyHOLMKnonponumn)- TBEPAOE
VIKMONpOnuI}-amm 3-xropnupnamnH-2-
H P } A PrMpvA nMpuanH-3-unl-1-metnn-3,4- BeLecTso
ap6OHOBON KUCTO
137 KapOOHOBON KMCMOTE! anrngpo-1H-xmHonuH-2-oH 4335
o IL o (npumep 59) n 3-xnopnupugmnH-2-
Wﬁ)ﬁ kapGoHoBas k1croTa npumep 75
pZ Va
N Cl
6-[5-(1-AMUHO-1-MeTUNaTUN)- [psisHo-Benoe
{1-Metnn-1-[5-(1-meTnn-2-okco-1,2,3,4-
nmpuauk-3-unj-1-metnn-3,4- amMopdHoe
138 TeTParnapPOXMHONMUH-6-1N)-NMPUAUH-3-Unl-aTnn}- 4355
. anrngpo-1H-xmHonuH-2-oH TBEPAOE
amug, 3-xnopnupuiuH-2-kapboHOBON KUCNOTbI
(npymep 72) n 3-xnopnupuamnH-2- | BEWEeCTBO
{1-Metun-1-[5-(1-meTnn-2-okco-1,2,3,4- FpsiaHo-Genoe
TETParnapOXUHONUH-6-N)-NUpuanH-3-unl-aTun}- | 6-[5-(1-AMUMHO-1-MeTUN3TUN)- TREPAOE
amug 3,5-aumeTunmsokcason-4-kapboHoBO MUPUANH-3-unl-1-metnn-3,4- BeLecTBo
KNCMOTbI anrngpo-1H-xvHonuH-2-oH
139 419.5
| (npumep 72) 7]
Os N o
3,5-aumeTununsokcason-4-
NN kapBoHoBas k1croTa npumep 40
Z o]
N
CBeTno-xentoe
[5-(2-Okco-1,2,3,4-TeTparnipoxvHONnH-6-un)-
TBEPAOE
I'IVIpVI,D,I/IH—3—-VIJ'IM6TI/IJ'I]—aMVI,D, 3-XnopnupuanH-2- 6-(5-AMUHOMETUNNPUAUH-3-1T)- BewecTa0
KapBOHOBO KUCTIOTHI 3,4-Anrnapo-1H-xMHOMWH-2-0H
140 H 3935
O N ° (npumep 149) n 3-xnopnupuamnk-
x N)il/\Nj 2-kapboHoBasi kvucrnota
H npumep 75
N cl 7 pumep
6-(5-AMUHOMETUNNNPUANH-3-UN)-
[5-(2-Okco-1,2,3,4-TeTparnipoxvHONNH-6-1n)- BecuseTHoe
3,4-anrngpo-1H-xMHonNuH-2-oH
141 NUPUANH-3-UNveTUn]-ammg TBEPAOE 377.5
. (npumep 149) "
3,5-aumeTnnunsokcason-4-kapboHOBON KMCNOTbI BELLECTBO
3,5-anmeTunnsokcason-4-
Ceetno-
{1-[5-(7-DTOp-1-MeTUN-2-0KCO-1,2,3,4- KOpUUHEBOE
TeTparnapoXMHONuH-6-un)-nMpuAnH-3-unj-
parvAp ) p3,q 1 ) 6-[5-(1-AMmHoLuMKnonponun)- amopcHoe
nknonponun}-amm, -XNopNUpUANH-2-
4 5 P . } A PP nmpuaui-3-unl-7-prop-1-metun- TBEPACE
KapOOHOBOW KUCMOTbI
142 P 3,4-purngpo-1H-xmHonuH-2-oH BeLjecTso 451.5
o, rL F o (npumep 150) 1 3-xnopnUpPULUH-
N, 2-kapboHoBas kucnota
Wk/@ o
Pz =
N Cl
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{1-[5-(1-MeTnn-2-okco-1,2,3,4-

BecuseTHoe
TeTParnapOXMHONMUH-6-1n)-NMpUANH-3-unl-
6-[5-(1-AMyHOLMKnonponumn)- TBEPAOE
LMKonponum}-amma, 3-MeTUNNNPUINH-2- BelecTBO

. nMpuanH-3-unl-1-metnn-3,4-
KapOOHOBOW KNCNOThI
143 anrngpo-1H-xmHonuH-2-oH 413.5

o, l!l o (npumep 59) 1 3-meTUNNMPUANH-
WH% 2-kapboHoBas kucnoTa npumep 75
P =
N

6-[5-((TpaHc)-4-

N-{(TpaHc)-4-[5-(1-MeTun-2-okco-1,2,3,4- BecuseTHoe
AMMHOLMKOreKCUMOoKCH)-
144 TeTParnapoXMHONMNH-6-1n)-NMpUANH-3-Unokcul- TBEPAOE 408.5
nupuaun-3-unl-1-metnn-3,4-
LIUKINOrekCUM}-nponmMoHammng, BELLECTBO

anrngpo-1H-xmHonuH-2-oH

[5-(1-MeTnn-2-okco-1,2,3,4-TeTparuapoXMHOMMH- Ceerrio-
6-un)-NMpuamnH-3-unmeTunl-amug kopudHeBsoe
5-TpUTOPMETUNN3OKCA30M-4-KapGOHOBOW 6-(5-AMUHOMETNNNPUAUH-3-1)- avopcHoe
KUCNOTbI 1-metun-3,4-gurnapo-1H- TBEpAoe
145 [ XMHOMMH-2-0H  (Mpumep 36) u | BELSCTBO 4315

O o 5-TPUTOPMETUNN3OKCA30M-4-

t u i \O’N kapboHoBas kucrnoTa nprviep 40

N F.

FF

ITpumep 146.
7-®drop-1-metmn-6-[ 5-((S)-nuppoauanH-3-HIOKCH))TUpUANH-3 -1 -3 ,4-muruapo- 1 H-xunonuH-2-0H

|
O N F
0.
Tj@((j/ \E>
pZ
N N

[To anamormm co cmocoOOM, ONMCAHHBIM ISl TOJYYCHHS COEIMHEHHSI B TpuMepe 42, peakius Tper-
OyTHII0BOTO a¢upa (S)-3-[5-(7-¢Top-1-meTun-2-oxco-1,2,3,4-TeTparuIpOXHHOINH-0-HIT ) TUPHIUH-3 -
WIOKCH |TUPPOJIUANH- 1 -kKapOOHOBOH KUCIOTHI (IpUMep 52) ¢ XJIOPOBOAOPOIOM (B THOKCAHE) B METaHOJIE JlaBa-
J1a YKa3aHHOE B 3arOJIOBKE COCIMHEHME B BHJIE JKEJITOr0 TBEPIOro BemecTsa. MS: 342.1 (M+H™).

ITpumep 147.

TpeT-byTHnoBkIit a¢up (R)-2-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuaApOXUHOJINH-6-11) TAPUIHH-3 -
WIOKCHUMETHJI | TUPPOTHINH- | -KapOOHOBOM KHCIIOTHI

o N
A C’\/[\/N>
|
N/ o)\o)<
ITo amamormm co cmocoOOM, ONWCAHHBIM IUIS TIOJNYYEHHS COCOUMHEHHUS B mpumepe 45, peakius TpeT-
oyruioBoro a¢upa (R)-2-((5-OpoMrupuanH-3-UI0KCH )METHIT ) TUPPOTUIUH- | -kapOOHOBON KHUCIOTHI (ITPOMEXKY-
TOYHBIH TpPOAYKT A-55) u 1-metun-6-(4,4,5,5-rerpamernn|1,3,2]nnokcaboponan-2-mn)-3,4-nuruapo-1H-
XMHOJIHMH-2-0Ha (IIPOMEXYTOUHBII NpoayKT A-1) naBana yka3aHHOE B 3ar0JIOBKE COSJIMHEHHUE B BHJE OecCIBET-
HOTO TBEpJIOTO BemecTBa. MS: 438.6 (M+H").
ITpumep 148.
1-Metun-6-[5-((R)-1-nmuppoanauH-2-niMeToOKCH ) IUpUANH-3-11]-3,4-qurunpo-1 H-xuHonmH-2-0H - THApPO-

XJIOpHJ
oM
T;Q\O/O\/(Q
| -
N CIH

ITo amamorum co crmOCOOOM, ONHCAHHBIM JUIS TOJIYYCHHUS COCIUHEHHUS B mpuMmepe 42, peakius TpeT-
OyTHIIOBOTO a¢upa (R)-2-[5-(1-meTmn-2-okco-1,2,3,4-TeTparup OXMHOJIUH-6-11) TAPUIHH-3 -
WIIOKCHMETHJI | TUPPOTHINH- | -kapOOHOBON KUCHOTHI (TipuMep 147) ¢ XJI0poBOAOPOIOM (B THOKCAaHE) B METaHO-
Jie JaBaJia yKa3aHHOE B 3ar0JIOBKE COCIMHEHHE B BHJIE JKEJITOTO TBEP/Oro BemecTsa. MS: 338.2 (M+H").
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IIpumep 149.
6-(5-AMuHOMETIITUPUAWH-3 -11)-3 ,4-nuruapo- 1 H-xuHomnH-2-0H
0N
x NH,
| o
N

ITo amamormm co cmocoOOM, ONMMCAHHBIM IS TONYYEHHUS COeIWHEHHsS B mpumepe 45, peakuus 3-
aMUHOMETHI-5-Opommupuanaa u  6-(4,4,5,5-trerpamerni-1,3,2-muokcadboponan-2-mi)-3,4-TUruapOX HHOJTHH-
2(1H)-ona (MpoMeXyTOYHBIH TPOAYKT A-34) nmaBajna yka3aHHOE B 3arojIOBKE COCIUHEHHE B BHJIE CBETIIO-
JKENTOro aMop(HOTo TBepOro BemecTsa. MS: 254.4 (M+H™).

IIpumep 150.

6-[5-(1-AMHHOIMKIONPOIINI ) TUPUANH-3 -1 |- 7-pTOp- 1 -MeTHn-3,4-nuruapo- 1 H-xunonun-2-on

0) N F

X7 ONH
| ~
N
I[lo aHamormm co crmoco0aMu, ONMHMCAHHBIMH JUIS TOJNYYCHUs COCOUHEHUs B mpumepe 59, 1-(5-
OpoMIMpHINH-3-1T)UKIoNponaHkapOokcuiat kamus (mpumep 59 [B]) BBoannu B peakunto ¢ 7-¢rop-1-merm-
6-(4,4,5,5-rerpamernin| 1,3,2 ] nnokcabopornan-2-nn)-3,4-quruapo- 1 H-xuHOMMH-2-0HOM  (IIPOMEXYTOYHBIH TIpO-
IyKT A-22), a 3ateM ¢ audernndocGopuiiazuioMm 1 TPUMETHIICHIIAHOIATOM HATPHS C TIOJIYICHHEM YKa3aHHOTO
B 3ar0JIOBKE COEIMHEHNS B BUJE CBETIIO-KEITOro Macia. MS: 312.5 (M+H+).
Hwmxe cneayromue coequHeHMs, TEPEUrCICHAbBIE B Ta0. 6, ObUIM TOMy4YeHBI IO aHAJIOTHU CO CIOCOOOM,
OTIMCaHHBIM TS IOJIYYCHHUS COeANHEHHS B ipuMepe 38, N3 TOAXOIAIMINX HCXOTHBIX BEIIECTB.

2

Tab6muma 6
Mp. HasBaHue McxoaHble BeLlecTso BHelUuHui Bug MS (M+H")
{2-[5-(1-MeTun-2-okco-1,2,3,4-
TeTparnapoOXnHONMH-6-UN)-NUPUANH-3-nnokeu]- 6-[5-(2-AMUHO3TOKCW)-NMNPUANH-3-
3TUM}-aMug, 3TaHCYNb(OHOBOWM KUCMOTbI un]-1-metun-3,4-aurngpo-1H-
BecuseTHoE
151 | XWUHOMUH-2-0H rmapoxnopua 390.1
Ox N macno
A0 (npnmep 42) n
o .S
A \/\H ~ aTaHcynbgoHMnXnopua,
N/
3-Xnop-N-[5-(1-meTun-2-okco-1,2,3,4-
TeTparnapoXMHONUH-6-1n)-nMpuanH-3-
nnmeTun]-
6-(5-AMUHOMETUNNNPUZWH-3-1n)-
GeHsoncynbgonamug Ceetno-xentoe
1-metun-3,4-aurnapo-1H-
152 | TBEPAOE 4422
Ox N XUHOMWH-2-0H (npumep 36) wu
Ao BELLECTBO
~ N/s’ 3-xnopbeHsoncynbhoHMNxnopua
P H :
N
cl
[5-(1-MeTnn-2-okco-1,2,3,4-
TeTparugpPoOXHONMUH-6-1N)-NNPUANH-3-
nrnMeTunl-ammng 6-meToKCMNMpUAUH-3- B-(5-AmuHomeTMnNAPUANH-3-Un)-
CYNbAOHOBOI KNCHOTSI 1-metun-3,4-aurnapo-1H- CseTno-xenTtoe
153 | XVMHOMWH-2-0H (npumep 36) w© | TBepaoe 439.3
O Q0 B-MeToKCUNNPULNH-3- BELLIECTBO
]\ u/s CyNbOHUNXMOPUA
p 7 N\
N
=
o—
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[5-(1-MeTun-2-okco-1,2,3,4-
TeTparnapoXMHONUH-6-1n)-NMpuanH-3-
unveTun]-ammz 3,5-aumeTunnsokcason-4-

CynbgPOHOBOW KUCTIOTbI

6-(5-AMUHOMETUNNNPUZWH-3-1N)-

1-metunn-3,4-gurnapo-1H-

Xentoe TBeppoe

154 XWHOMWH-2-0H (npumep 36) u 3,5- 427.2
| BELLECTBO
O N o AVMETUNN3oKCason-4-
~ N,\\S’”O CYNbOHUIXIOPUE,
N
[5-(1-MeTun-2-okco-1,2,3,4-
TeTparuipoxXHONUH-6-1n)-NUPUANH-3-
unMeTunl-ammna LIMKNONponaHcynbgoHoBON | 6-(5-AMUHOMETUNNMPUANH-3-UN)-
[psisHo-Benoe
KUCOThI 1-metun-3,4-gurnapo-1H-
155 TBEpAOE 372.2
| XUHONWH-2-0H (npumep 36) wu
Ox N BELLECTBO
Q o LiMKnonponaHcynbMoHUNXNopna,
A N’S
| H \]>
=
N
3,4-Oanxnop-N-[5-(1-meTnn-2-okco-1,2,3,4-
TeTparngpOXmMHONuH-6-m1n)-nupruanH-3-
unmeTun]-
] 6-(5-AMUHOMETUNNNPUZWH-3-1N)-
6eH3oncynbgoHammy, Csetno-xenToe
1-metun-3,4-gurnapo-1H-
156 | TBEpAOE 476.1
OsN XUHONWH-2-0H (npumvep 36) n 3,4-
Ao BELLeCTBO
~ =g AnxnopbeHsoncynbgoHnnxnopua
P H >>:\<
N
cl cl
[5-(1-MeTun-2-okco-1,2,3,4-
TeTparnapoXnHONH-6-1n)-NpnanH-3-
unveTun]-amug 1-metun-1H-umnaason-4- 6-(5-AMUHOMETUAMMPUANH-3-Ur)-
CYrbhOHOBON KMCTIOTEI 1-metun-3,4-aurnapo-1H- IpsisHo-6eroe
157 o ’L XVHONWH-2-0H (nNpumep 36) u | TBepaoe 412.3
O\\s’/o 1-meTun-1H-ummngason-4- BELLIECTBO
| X u/ Z_\N CynboHUNXNopug
P / \
N )
l
[5-(1-MeTun-2-okco-1,2,3,4-
TeTparngpoxXnHONUH-6-1N)-NMpuanH-3-
unmeTun]-amug 6-xnopnupuanH-3-cynbqoHOBON 6-(5-AMUHOMETUANVUPUANH-3-r)-
KnenoTet 1-metun-3,4-gurugpo-1H- CeeTno-xenToe
158 o ’L XWHOMWH-2-0H (Mpumep 36) u | TBEepaoe 443.2
\\s”o B-xnopnpuantH-3- BELLecTBO
N -
N cynbOHUNXNopUL
P 7 N\
N
=
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[5-(1-MeTun-2-okco-1,2,3,4-
TeTparugpoXnHONUH-6-mN)-NUPUANH-3-
UnmeTUn]-amma 1-meTun-1H-nupason-4- | 8-(5-AMUHOMETUNNPUANH-3-Un)- Ceetro-
CyNbMOHOBOI KNCHOThI 1-meTnn-3,4-guruapo-1H- KOpHHEBO®
159 XWHONWH-2-0H (npumep 36) © 412.2
| TBEpAOE
O N o 1-meTun-1H-nupason-4-
e} BELLECTBO
| DN N/Sh CynbOHUNXNOPNS
H )=
—
N \N/N\
6-[5-((S)-1-OTaHcynbhoHmnnunepuanH-3-
mnokcun)-nnpuanH-3-unl-1-metun-3,4-anrmapo-
1H-XVHOMUH-2-0H 1-MeTtun-6-[5-((S)-nnnepuanH-3-
| WUNOKCK)-NNpuanH-3-unj-3,4- BecuseTHoE
160 OxN avrngpo-1H-xvHonuH-2-oH TBEpAOE 430.1
X O\O (npumep 61) n | BewecTso
N N 3TaHCynbMOHUNXNIoPUL
)
Sy A
o
6-[5-(1-OTaHcynbdoHnnNMnepuaH-4-Mnokem)-
nmpuanH-3-un]-1-metun-3,4-gurnapo-1H- 1-MeTun-6-[5-(MunepnanH-4- c
ecLiBeTHOe
XVHOMMH-2-0H WIoKem)-NmpuanH-3-uni-3,4- 4
| amopdHoe
161 0w N AUrnapo-1H-XMHOnNWH-2-oH 430.1
TBEpAOE
o rmgpoxnopug (npumep 62) wn
I\ \G boRmnxnopna BELLeCTBO
aTaHCynb
N/ N\,s\\/\
oo
[5-(1-MeTnn-2-okco-1,2,3,4-
TeTparngpoOXmMHONnH-6-1n)-nupuanH-3-
unmeTunl-amng 2,2,2-TucpTopaTancynbdorosoi | 8-(5-AMUHoMETUNMMPUANH-3-1n)-
KUCTOTBI 1-metun-3,4-gurngpo-1H- BecupeTHoe
162 | F F XUHONWH-2-0H (npvmep 36) un | TBepaoe 4141
O N f’z 2,2,2- BELLIECTBO
S’/O TpupTOpaTaHCYNBGOHUNXIOPNL,
X N7
\ R o
—
N
C,C,C-Tpudtop-N-[5-(1-meTun-2-okco-1,2,3,4-
TeTparnapoXVHONNH-6-1N)-NUPUANH-3- 6-(5-AMUHOMETUIMUPUANH-3-1m)-
BecuseTHoe
UNMETUN]-MeTaHcynbhoHamMua 1-mMeTVn-3,4-aurmapo-1H-
amopdHoe
163 \ XVHOMUH-2-OH  (NMpumep 36) u 400.0
Ox N TBEpAOE
0\\3,,0 . TpUcTOpMETaH-
P BeLLecTBO
| = N \KF CynbgOHUNXNOPUA .
— F
N
6-[5-((S)-1-3TaHcynbOHUNNMPPONMANH-3-
UNOKCK)-NupuaunH-3-unj-1-metun-3,4-aurnapo-
»-nupva I Anrvap 1-MeTtnn-6-[5-((S)-nupponnanH-3-
1H-XWHONWNH-2-0H BecyseTHoe
WINOKCK)-NNpUAnH-3-unj-3,4-
| amopdHoe
164 0. _N Avrnapo-1H-XnHoNuH-2-oH 416.1
TBEpAOE
o. rmgpoxnopug (npvmep 60) wn
= \O BELLEeCTBO
P N 3TaHCyNbOHUNXNOPNA,
N LN
S
o "o
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6-[5-((S)-1-OTaHcynbdoHUNaseTna nH-2-
WUNMETOKCU)-NNUPUAWH-3-1n]-1-metnn-3,4-

anrngpo-1H-xmHonuH-2-oH

6-[5-((S)-1-AzeTnanH-2-

/N

WUIMETOKCK)-NNpUAnH-3-1nj-1- BecuseTHoe
165 o ’L meTun-3,4-aurngpo-1H-xuHonuH- TBEpAOE 416.1
D 2-0H (npuvep 63) n | Bewecrteo
Xy O N
| ) \ 3TaHCynbOHMNXNOPUA
P2 o=
N o]
{1-[5-(1-MeTun-2-okco-1,2,3,4-
TeTparnapoOXmMHONUH-6-1n)-nupruanH-3-unj-
.| 6-[5-(1-AmmnHOoUmMKnONponumn)-
LMKNonponum}-amma 3TaHCyNbPOHOBOM
nmpuanH-3-unl-1-metun-3,4- [pasHo-6enoe
KMCNOTbI
166 | Avrnapo-1H-xvHonuH-2-0H TBEpAOE 386.3
O N (npumep 59) n | BellecTBo
\\oo
x N’S\/ 3TaHCyNbMOHUNXTOPUA
| H
=
N
6-[5-((S)-1-3TaHcynbOOoHUNMMPPONUANH-2-
WUNMETOKCU)-NNPUANH-3-un]-1-metnn-3,4- 1-Metun-6-[5-((S)-1-nnpponuann-
BecuseTHoe
anrngpo-1H-xmHonuH-2-oH 2-MNMEeTOKCW)-NMNpUANH-3-unl-3,4-
amopdgHoe
167 | Avrnapo-1H-XMHONWH-2-0H 430.5
O N TBEpAO0E
rmgpoxnopug (npumep 66) un
N O Sy BELLECTBO
| \ aTaHCynbgoHUNXIopua,
P O‘ﬁ\/
o
6-[5-((R)-1-OtancynbhoHnnnupponuanH-3-
WINOKCW)-NUPUAWH-3-1n]-7-cdptop-1-metun-3,4-
7-®10p-1-MeTun-6-[5-((R)-
Anrngpo-1H-xmHonnH-2-oH
| NUPPONUANH-3-UNOKCH)-NUPUANH- [pazHo-6enoe
168 Ox N F 3-unl}-3,4-gurnapo-1H-xuHonwH-2- | TBEPAOCE 434.4
O“HO OH ruapoxnopug (npumep 67) 1 | Beljectso
| N, 0 3TaHCynbOHNNXNOPUA
N i&o
6-[5-((R)-1-3TaHcynbhoHnnupponuanH-3-
NINOKCW)-NNpUAnH-3-un]-1-metmn-3,4-gurngpo-
TH-XxHONUH-2-0H 1-Metun-6-[5-((R)-nnpponnanH-3-
| WIoKCK)-NMpuanH-3-unl-3,4-
Og N BecuseTHoe
169 Avrnapo-1H-xvHonuH-2-oH 416.4
O., macno
|\ Q o rugpoxnopua  (Npumep 68) u©
N7 ‘5&0 3TaHCyNbGOHNIXIOPU,
6-[5-(1-OTaHcynbdoHMnaseTna MH-3-Unokem)-
nupuauk-3-unl-1-metnn-3,4-aurngpo-1H- 6-[5- (A3ETUGMH-3-UNOKCH)-
XUHOMWH-2-0H BecygetHoe
nmpuanH-3-unj-1-metun-3,4-
| amopdHoe
170 AUrnapo-1H-XMHONWH-2-0H 402.5
O N TBEpAOE
rmgpoxnopug (npumep  70) wn
| = O\C\ 3TaHCyNbOHUNXITOPUA Betecteo
N N\S/\
oo
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{1-[5-(7-®TOpP-1-MeTUN-2-0KCO-1,2,3,4-
TeTparnapoxXmHONnH-6-un)-nMpuanH-3-unj-

- n | 6-[5-(1-AmmnHoumknonponwun)-
LMKnonponum}-amug, 3TaHCYNbMOHOBOA [5-( L p ) Koputeaoe
KMCHOTbI NUPUANH-3-un]-7-pTop-1-meTun- ®

amopdHoe
171 ‘ 3,4-purng po-1H-xmHonuH-2-oH P 404.5
TBEPAOE
Ox N F (npymep 150) " P
° 3TaHCyNbMOHUIXIIOPU, Bewectso
AN N/S\/ 3 PyA
| H
~
N
{(TpaHc)-4-[5-(1-MeTun-2-okco-1,2,3,4-
TeTparuapOXUHONWNH-6-UM)-NUPUAVH-3-UnoKeK]- 6-[>-((TpaHc)-4-
LMKNOreKeun}-amug, 3TaHCYNbGOHOBOM KMCNOTbl | AMUHOLMKMOreKCMnoKCH)- Xentoe
nmpuanH-3-unj-1-metnn-3,4- amopdHoe
172 . ’L pua ] P 4444
Avrnapo-1H-XMHOnNWH-2-0H TBEpAOE
0 o o rmgpoxnopug (npumep 71) wn | BewecTtso
N O\N’\\SI/\/ 3TaHCYNbOHUNXIIOPUZ,
H
{R mnm S)-1-[5-(1-MeTun-2-okco-1,2,3,4-
TeTparnapoOXMHONUH-6-uN)-NupuauH-3-nnj-
sTn}-ammg  aTaHcynbdporosoit  kucrotel | O15-((R- wm - S)-1-AmmrosTun)- BecupeTHos
| nmpuawn-3-unl-1-metun-3,4- ®
amopcHoe
173 O N AVrngpo-1H-XUHOMMUH-2-0H 3741
0o, .0 TBEpL0e
>s! rugpoxnopug  (npumep  65) K
| XN BELLECTBO
_ H 3TaHCYNbMOHNMXIIOPUA
N
(R unu S)
{S mnn R)-1-[5-(1-MeTun-2-okco-1,2,3,4-
TeTparnapoXMHONNH-6-UN)-NNpUanH-3-1nj-
3TUN}-aMug 3TaHCYNb(OHOBOW KUCMOTbI 6-5-((S wm R)-1-Ammunoatun)- BecupeTHoe
nnpuawH-3-unj-1-metmn-3,4-
| amopcHoe
174 O N o AVrnapo-1H-XHOMUH-2-0H 374.0
WP TBEPAOE
N S~ rmgpoxnopug (npumep 64) wun
| N BEeLLEeCTBO
P 3TaHCYNbMOHUIXIOPUA
N
(Runu S)

Hmxe CJICAYIOMNUE COCANHCHUS, ICPCUNCIICHHBIC B Ta0II. 7, OBLIN IMOJYYCHBI IO aHAJIOTUU CO CHOC060M,
OIMUCAHHBIM IJId TOJYUCHHA COCAUMHCHUS B IPUMCPE 45, U3 IoAXO0AAIUX UCXOJHBIX BCIICCTB.

Tabnuma 7
Mp. HaseaHue McxogHble Bellectsa BHeLUHWA BUg MS (M+H")
[6-(7-®dTOp-1-MeTUN-2-0KCO-1,2,3,4-
TETParuAPOXMHONMMH-6-1N)-NUPUANH-3-UNMETUM]- | (5.EpoMMMpUANH-3-UnMeTHN)-amna 1-meTur-
amng 1-metun-1H-nupason-4-kapGoHOBO | 1H-nupason-4-kapBoHOBO KUCMOTbI
KMCNOTbI (NPOMEXYTOUHBIA NpoAyKT A-47) n 7-top-1- | BecuyseTHoe
175 o 'L E meTun-6-(4,4,5,5-TetpameTun- TBEPAOE 394.0
it [1,3,2]anokcaboponan-2-un)-3,4-4urugpo- BELLECTBO
t ”*E%N 1H-XMHOMWH-2-0OH (NMPOMEXKYTOUHBIA NPOAYKT
N N A-22)
{2-Metunn-1-[5-(1-meTun-2-okco-1,2,3,4- (pay)-N-(1-(5-Bpomnmpraun-3-un)-2-
TETParuapOXUHONMH-6-UN)-NMpuanH-3-unl- METUNRPONNUM)3TaHCYNbOHaMNA
nponun}-amug (paw)-3TaHcyrnbgPOHOBON KMCMOThI | (MpoMEXYTOUHBIN NpoaykT A-40) u 1-wetun-
>Kentoe TBEpAOE
176 | 6-(4,4,5,5-TeTpameTun- 402.5
O N BeLLecTBO
QL [1,3,2]anokcaboponan-2-un)-3,4-aurngpo-
-8 .
| = H ~ 1H-XMHONWH-2-0H (MPOMEXYTOUHBIA NPOAYKT
P
N A-1)
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{Uwnknonponun-[5-(1-meTun-2-okco-1,2,3,4-

TETParuapPOXMHOMNUH-6-1n)-NNPUANH-3-un]-

(pau)-N-((5-bpomnupunanH-3-

1n)(4UKNoNpPoONMN)MeTUN)3TaHCy IbPOHAMMA

meTun}-amva  (paw)-aTaHeyNbOHOBOM KMCMOTSI | (oo wouniii npoaykT A-39) 1 1-meTur- BecysetHoe
amopdHoe
177 | 6-(4,4,5,5-TeTpameTun- 400.3
O, N TBEpLOE
AL [1,3,2]anokcaboponaH-2-un)-3,4-aurnapo-
S N BELLECTBO
| A H 1H-XMHOMWH-2-0H (MPOMEXYTOUHbBIA MPOAYKT
N A-1)
{1-[5-(7-PTOpP- 1-MeTUN-2-0KCO-1,2,3,4- (pav)-N-(1-(5-EpoMnpnant-3-
TeTparuapoOXUHONUH-6-1N)-NMPUANH-3-un]-aTun}- WN)3TU)aTaHCYNbhOHAMME
amng (palLy)-3TaHCynbOHOBON KUCIOTbI (TPOMESKYTOuHbI MPOAYKT A-37) 1 7-cbTop-1- BecygseTHoe
amopdHoe
178 \ meTun-6-(4,4,5,5-Tetpametnn- 392.1
O N F TBEpL0e
o. O [1,3,2]anokcaboponan-2-un)-3,4-anrnapo-
)\s’\/ N BELLEecTBO
| = H 1H-XMHONWUH-2-0H (NPOMEXYTOYHbIA NPOAYKT
NZ A-22)
6-[5-(1,1-[inokco-1A*-u3oTnasonmanH-2- 2-(5-BPOMMNPUAVH-3-UAMETUN)-
WUNMETUN)-NMUPUANH-3-un}-1-meTtnn-3,4-aurnapo- M30TNa30AUANH 1,1-g1oKena
1H-x1HoMNH-2-0H (NPOMESKYTOUHBIN NPOAYKT A-48) n 1-metun- | BecysetHoe
179 | 6-(4,4,5,5-TeTpametun- TBEpPAOE 3721
O N <\,\ 5= ¢ P P
N ° [1,3,2]anokcaboponan-2-un)-3,4-aurnapo- BELLIECTBO
| A 1H-XUHONWH-2-0H (MPOMEXYTOYHBIA MPOAYKT
N A1)
{1—[5—(1—MeTI/IJ'I—2—0KCO—1,2,3,4— (pal_()—N—(1—(5—Epomnmpm,qv|H—3—
TeTparuapOXHONVH-6-1n)-nupuanH-3-unj- UR)POMNA)3TaHCYNbOHAMUE,
. CeeTno-xenToe
nponun}-amna (Pau)-3TaHCybOHOBOI KUCIOTE! | (npomeskyTouHbIN MPOAYKT A-38) 1 1-MeTun-
amopdHoe
180 | 6-(4,4,5,5-TeTpameTnn- P 388.0
O N TBEpAOe
2 [1,3,2]anokcaboponan-2-un)-3,4-aurnapo-
oS- N BELLECTBO
A H 1H-XVHOMWH-2-0H (NPOMEXXYTOUHBIN NPOAYKT
N A1)
3mun-[5-(1-meTnn-2-okco-1,2,3,4-
TETParnugpPOXUHONMH-6-UN)-NMPUAVH-3-unmeTun}- N-((5-Bpomnupuau-3-ammetim)-N-
aMUAG STAHCYALYOHOBOI KACTIOT! 3TMN3TaHCyNbOHaMmM, (npomexyTouHbIi | CBETNO-XENTOS
npoaykt  A-42 n 1-meTun-6-(4,4,5,5- | amopcHoe
181 | poAy ) ¢ P 388.2
O N TeTpametun-[1,3,2]anokcaboponan-2-mn)- TBEpAOE
o 0
NG - - - -2-
\ N/S\/ 3,4-anrnapo-1H-XMHONUH-2-0H BELLeCTBO
| P k (NPOMEXYTOUHbIN NPoAYKT A-1)
N
MeTun-[5-(1-meTun-2-okco-1,2,3,4-
TeTPArNAPOXMHONMH-6-ur)-nipuamnt-3-unmetnr]- | N-((5-BpoMmpuank-3-ujmetin)-N-
AMU 3TAHCYMBIOHOBO KNCHOTbI METUNSTaHCYNbOHaAMMA,  (MPOMEKYTOUHBIN Becusertoe
npoaykt  A-41) un  1-metun-6-(4,4,5,5-
182 TBEpAOE 3741
TeTpametun-[1,3,2]anokcaboponan-2-mn)-
BELLECTBO

I
[e] N
o O
N4
N N/S\/
o
N

3,4-anrnapo-1H-XMHONMUH-2-0H
(NPOMEXYTOUHBIN NPOAYKT A-1)
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{1-MeTtun-1-[5-(1-meTnn-2-okco-1,2,3,4-

TeTparnapoOXVUHONWH-6-1N)-NMpUanH-3-un]-aTun}-

N-(2-(5-BpomnupuanH-3-unynponan-2-

AMU 3TAHCYMBIOHOBO KCHOTSI wn)aTtaHcynbgoHamma (NPOMEXKYTOUHbIN BecupetHoe
npoaykt  A-49) " 1-metun-6-(4,4,5,5-
183 | TBEpAOE 388.0
O N TeTpametun-[1,3,2]amokcaboponan-2-mn)-
WP - H 5 BELLECTBO
N N’S\/ ,4-Anrnapo-1H-XMHONWH-2-0H
| 7 H (NPOMEXyYTOUHBIA NPoAYKT A-1)
Wsonponun-[5-(1-metun-2-okco-1,2,3,4- N-((5-Bpomnupuant-3-un)metun)-N-
TeTparuapoOX1HONVH-6-1n)-NupuanH-3-unveTun]- M30MPONMN3TaHCY b OHAMME
amua 3TaHCYMbGOHOBO KCNOTbI (NPOMEXYTOUHBIN NPOAYKT A-43) n 1-metun- | BecuysetHoe
184 o ,L 6-(4,4,5,5-TeTpameturn- TBEpAOE 402.2
VY [1,3,2]anokcaboponan-2-un)-3,4-aurngpo- BELLeCTBO
S M
| = NN 1H-XVHOMWH-2-0H (NPOMEXXYTOUHBIN NPOAYKT
N N A-1)
(2-3T1okemaTun)-[5-(1-meTun-2-okco-1,2,3,4-
TeTparnapOXMHONMH-6-un)-nupuanH-3-unmetun]- | N-((5-Bpomnunpnant-3-un)metiun)-N-2-
amuz 3TaHCyNbqOHOBOW KUCNOTbI 3TOKCUITUNITaHCYNbgOHaMMA,
| (NPOMEXYTOUHBIN NPOAYKT A-44) n 1-meTun- | BecueTHoe
O N
185 Q0 6-(4,4,5,5-TeTpameTnn- TBEpAOE 432.3
A N/S\/ [1,3,2]anokcaboponan-2-un)-3,4-4urugpo- BeLLeCcTBO
NZ H 1H-XMHONMWH-2-OH (NPOMEXKYTOUHBIA NPOAYKT
oj A-1)
MeTun-{1-[5-(1-meTnn-2-okco-1,2,3,4-
TETParUAPOXMHOMAH-6-1n)-nupnauH-3-un-atun}- | (PaL)-N-(1-(5-BpomMnpuanH-3-un)ain)-N-
amMna (paL)-3TaHCybdOHOBOI KNCTOTSI MeTUNaTaHcyrnbdoHamma  (MpomMexyTodHbld | BecuBeTHoe
npoaykt  A-45 7] 1-meTun-6-(4,4,5,5- | amopdHoe
186 | poay ) ( pod 388.4
0, N TeTpameTun-[1,3,2]anokcaboponan-2-un)- TBEpAOE
o, 0
~ N’S\/ 3,4-aurngpo-1H-XMHONWH-2-0H BeLLeCcTBO
\ _ | (NpOMeXyTOuUHBIN NpoayKT A-1)
N
Stvn-{1-[5-(1-meTun-2-okco-1,2,3,4-
TETParnAPOXMHONMH-B-Mn)-MnpUanH-3-unj-atun}- | (PaL)-N-(1-(5-Bpomnnpuauk-3-n)atum)-N-
amna, (pa)-aTaHCynbOHOBOI KUCAOTbI 3TUNATaHCyNboHaMNA (npomexyTouHbIl | BecupeTHoe
npoaykr  A-46 7] 1-meTun-6-(4,4,5,5- | amopdHoe
187 | poay ) ¢ P 4025
O, N TeTpameTun-[1,3,2]anokcaboponan-2-unn)- TBEPAOE
o,.,0
N N’SV 3,4-anrnapo- 1H-XMHOMUH-2-0H BELLECTBO
| _ K (NPOMEXYTOUHBIN NPOAYKT A-1)
N
MeTun-[5-(1-meTun-2-okco-1,2,3,4-
TETParuApPOXUHONUH-6-1M)-NMPULMH-3-UnmeTun]- N-((5-Bpomnupuauk-3-ummerun)-N.,3,5-
aMmmg 3,5-aumeTtunusokcason-4-kapGoHOBOM TPUMeTUnM3OKCAsON-4-kapBokcamia
KUCHOTI (npomexxyTouHbIn npogykt A-50) u 1-metun- | becuseTHoe
188 6-(4,4,5,5-TeTpameTun- TBEpPAOE 405.5
[1,3,2]anokcaboponan-2-un)-3,4-aurngpo- BELLECTBO

|
[e] N
o
A N =
%\Ijﬁo
N N

1H-XMHONWH-2-0H (MPOMEXYTOYHBIA NPOAYKT
A-1)
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6-{5-[2-(1,1-Auokco- 1A*-n3oTnasonungmH-2-un)- 3-Bpom-5-[2-(1,1-anokco- 1A%
sToKeu]-MnprAnH-3-n}-1-metun-3,4-Aurvapo-1H- | yaotuasonuamt-2-un)-aTokeu]-nupuamH
XWUHOMMUH-2-0H (NPOMEXYTOUHBIN NPOAYKT A-51) n 1-meTun-
CeeTtno-xenrtoe
189 | 6-(4,4,5,5-TeTpameTun- 402.4
O N mMacno
3o [1,3,2]anokcaboponan-2-un)-3,4-41uruapo-

| 1H-XMHOMUH-2-0OH (NMPOMEXYTOYHBIA NPOAYKT
N A-1)

{(R vnn S)-1-[5-(7-dTOpP-1-MeTnn-2-okco-1,2,3,4- | (pau)-N-(1-(5-BpoMnunpmaun-3-

TeTparnapOXUHONUH-6-UN)-MMPUANH-3-nNl-aTun}- | UN)aTUN)aTaHcynboHaMna

amuz 3TaHCyNbgOHOBOW KUCMOTbI (NpomexyTouHbIn NpoAykT A-37) n 7-cptop-1- | BecuyeTtHoe
| meTun-6-(4,4,5,5-TetpameTun- amopdgHoe
190 o _N F 392.1
0 [1,3,2]anokcaboponan-2-un)-3,4-4urnapo- TBEpAOE
N
AN N/S\/ 1H-XMHONMWH-2-OH (NMPOMEKYTOUHBIV NPOAYKT | BELYECTBO
H
IN/ A-22), a szatem pasgeneHue € MOMOLLbIO
(R unu S) XvpanbHon BKX.

{(S vimn R)-1-[5-(7-dTOpP-1-MeTNN-2-0KCO-1,2,3,4-

-N-(1-(5-B -3-
TeTparnapoXUHONUH-6-UN)-NUPUANH-3-1n)-aTun}- (Paw-N-(1-(5-Bpomnvpnayt

N WN)3TUM)3TAHCYNbOHAMUA
aMug, 3TaHCYNbGOHOBOW KUCMOTbI

(NpomMexXyTouHbIN NPoAYKT A-37) u 7-pTop-1- | BecueTHoe

Os_ _N F meTun-6-(4,4,5,5-TetpameTtun- amopdHoe
191 o o 392.1
N [1,3,2]anokcaboponan-2-un)-3,4-4urnapo- TBEPAOE
BN NG ~
H 1H-XVHONWH-2-0H (NPOMEXYTOYHbIN NPOAYKT | BELLECTBO
—
N A-22), a 3atem pasgeneHne C NOMOLLbIO

xupansHoi BOXX.
(Runu S)

[56-(7-dTOp-1-MeTUN-2-0KCO-1,2,3,4-

TeTparnapPOXUHONNH-6-1N)-4-MeTUNNUPUANH-3-

N-((5-bpom-4-meTnunnnpnamH-3-
WN)MEeTU)3TaHcynshoHammng

WIIMETIN]-aMIA 3THCYNbPOHOBOM KNCMOTEI (MPOMEXYTOUHBIN NpoAYKT A-52) n 7-pTop-1- | BecuseTHoe

192 o ,L E MeTun-6-(4,4,5,5-TetpameTun- TBEpAOE 392.5
o_,0 [1,3,2]anokcaboponan-2-un)-3,4-aurngpo- BeLecTBo
BN .
| A H ~ 1H-XMHONWH-2-0H (MPOMEXYTOUHBIA NPOAYKT
NZ A-22).
[4-Xrnop-5-(1-meTun-2-okco-1,2,3,4- N-((5-BPOM-4-XNIOpNpUaUH-3-
TETParuaPOXUHONH-6-1N)-NMPNANH-3-UNMETVML- | yr)meTun)aTaHCyNbhOHaMIA
amuy, 3TaHCYNbOHOBOW KUCTOTbI (NpoMEXyTOUHBIN NPOAYKT A-53) n 1-metun- | BecuysetHoe
193 o ’L 6-(4,4,5,5-TeTpamerunn- TBEpPAOE 394.3
cl AL [1,3,2]anokcaboponan-2-un)-3,4-auruapo- BELLECTBO
S .
| A H 1H-XMHOMWH-2-OH (NMPOMEXYTOUHBIN MPOAYKT
N A1)
[4-MeTun-5-(1-meTun-2-okco-1,2,3,4- N-((5-Bpom-4-MeTunnupnanH-3-
TETParugpoOXMHONUH-6-UN)-NNPUANH-3-UIMETUN]- | Un)MeTun)ITaHCyNboHaMMA
amu, 3TaHCYNbOHOBOMN KUCTOTbI (MpoMexyTOuHbIN NpoaykT A-52) n 1-metun-
Cepoe  TBEpPAOE
194 | 6-(4,4,5,5-TeTpameTun- 374.4
Ox N BELLEeCTBO
o, 0 [1,3,2]anokcaboponan-2-un)-3,4-4urnapo-
NN ~ 1H-XMHOMUH-2-0H (MPOMEXYTOUHBIA MPOAYKT
=
N A-1)

ITpumep 195.
Merun-{2-[5-(1-meTni-2-okco-1,2,3,4-TeTparuipoXnHOIMH-6-MIT) INPUANH-3-UIIOKCH | 9THI } aMAAI TaH
Cynb(OHOBOM KHCIIOTHI

Y
AN 0\/\N;3v
| |
N
K pactBopy {2-[5-(1-meTun-2-okco-1,2,3,4-TeTparuaApoXuHOINH-6-WIT)TAPUINH-3 -UITOKCH [9THIT } aMH]Ia
3TaHCynb(OoHOBOH KucnoThl (mpumep 151, 0.06 1, 0.154 mmons) B DMF (1.5 mn), oxnaxaennomy no 0°C Ha
nensHou Gane, nobasmsiim 60% NaH B munepaxsaom macie (0.008 1, 0.2 MMOITB) B pEakIMOHHYIO CMECh Tepe-
MemmuBay B TedeHue 15 muH. 3atem mobasmsmu Mel (0.026 1, 0.185 MMob) U peakIIMOHHYIO CMECh TiepeMe-

muBayn ipu 0°C eme B Tedenune 30 muH. CMech TacuiIM BOJHBIM pacTBOpoM ammmaka (1 mur), pa3baBisumm co-
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JIEBBIM PacTBOPOM (5 M) U 3aTeM 3KcTparupoBayin ¢ moMombio EtOAc (2x20 mi). O0bemuHEHHBIE OpTaHude-
CKue ciion BheIcymmBanmu Haa Na,SO,, (QUIBTpOBaTM ¥ BBIMApUBAIK A0cyxa. OCTaTOK OYHINATU (I~
xpoMmartorpadueil Ha cuiIMKaresie, smoupoBanu rpaguenToM 0-5% MeOH-DCM c moiydeHHeM yKa3aHHOTO B
3aronioBke coeaunaeHus (0.050 r, 80%) B BHIE CBETJIO-KENTOro aMOpgHOro TBepaoro BemiectBa. MS: 404.4
(M-+H).

Hmxe cneayromue coemuHeHMs, TEPEUNCICHABIE B Ta0. 8, ObUIM MOMyYeHBI MO aHAJIOTHU CO CIOCOOOM,
OTIMCAHHBIM IS IOJIYYCHUS COSANHEHMS B ipuMepe 195, 13 MoAXOoasIIX UCXOTHBIX BEIIECTB.

Tabmuma 8
Mp. HassaHne McxogHble BellecTBa BHeLwHuiA BUg, MS (M+H")
Metun-[5-(1-meTunn-2-okco-1,2,3,4-
TETPArngpOXMHONNH-6-1n)-NMpManH-3-
unveTun]-amuz 3-[xnopnupuanH-2- | [5-(1-MeTun-2-okco-1,2,3,4-
M BecupeTtHoe
KapGOHOBOW KNCMOTE! TeTparngpoXvHONNH-6-un)-
amopcHoe
196 | MUPUAWH-3-UnNMeTun]-amma 421.4
Ox N TBEpPAOE
o 3-XNopnMPUANH-2-kapBOHOBON
N BELLECTBO
A T)ij KMCnoTbl (npumep 118)
N cl 7
N-Metun-N-{2-[5-(1-meTnn-2-okco-1,2,3,4-
TEeTparugpOXMHONUH-6-un)-NupuanH-3-
P P »-nip N-{2-[5-(1-MeTunn-2-okco- BecyseTHoe
WINOKCW]-3TUN}-NPONMOHAMNE,
1,2,3,4-TeTparnapoXMHONNH-6- amopdHoe
197 | 368.3
O N o Wn)-NUPUANH-3-UNoKCK]-9TnN}- TBEpAoe
“ O\/\N)J\/ nponuoHaMua (npumep 43) BELLECTBO
| |
N
Metun-[5-(1-meTnn-2-okco-1,2,3,4-
TETPArngpoOXMHONUH-6-1n)-NMpUanH-3- [5-(1-MeTun-2-0Kkco-1,2,3,4-
unmeTunl-amng, 1-meTun-1H-nupason-4-
TeTparngpoXvHONNH-6-un)- BecuseTtHoe
KapGOHOBO/ KACTOTe! MUPUAWH-3-UnNveTun]-ammg amopdHoe
198 | 390.4
0w N 1-metun-1H-nupason-4- TBEPAOE
O KapOOHOBOW KWCMOTbI (NPUMEP | BELLECTBO
X N N
| I)J\E/N 87)
N N\
MeTtun-[5-(1-metun-2-okco-1,2,3,4-
TeTparuipoXMHONUH-6-1n)-NupugnH-3-
unvetun]-ammg, 3-MEeTURNMPUANH-2- [5-(1-MeTun-2-0kco-1,.2,3,4- BecupeTHoe
KapGOHOBOM KMCTIOTbI TeTparnipoXMHONUH-6-un)- amopdroe
199 MUPUAWH-3-UnNMeTun]-amma 401.5
| _ | TBepaoe
Ox N o 3-meTunnupuamnH-2-kapboHoBon
15 BeLLEeCTBO
~ N | Ny KMCNOTbI (Mpumep )
N> | =
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[5-(7-®TOp-1-MeTun-2-okco-1,2,3,4-
TeTparuapoOXUHONNH-6-1n)-NupngnH-3-
P P »-nip [5-(7-®TOp-1-MeTUN-2-0KCo-
nnveTun]-meTunammg, 3-xnopnmpuanH-2- 'psizHo-6enoe
. 1,2,3,4-TeTparnapoxXMHONNH-6-
kapBOHOBOW KMCMNOTbI amopdHoe
200 Wn)-NUPUAUH-3-UnNMeTunl-ammzg 4391
| _ | TBeproe
Os N F 3-xnopnmpuauH-2-kapboHoBon
o BELLECTBO
kncnotbl (npumep 131)
S N | S
| N/ | N~
Metun-{1-[5-(1-meTun-2-okco-1,2,3,4-
TeTparnapoOX1HONNH-6-1n)-NMpuanH-3-unl- {1-[5-(1-MeTun-2-okco-1,2,3,4-
LuKnonponun}-amng 3-XMOPNUPUANH-2- | TeTparuapoxXuHONUH-6-um)- BecupeTtHoe
KapBOOHOBOW KUCNOTbI nmpuauH-3-unj-yuknonponun}- | amopdHoe
201 pua I ponmn} pp 4474
| amng 3-xnopnvpuanH-2- | Teepaoe
Os N
1" kapBOHOBOW KWUCMOTbI (NpUMeEp | BELLECTBO
N
| X T)EO 137)
N cl Z
[5-(7-®TOp-1-MeTUn-2-0kco-1,2,3,4-
TeTparupoXvHONVH-6-1n)-NUpuanH-3-
[5-(7-DTOP-1-METUN-2-OKCO-
unmeTun]-metunamug 1-metun-1H-nupason-4-
. 1,2,3,4-TeTparnapoxuHonuH-6- | Ceetno-
KapBOHOBOW KUCMOTbI
UN)-NUPUAVH-3-unmetun}-amMmug | kopuuHesoe
202 | yrap ] P 408.5
o N F o 1-meTun-1H-nupason-4- TBEpAOE
KapBOHOBOW KWUCMOTbI (NPUMEp | BELLEeCTBO
X N
'T‘ | N 175)
N N
\
ITpumep 203.

[5-(8-Xnop-2-oxco-1,2,3,4-TeTparuApOXMHONNH-6- 1) TUPUIUH-3 -UIMETUI |aMU I3 TaH

CJIOTHI

Cl

o O

N

N N/S\/
| H
—
N

CyITb(OHOBOH KH-

K pactBopy [5-(2-0kco-1,2,3,4-TeTparupoXuHOINH-0-1IT)TUPUIUH-3 -HIMETHII |aMuia dTaHCYIb(OHOBOH
kucnotsl (mpumep 55, 0.681 1, 0.197 mmons) B DMF (1 wmu), marperomy nmo 65°C, nmoGasmsuim N-
xnopcykuuHuMuz (0.034 1, 0.256 MMOIB), U PEaKIMOHHYIO CMECh NEPEMEIINBANU MIPH 3TOH TeMmepaType B Te-
yerne Houn. CMech pa30aBsui ¢ nomomsio EtOAc, BiuBanu B BOAy (5 MI) M 9KCTParupOBajH C MOMOIIBIO
EtOAc (2x10 mu). OObenrHEHHBIE OPTaHUYECKHE CJIOW MPOMBIBAIH COJIEBEIM PAacTBOPOM, BBICYIIMBAIN HAaJl
Na,SO,, puisTpoBany u BeimapuBain. OCTaTOK OYHIIAIH C IIOMOIINBIO oOpateHHo-(pa3Hoi BOXKX Ha komoHke
Gemini-NX, smroupoanu ¢ nmomorisio MeOH-H,0 (0.05% TEA) ¢ monmydeHreM yKa3aHHOTO B 3aroJIOBKE CO-
enunenus (0.025 r, 33%) B Buje GecliBETHOro aMop(HOro TBeporo Bemecta. MS: 380.4 (M+H)).

Hmxe crneayromue coequHeHMs, TEPeUrCICHAbIE B Ta0. 9, ObUIM TOMyYeHBI MO aHAJIOTHU CO CIOCOOOM,
OTIMCAaHHBIM ISl TOJY4EHHsI COeANHEHUs B ipuMepe 203, 13 MOAXOAAIINX HCXOAHBIX BEIIECTB.
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Tabiuma 9

Mp. HassaHue WcxopHble BelecTso BHewwHui Bug, MS (M+H")

[5-(8-Xnop-2-okco-1,2,3,4-TeTparni poxXuHonnH-6-

UN)-NUPMANH-3-unvetTunl-amug  3-xnopnupnanH- | [5-(2-okco-1,2,3,4-

2-kapOOHOBOM KUCMOTbI TeTparngpoxXMHONMH-6-1n)- BecuseTHoe
204 P MMPUANH-3-UNMEeTUR]-amna, TBEPAOE 427.4
Os N
o 3-xnopnmpuamnH-2-kapboHoBon BELLECTBO
N,
A H)ij kucnoTbl (Npymep 140)
N cl Z
[5-(8-Xnop-2-okco-1,2,3,4-TeTparngpoxXuHonuH-6-
[5-(2-Okco-1,2,3,4-
Wn)-NUPMANH-3-MNMeTUN]-amug
. TEeTparnipoXnHONNH-6-un)-
3,5-aumeTnnusokcason-4-kapboHOBOW KACMOTbI BecupeTHoe
205 NMpUANH-3-unmeTunl-ammg

y ¢ TBEPLOE 411.4
O N 3,5-aumeTunmsokcason-4-
9 . BELLECTBO
x N { KkapBOHOBOM  KUCMOTbI  (MpUmep
A" L 141)

ITpumep 206.
6-{5-[(3-OTHnoKceTaH-3-MIaAMHUHO )METHI [TUPUANH-3 -1 } - | -MeTrA-3,4-muruapo- | H-xuHomuH-2-0H

O, N o}

[A] 6-(5-T'mapoxcumeTHIUPUINH-3-11)- | -MeTwi-3,4-quruapo- 1 H-xuHonuH-2 -0H

O N

N OH

pZ
N

Bo ¢nakon s MukpoBoiHOBOTO oONydeHHst BHOCHIM (5-Opommupunus-3-mn)meranon (376 wr, 2.0
MMOJIb), |-meTmi-6-(4,4,5,5-retpamernin|1,3,2]nuokcaboponan-2-un)-3,4-quruapo- 1 H-xunonmuH-2-0H  (mpome-
JKyTOUHBIH TpoayKT A-1) (574 mr, 2.0 mmons) 1 DMF (4 mn). [Tociie mpoayBaHus peakiiMOHHON CMECH C TIO-
MOIIBI0 aproHa nobapnsumn 6uc-(tpudenmndochun)mamranuii(I)xmopun (140 mr, 0.2 MMoJIb) W 2H. BOIAHBIN
pactBop Na,CO; (2.0 M1, 4 MMOJIB), U PEAKIIMOHHYIO CMECh HarpeBaj B MUKpOBOJHOBOM mkady mpu 120°C B
tedeHune 50 MuH. PeaknimoHHYI0 cMech pa3daBistiu ¢ momoinsio EtOAc, dumsTpoBanu yepes Dicalite u mpoMebI-
By ¢ nomouipio EtOAc (2x20 mu). [lomyueHHBIH (QHIBTPAT NPOMBIBAIN COJIEBBIM PAaCTBOPOM, BBHICYIIHBAIIH
Haja Oe3BomHbIM Na,SO,4, GHIBTpOBAM W BhIMapuBaiy aocyxa. Ocratok ounmain (idmr-xpomatorpadueii Ha
cuiMKarese, aaouposanu rpagueHToM 0-5% MeOH-DCM c nonydeHreM yka3aHHOTO B 3arOJIOBKE COETUHEHUS
(198 mr, 74%) B BugE Genoro TBepaoro Bemecta. MS: 269.2 (M+H").

[B] 6-(5-Xmopmernnmupuaus-3-mn)-1-metnin-3,4-quruapo- 1 H-xunomus-2-ox

O, N

X Cl

I pZ
N

Mpu 0°C 6-(5-ruapOKCUMETIITUPUIANH-3-11)-1-MeTun-3,4-aurunpo- 1 H-xunonun-2-on (190 mr, 0.7
mmoub) B DCM (15 mur) MemenHo o6pabareiBany THoHHIXIopuaoM (0.32 mir, 4.0 mmons). 1o okoHuaHnyM BHe-
CEHUS pEeaKIMOHHYI0 CMECh mepeMernmBaiy npu 2-5°C B TeueHue 2 4, IMOCJIe Yero €€ BIWBAJIN B HACHIIICHHBIN
BoaubIi pactBop NaHCO; (50 mm). ITocie skcrpaknuu ¢ momomisio EtOAc, opraHudeckuid clioil mpoMBIBATTH
COJIEBBIM PAcTBOPOM, BBICYIIMBAIN Haa 0e3BOMHBIM Na,SO,, GuibTpoBamu W KOHIEHTPHPOBAIA B BaKyyme C
TIOTyYeHHeM YKa3aHHOTO B 3arojoBke coenuuenns (190 mr, 93.5%) B Buze xenroro macaa. MS: 287.1 (M+H)).
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[C] 6-{5-[(3-DTminoKkceTaH-3-MITaMUHO )METHI | TUPUANH-3 -1 } - | -MeTmn-3,4-muruapo- 1 H-xuHomuH-2-0H

|
Os N )
PN
| H
Z
N

K pactBopy 6-(5-xmopMmeTunnupuanH-3-mn)-1-metun-3,4-murunpo- 1 H-xunonun-2-ona (190 wmr, 0.66
MMoutb) B DMF (5.0 mu1) moGaBisiiii mipy TiepeMemuBaHuy, pu koMHaTHOU Temnepatype K,CO; (276 wmr, 2.0
MMOJIb) U 3-3THIIOKCeTaH-3-miaMuH (415 mr, 3.0 MMOJTB), ¥ TTOJIYYCHHYIO PEAKIIHOHHYIO CMECh IEePEMEITHBAITN
TIpY KOMHATHOM TemriepaType eme B Tedenne 12 4. [Tocne axcTpakmuu ¢ momonisio EtOAc, opranndeckuit ciioi
TIPOMBIBAJIA COJIEBBIM PACTBOPOM, BBHICYITUBAIM HaJl O6e3BOMHBIM Na,SO,, GUIbTpoBaIM M KOHIEHTPUPOBAIN B
BaKyyMe C MOJIy4eHHUEM HEOUMIEHHOTO MpOAyKTa, KOTOPhIM ounmanu B xoAe npenapatusHoit BOXXX ¢ momy-
YeHHEeM yKa3aHHOTO B 3aroyioBke coeanHenus (35 mr, 17.2%) B Bue CBETJIO-KEITOrO TBEpJOro BemecTa. MS:
352.1 (M+H").

ITpumep 207.

[5-(7-Xn0op-1-meTnin-2-okco-1,2,3,4-TeTparuApOX NHONNH-6-WIT) TUPUANH-3-WIMETHI |aMUASTaH  CylIb(o-
HOBOW KHMCIIOTBI

O N Cl

[A] N-(4-Bpom-3-xmopdenn)-3-XI0prponoHaMH]
H
O N\@CI
W\; Br
Cl
K pactBopy 4-0pom-3-xiopanmwmmHa (6.0 T, 29. 1 Mmonb) u mupuaumHa (3.45 r, 43.6 mmonb) B 1,2-
nmuxiopaTade (50 Mur) moOaBIISIIN MO KarusiM 3-xsopraponuonuixiaopun (5.53 r, 43.6 mmous) nipu 15°C. Tlepe-
MEIIMBAIM B T€UEHHE 2 9 MPU KOMHATHOW TEMIIepaType, IIOCIIe Yero CMeCh IMPOMBIBATI BOJIOH M 3aTEM XJIOpPO-
BOJOPOTHON KUCIOTON (2H. BOMHBINH pacTBop). OpraHndecKuii CJION BRICYIIMBAIN Haa 0€3BOTHBIM CyJb(aTom
Hatpus. [locie QuiabTpamuu pacTBOPUTENh YAAISIN TPH MOHWKEHHOM aaBieHud. I[Ipoaykr N-(4-6pom-3-

xnopdennn)-3-xnopnpormonamun (8.20 T, BeIXo: 95%) momydanu B Buae Macia. MS: 298.0 (M+H)'.
[B] 6-bpom-7-xnop-3,4-nurunpo-1H-xunonus-2-oxn

o N cl
T,

B xon0y na 50 M1 ¢ MarHUTHOH MEIIAJIKOH, BRICYILICHHYIO TuIaMeHeM, BHOCHIH N-(4-0pom-3-xiopdennn)-
3-xaopnpormonamMun (1.0 r, 3.36 MmMons) u xnopun amomunus (0.67 r, 5.04 mmozns). Konby HarpeBanu npu
135~140°C B Teyenue 2 4 Ha NpeABapUTEIHHO HarpeTol macisiHoi Oane. Ilocne oxmaaeHust 10 KOMHATHOM
TEeMITepaTyphl PEakMOHHYI0 CMECh MEUIEHHO 00padaThIBay JIEASHOM BOJOH, 3aTEM 3KCTPAarupoBajH C MOMO-
mbio EtOAc. opranndeckuii cioif MpoMbIBaIy MOCIEA0BATENBHO BOJOH U CONEBBIM PACTBOPOM U BBICYLIUBAJIU
Hax Oe3BogHbIM Na,SO,. Ilocie BbIMapuBaHHS PACTBOPUTENS OCTATOK OUHMIIANN MEPEKPUCTANIM3ALUCH W3
EtOAc (2 M), B pe3ynbTaTe 4ero moiyJyaiu ykazanHoe B 3arosoBke coeaunenue (0.44 r, 50%) B Bune TBEpIOro

BemecTa. MS: 260.0 (M+H)".
[C] 6-Bpom-7-xmop-1-meTun-3,4-guruapo-1 H-xunonuH-2-oH

Br

K pactBOpy 6-0pom-7-x10p-3,4-qurunpo-1H-xuHonuH-2-0Ha (0.52 1, 2.0 MMons) B8 DMF (5 mur) ipu 0°C
nob6asisimn TpeT-0yrokeun kamust (0.45 r, 4.0 MMonb). 3aTeM peakIMOHHYIO cMech nepementnBany npu 0°C B
teuerne 30 MuH u no6asismn Metunuoann (0.18 T, 1.29 mmons). [TonyueHHy0 cMech NepeMelInBalii B Tede-
HHeE 2 4, rocie 4ero no0aBisuti Boay. Ilocne skeTpakiuy peakunoHHo# cMecu ¢ nomoinsio EtOAc, opranuue-
CKHH CJIOW TOCIeI0BaTEeIbHO MTPOMBIBAJIM BOJOH M COJIEBBIM PacTBOPOM. 3aTeM €ro BBICYIIMBAJIM Haja 0€3BOJI-
HbIM Na,SO, U pacTBOPUTENb yAATSUIU IPU MOHMKEHHOM JAaBICHHM C MOJyYEeHHEM HEOUYHIEHHOTO MPOIyKTa
(0.49 1, 90%) B Buze Genoro TBepaoro BemecTsa. MS: 274.0 (M+H)".
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[D] 7-Xnop-1-meTun-6-(4,4,5,5-rerpamerun]| 1,3,2 | inokcadboponan-2-un)-3,4-quruapo- | H-xunonuH-2-0H

Cmecp  6-Opom-7-ximop-1-metmi-3,4-murunpo-1H-xunonmuu-2-ona (0.1 r, 0.36 wmmoms), Owuc-
(rmmuakonato)mubopona (0.13 r, 0.55 mmons), 1,1'-Ouc-(mudenundocduno)dpeppouennnxiop-namiagus(ll)
(14.7 wmr, 0.018 mmounp) u anerara xanus (0.11 1, 1.08 Mmonb) B quokcane (3 Mi1) HarpeBajIy MpU MHUKPOBOJIHO-
BoM o0ydenuu mipu 100°C B Teuenue 3 4. Cmech pazbaBisum ¢ moMombio EtOAc, mpoMbIBaIy BOIOH, BBICYIIIH-
Banu Haja 0e3BogHBIM Na,SO,4, M KOHIICHTPUPOBAIH B BakyyMe. OcTaTok odnmamy Guani-xpoMatorpadueit (cu-
nukarenb, 30% >TumaneraT B TeKCaHe) C MOIyYeHHEM YKa3aHHOTO B 3aroyioBke coenuaeHus (82 mr, 70%) B BU-
e 6eroro TBepaoro BemecTa. MS: 322.1 (M+H)".

[E] [5-(7-Xmop-1-meTun-2-okco-1,2,3,4-TeTparuapoXuHOTHH-6-1I ) TAPUINH-3 -HIMETHI |aMUIITaH  CYJIb-
(hOHOBOM KHCITOTHI

(6] N Cl
o 0

Ny

R N/S\/
P H
N

Cmecp  7-xmop-1-metmn-6-(4,4,5,5-retpamernn| 1,3,2 | anokcaboponan-2-min)-3,4-muruapo- 1 H-xuromuH-2-
oHa (20 wmr, 0.06 MMoib), (5-OpOMIMPHUINH-3-UIMETHI)aMHa ATAHCYIbL(POHOBONH KHCIIOTHI (IIPOMEKYTOUHBIH
nponykt A-11, 26 mr, 0.09 mmous), 6uc-(tpudenmnpochun)namutaausa(ll) xnmopuna (4.2 mr, 0.006 Mmons) u
kapOoHaTa HaTpus (2H. BomHBIA pactBop, 0.06 Mi1) B DMF (1 Mur) HarpeBayid ipu MUKPOBOJTHOBOM OOJTydeHUH
npu 120°C B teyenne 30 muH. CMmech pazbaBisum ¢ momoibio EtOAc, mpoMbIBaNiM BOJIOH, BBICYITUBAIM HAT
6e3BoaHBIM Na,SO, ¥ KOHIEHTPUPOBAIH B BakyyMe. OCTaTOK OUHINai B Xoje npenaparuBaoit BOXXX ¢ momy-
YeHWeM yKa3aHHOTO B 3arojioBke mpoxykra (7.1 mr, 30%) B Buae Oenoro TBepmoro BemiectBa. MS, 394.2
(M+H)".

ITpumep 208.

[5-(8-DTop-1-MeTHn-2-0kco-1,2,3,4-TeTparnAPOXMHONHUH-6-IT) TUPUUH-3-WIMETHII |aMUIdTaH  CyiIb(o-
HOBOW KHCIIOTBI

| F
O N
QR
AN N/S\/
| H
~
N

[A] 3-Xn0p-N-(2-dprop-hennn)npormmoHamMuI
F
H
Cl
K pactBopy 2-¢pTopanununa (6.67 r, 60 Mmons) u nupuauHa (5.21 r, 66 Mmonb) B 1,2-nuxiopatane (50
MIT) TOOABIISLTH IO KarumsiM 3-xuoprponuoHutxiopun (8.38 r, 66 mmozs) npu 15°C. TlepementiBany mpu KOM-
HATHOW TeMIepaType B TeYeHHE 2 U, TIOCJIe YeTO CMECh IPOMBIBAITM BOJIOH U 3aT€M XJIOPOBOJAOPOTHOM KHCIOTON
(2H. BogHBIH pacTBOp). OpraHWYecKUil CIOH BHICYITUBAIHM Hall 0e3BOAHBIM Na,SO,, GribTpoBamu, ¥ KOHIICH-
TPUPOBAJIH B BaKyyMe C TOJIyUYCHHEM yKa3aHHOTO B 3aroyioBke coenmHenus (10.9 T, Berxon: 90%) B Bume macia.

MS: 202.1 (M+H)".
[B] 8-®rtop-3,4-nurunpo-1 H-xuHoMHMH-2-0H

H
O N

B kon0y Ha 50 M3 ¢ MarHMTHOH MEIIAJIKOW, BBICYIICHHYIO IUTAaMEHEM, BHOCHIH 3-XJ10p-N-(2-dhrop-
¢denmm)npormonamun (5.33 r, 26.5 mmons) u xmopua amomuaus (5.30 T, 39.7 mmois). KonOy HarpeBanu npu
160°C B TeyeHue 1.5 4 Ha mpeABapUTEIBHO HArpeToi MacistHO# O0aHe. [locine oXmakIeHHs 0 KOMHATHON TeM-
neparypsl cMech MEIJICHHO 00pabaThIBajy JIeASHON BOJOW M 3KcTparupoBaiu ¢ nomompio EtOAc. Oprannye-
CKHUH CITOW MPOMBIBAJIH ITOCIICAOBATEIFHO BOJIOM M COJICBBIM PACTBOPOM, BBICYIIMBANIK HAJl 0€3BOAHBIM NaySOy,
(UIBTpOBANK M KOHIICHTPHPOBAIH B BakyyMe. [1oMydeHHBIH OCTaTOK 3aTeM OYHIIAIU (IdmI-xpoMarorpadueit
(cunmkarens, 30% STUIAIeTaT B TeKCaHe) ¢ MOJIYYCHHEM yKazaHHOTO B 3aroyioBke coenunenus (3.1 r, 70%) B
BUJIE TBEpIOro BemecTBa. MS: 166.0 (M+H)'.
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[C] 6-bpom-8-drop-3,4-quruapo- 1 H-xuHOIMH-2-0H
F

Br

ITpu 0°C k pactBopy 8-pTop-3,4-murunpo-1H-xuronmn-2-ou (0.52 r, 3.2 mmois) B DMF (5 M) mo6aBis-
mu mo karwsim NBS (0.62 1, 3,5 mmons). TlonydeHHy0 peakiiMOHHYI0 CMeCh TIepEeMEITUBAIA TPH KOMHATHOU
TeMmImeparype B TedeHue 12 4, mocie dero ee oOpabarbiBamy BoIOW. BrImaBmiee B ocagoK TBEpAOE BEIIECTBO
cobupanu punbTpanneii, mpPOMBIBaIN 3QUPOM U BEICYIITHBAIN B BAKyyMe C IOIyYeHHEM YKa3aHHOTO B 3ar0JI0B-
ke coequnenus (0.65 r, 85%) B Buze 6emoro TBepaoro emectsa. MS: 244.1 (M+H)'.

[D] 6-Bpom-8-drop-1-merun-3,4-murunpo- 1 H-xuHommH-2-0H

F
oM

Br

PactBop 6-6pom-8-¢hTop-3,4-nurnapo-1H-xuHonnH-2-0oHa (0.21 , 0.86 Mmmoins) B DMF (2 mi1) 06pabathi-
Bayn Tper-0yTokcuaoM kamus (0.19 1, 1.72 mmons) npu 0°C. IMoxydeHnyro cmech nepemermBany npu 0°C B
teyenne 30 MuH, ocie yero no6apnstu MeTmmoans (0.18 r, 1.29 mmoms). [lepemermmBanyu B TedeHue 2 9, Mo-
CJIe 4eT0 PEaKIMOHHYI0 cMeCh 00pabaThIBalId BOJIOW, SKCTparupoBain ¢ momoirsio EtOAc, mpomMbIBaiiv mocie-
JIOBAaTEIILHO BOAOH M COJIEBBIM PAaCTBOPOM M BBICYIIMBAIH HaJ O6e3BoaHbM Na,SO,. Ilocie ynanenus pacTBopH-
TeJs TIPH MMOHIKEHHOM JIaBJICHWH, HeounmeHHBIH npoaykT (0.18 r, 80%) momyganu B Buae 0eIoro TBEPIOTO
BemecTBa. MS: 258.0 (M+H)".

[E] 8-®Top-1-MeTrn-6-(4,4,5,5-terpamerun] 1,3,2 | arnokcadboponan-2-wi)-3,4-auruapo- 1 H-xunonuH-2-0H

Cmecp  6-0pom-8-rop-1-metun-3,4-nqurunpo-1H-xunonuu-2-ona (0.18 1, 0.36 w™momb), Owuc-
(mmHakonato)ubopona (0.25 r, 1.05 mmons), 1,1'-Ouc-(mudenundocduno)dpeppoueH-auxnoprnamiagus(ll)
(28.6 mr, 0.035 mmomnb) n anerara kanus (0.21 r, 2.1 MMoib) B AnokcaHe (3 MiI1) HarpeBaJll P MHUKPOBOJIHO-
BoM o0myuenun npu 100°C B teuenue 3 4. [Tocne pasbasnenus c nomouipio EtOAc opranndeckuii cio mpo-
MBIBQJIM BOJIOW, BRICYIIMBAJIN HaJ 0e3BOJHBIM Na,SO4 U KOHIIEHTPUPOBAIH B BakyyMe. OCTaTOK 3aTeM OYHIIa-
mu ipm-xpomarorpadueit (cunukarens, 30% >TuiameraT B reKCaHe) C MOTyYeHHEM YKa3aHHOTO B 3ar0JIOBKE
coemurenus (0.15 T, 70%) B Buae 6emoro TBepaoro Bemectsa. MS: 306.2 (M+H)'.

[F] [5-(8-DTOp-1-MeTHn-2-okco-1,2,3,4-TeTparuapOXuHOINH-6-HT)TAPUANH-3-UIMETHI |aMUIDTAH CYIlb-

(HhOHOBOM KHUCITOTHI
F
|

N2
AN N~ S\/
| H
N/

Cmecw  8-dprop-1-metmin-6-(4,4,5,5-retpamernn| 1,3,2 | anokcaboponan-2-mn)-3,4-muruapo- 1 H-xuronuH-2-
oHa (20 mr, 0.066 Mmounb), (5-OpoMIMPHUINH-3-HIMETHI)aMHIa ATaHCYJIL(OHOBOH KUCIOTHI (POMEXYTOYHBIH
nponykt A-11, 27.4 mr, 0.098 Mmoib), ouc-(tpudenmndpochun)namanusi(ll) xmopuna (4.6 mr, 0.0066 MMoIB) 1
BOJHOTO pacTBopa kapOonara Hatpus (2H, 0.07 mir) B DMF (1 mit) HarpeBanu npu MEKPOBOJIHOBOM OOJy4EeHUH
npu 120°C B teuenne 30 muH. [lonydeHHyI0 peakMOHHYIO cMech 3aTeM pa3basisii ¢ nomouipio EtOAc, mpo-
MBIBAJIN BOJOH, BBICYIINBAIN HaJl CylIb(aTOM HATPUsl M KOHIIEHTPHPOBAIN B BakyyMe. OCTaTOK OYHIIAIH B XO-
ne npenapatusHoit BOXKX ¢ momyuenneM ykazaHHOTO B 3arojoBke coenuHenus (12.4 mr, 50%) B Bumge 6emoro
TBeporo BemecTsa. MS: 378.1 (M+H)".

IIpumep 209.

[5-(8-Xmop-1-MeTun-2-okco-1,2,3,4-TeTparuipOX *HOJIMH-6-1T) TUPUINH-3-MIIMETHI |aMUAIATaH  CYIb(o-
HOBOH KHCIOTBI

o 0

N/
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[A] N-(4-Bpom-2-xmopdeHn)-3-XI0pIponoHaMH]

Br\@CI o
H)K/\CI

K pactBopy 4-0pom-2-xnoppennnamuna (32 r, 0.15 mons) n nupununa (13.45 1, 0.17 mons) B DCM (200
MJT) 10OaBIISUTH 10 KaIuisiM 3-XsoprporuoHmxiopun (21.65 r, 0.17 mons) npu 15°C. IlepemenmiBany npu KoM-
HaTHOI TemImeparype B TeueHue | 4, mocje 4ero cMech MPOMBIBATIM BOJOM U 3aTEM XJIOPOBOAOPOAHOM KUCIOTOM
(2n., BoaHBIN pacTBOp). Oprannveckuii cioi BeICymnBany Hax O6e3BogHbM Na,SOy4, GuieTpoBany, u KOHIEH-
TPUPOBAJIH B BaKyyMe C MOJy4YEeHHEM YKa3aHHOTO B 3arojoBke coenuaeHus (10.9 r, Berxox: 90%) B Buge 6eoro
TBEPJIOTO BEIIECTBA.

[B] 6-bpom-8-xmop-3,4-nurunpo-1 H-xuHomuH-2-0H

Cl

H
o) N

Br

B xon6y ma 500 My ¢ MarHMUTHOHW MeEINANKOW, BBICYHNICHHYIO IUIaMEHEM, BHOCHIM N-(4-Opom-2-
xnop¢enmn)-3-xmopnpornuonamuz (29.7 r, 0.1 mons) u xiopux axromunus (53.3 r, 0.4 mons). Kondy HarpeBanu
npu 140°C B Teyenue 1 4 Ha mpeaBapUTENIFHO HAarpeToi MacisHoil 6ane. [locne oxmaxkaeHUs 10 KOMHATHOM
TeMITepaTypbl CMECh MEUICHHO 00padaThIBain JIEASHON BOJOH M SKCTparupoBaiy ¢ nomouipio EtOAc. Oprann-
YEeCKUI €0 IOCIeoBaTeNbHO MPOMBIBATHM BOJOH M COJEBBIM PAacTBOPOM, BBICYIIMBAIM HajJ OE3BOAHBIM
Na,SO,4, unbTpoBaTM W KOHICHTPUPOBATM B Bakyyme. [loMydeHHBIH OCTATOK 3aTeM OYHMINAIHA (IIdIII-
xpomarorpadueii (cummkarens, 30% dTunaneraTr B TeKCaHe) C MOJYYCHHEM YKa3aHHOTO B 3aTOJIOBKE COCIHHE-
Hus (7.0 T, 27%) B BuIe 6esoro TBEPAOTO BEIIECTBRA.

[C] 6-Bpom-8-xmop-1-meTun-3,4-nuruapo-1 H-xunonuH-2-oH

Cl
o

Br

PactBop 6-6pom-8-x110p-3,4-nurunpo-1H-xunomun-2-oxa (7.0 T, 26.9 mmons) 8 DMF (100 mit) o6padathI-
BayM TpeT-OyTokcumoM Kanust (6.0 r, 53.8 mmouns) npu 0°C nopumsimu. [TosrydeHHYI0 cMech TepeMENINBAIIN TIPH
0°C B Teuenue 30 muH, nocne yero pobasisu Metmmoann (5.0 T, 35.0 mmoin). IlepememiBany B TeueHue 12
Y, 10CJIe YEero PeakLMOHHYI0 CMech 00pabaThIBajM BOAOH, SKcTparupoBaiu ¢ nomompbio EtOAc, mpombiBanu
BOJIOH M COJIEBBIM PAcTBOPOM IOCJIE0BATENBEHO U BHICYIIMBAIN Hax 6e3BogHbM Na,SO,. [Tocne ynanenus pac-
TBOPHTEIIS TIPU TIOHM)KEHHOM JIaBJICHHUH TOJTy4all HEeOYHIeHHbIH mpoaykr (3.3 1, 45%) B Buxe 6enoro TBepo-
TO BEILIECTBA.

[D] 8-Xnop-1-meTtun-6-(4,4,5,5-rerpamernin| 1,3,2 | mnokcaboponan-2-un)-3,4-quruapo- 1 H-xunonnH-2-o1

Cl
o

Cmech  6-Opom-8-xiop-1-metnn-3,4-quruapo-1H-xunomnu-2-osa (0.23 1, 0.84 w™momp), Ouc-
(muHakomaTo)aubopona (0.255 1, 1.01 mmoms), 1,1'-6uc-(mudenmidochuno)deppouen-muxmopmamianus(Il)
(30.7 mr, 0.04 mmone) u aneraTa kaiwst (0.247 T, 2.52 MMoITb) B irokcaHe (5 MIT) HarpeBalii MIPH MUKPOBOJIHO-
BoM o0Omydenun rpu 80°C B Teuenue Hou. [locine pasbdasnenus ¢ nmomoisto EtOAc opranudeckuii cioi mpo-
MBIBAJI BOJIOH, BBICYIIMBAIH Hax O0e3BOAHBIM Na,SO, M KOHIIGHTPHPOBAIM B Bakyyme. OCTaTOK 3aTeM O4YHINa-
m ¢un-xpoMaTorpadueit (cunukaresns, 30% STHiIaneTaT B reKcaHe) ¢ MOJYYEeHHEM YKa3aHHOTO B 3ar0JIOBKE
coemquaeHus (0.17 1, 63%) B Bue 6e1I0r0 TBEPAOTO BEIICCTRA.

[E] [5-(8-Xnop-1-meTnin-2-okco-1,2,3,4-TeTparuipoXuHOINH-6- 1) TUPUANH-3 -WIMETHI |aMAAdTaH CYJlb-

(hOHOBOW KUCIIOTEI
Cl
|

NYZ2
X N~ S\
| H
/
N
K pacTBopy 8-xmop-1-merun-6-(4,4,5,5-rerpamernin| 1,3,2| anokcadbopomnan-2-uin)-3,4-murunpo-1H-
XUHONUH-2-0Ha (160 mr, 0.5 MMonb) U (5-OpoMIHpPUANH-3-HIMETI)aMHIIa 3TAHCYIb(OHOBON KUCIOTHI (IIPO-
MEXKYTOUHBIH TpoaykT A-11, 158 wmr, 0.6 mmoms) B DMF (3 mi) B atmocdepe aproHa noGaBimsuim Owc-
(tpudennndochun)nammaguit(Il)xmopun (4 mr, 0.05 Mmmonb), a 3atrem 1H. Bognbii pactBop Na,COs (1 mm). ITo-
JTy4EeHHYIO PeaKIMOHHYI0 CMECh 3aTeM HarpeBajl NMpH MHUKPOBOJHOBOM oOmydennn mpu 110°C B Tedenue 45
MuH. [locne oxmakaeHus 10 KOMHATHOW TeMItepaTyphl peakKIMOHHYI0 cMech pazbaBisumi ¢ moMotibio EtOAc (5
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MJI) ¥ BIMBAJIM B HachIleHHBIH BoaHbIH pacTBop NaHCO; (10 mur). BoaHslii cioit aKcTparupoBaiy ¢ MOMOIIBIO
EtOAc (3x5 mu). OObeTMHEHHBIE OPTAaHUYECKHE CJIOW TIPOMBIBAIN BOJON M COJIEBBIM pacTBOpoM (20 MiI), BEI-
cymmBany Hajx 6e3BoaHbIM Na,SOy4, GritbTpoBany M KOHIEHTPUPOBAIN B BAKYYME C MOJTyUYCHHEM HEOUYHIIEHHO-
To NMPOAYKTa, KOTOPBIH 3aTeM OUUINANM B X0J¢ ImpenapaTuBHoi BOXKX ¢ monydeHneMm yka3aHHOTO B 3arOJOBKE
coemuHeHns (65 MT, 45%) B BuIE Genmoro TBepaoro Bemecta. MS: 394.1 (M+H)'.

ITpumep 210.

[5-(5-®Prop-1-MeTnn-2-okco-1,2,3,4-TeTparuipOoX *HOIMH-6- W) TUPUIUH-3-WIMETHII [aMAZIDTaH  CYIb(O-
HOBOH KHCIOTBI

F 7

[A] 3-Xn0p-N-(3-dbrop-henun)npormnoHamMu

H
F NWC|
AOR!

K pacrBopy 3-¢Topanmiuna (10 M1, 104.02 mmons) B DCM (100 mit) nobasisumi upuaus (21 mi, 260.2
MMOJIB) 1 3-xjoprpornuonunxiopus (12 mi, 124.4 mmons). PeakiimoHHYI0 cMech IepeMEIINBaIIA B TCUCHHE 3 U
IpY KOMHAaTHOH TeMIIepaType A0 MOJHOTO MCYE3HOBEHMS HCXOAHOrO BemlecTBa, Mo AaHHbIM LC-MS. Peaxiu-
OHHYIO CMeCh 3aTeM pazbaBisui ¢ moMomsio HyO u sxcTparupoBanu ¢ nomomsio EtOAc. Oprannueckuid cinoi
BBICYIIMBAJIN HaJ 0e3BOAHBIM Na,SO, U KOHLEHTPHUPOBAIHM B BaKyyMe C IOJyYCHUEM YKa3aHHOTO B 3arOJIOBKE
COEIMHEHUs B BU/IE TBEPAOTO BellecTBa. Ero McIoap30Baau Ha cleAylomeil craanu 6e3 TOMOIHUTEIbHOW 04n-
CTKH.

[B] 7-®top-3,4-muruapo-1H-xunonuH-2-0o0 (coemuuenue A) u S-¢rop-3,4-murunpo-1H-xuHomHMH-2-0H

(coemunenvie B)
H
H N.__O
F

( coemmmenne A ; (¢ coeannetne B

B kon0y Ha 50 M3 ¢ MarHMTHOH MEIIAJKOW, BBICYIICHHYIO IUTaMEHEM, BHOCHIN 3-Xi0p-N-(3-dhrop-
¢ermm)nponmonamun (10 r, 49.6 mmons) u AICI; (23.1 1, 173.6 Mmons). Konby narpeBamu mpu 120~125°C B
TEUeHHE 2 4 Ha IpeIBapUTEIbHO HArpeToil MacisiHO# OaHe N10 3aBepIICHHS PEaKIMd, YTO OTCIEKHUBAIU C MO-
mompto aHanm3a LC-MS. Tlocne oxnakneHus 10 KOMHATHOM TeMIeparypbl cMech MEUICHHO 00padaThIBajIH
nenssHoR Bogoi. [locne skcrpakimu ¢ momotibio EtOAc o0beIMHEHHBIE OPTaHMYECKUE CIIOU TTOCIIEA0BaTEIHHO
MIPOMBIBAJIA BOJIOW M COJIEBBIM pacTBOpOM. OpraHUdecKuid CJIOM BBICYIUBAIK Haa 0e3BOAHBIM Na,SO,, GriIbT-
POBaJM ¥ KOHIICHTPHUPOBAIM B BaKyyMe ¢ HOJTYYECHHEM OeI0TO TBEpAOTO BEIIECTBA B BH/E HEOUHIIIEHHONW CMECH
JIBYX PETHOM30MEPHBIX MPOAYKTOB (A:B) B cootHomenunu 5.3:1. (7.63 1, 93.2%).

[C] 7-®rop-1-meTnn-3,4-nuruapo- 1 H-xunonuu-2-0H u 5-prop-1-metnn-3,4-quruapo- 1 H-xuronuH-2-0H

|
| N (0]
F

coeanHeHne A " (' coepmmenve B

K nensHOomMy pactBOopy cmecu 7-¢rop-3,4-nuruapo-1H-xunonun-2-oma u  5-drop-3,4-auruapo-1H-
xuHONMMH-2-0Ha (16.5 T, 0.1 Mosp) B DMF (200 mu1) 106aBisii qByMS IOPIUSIMU TpeT-OyTokcua kamust (22.4 T,
0.2 monp). Peakmmmonnyro cMmech nepementuBam npu 0°C B Teuenne 30 MuH, mocine dero mobdasmsm Mel (25.4
T, 0.18 Moip). [To OKOHUAHWHM BHECEHHS PEaKIIMOHHYIO0 CMeCh MeuIeHHO noBoamin 10 KT u mepememmBany npu
KT B Tedyenne nHoun. 3areM ee pazbanisumm ¢ momoirsio EtOAc (500 mur) 1 BnuBanmm B 200 Mot 1 M BogHOTO pac-
tBopa HCI. ITocne sxcrpakumu ¢ momomsio EtOAc (200 mi, 3x) 00beANHEHHBIE OPTraHUYECKHE CIION MPOMBIBa-
JIU COJIEBBIM PAacCTBOPOM, BBICYIIMBAIN Haa 0e3BOTHBIM Na,SO,, GriibTpoBamu M KOHIICHTPUPOBAIH B BAKyyMe C
MOJy9YCHHEM HEOUYHIIICHHOTO YKa3aHHOTO B 3ar0J0OBKe coennHeHHs B Buae macina (16.0 r, 89%). Ero ucnomis3o-
BAJIM HA CIIEYIOIIEH cTaqun 0e3 JOTMOTHUTEILHON OUMCTKH.
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[D] 6-bpom-7-¢pTop-1-meTnin-3,4-auruapo-1H-xunonun-2-oH u 6-6pom-5-drop-1-mernn-3,4-guruapo-1H-

XHHOIWH-2-0H

( coeauHeHue A (¢ coe.ﬂMHeHMeB

K nensnoMy pacTtBOpy cmecu 7-(1)T0p-1—MeTHn—3,4—[11/Ir1/1z1p0—1H-an0nnH—2-0Ha u 5-grop-1-mermin-3,4-
quruapo-1H-xunonun-2-ona (16.0 T, 89.4 mmous) B8 DMF (200 M) no6asistin NBS (16.0 T, 89.4 mmons). Ilo
OKOHYaHHHU BHECEHMsI peakIMOHHYI0 cMech HarpeBayiu 10 KT m nepememmBanu B Teuenue 3 4. Korza, o nan-
oM LC-MS, peakius Oblta 3aBepiieHa, cMech pa3dapisiu ¢ moMornbio EtOAc (500 mi) u BimuBanu B 500 Mt
BOJBL. BomHBIN cloif 3aTeM 3kcTparupoBaiu ¢ momoiesio EtOAc (200 mi, 3x). OObeIMHCHHBIC OPTaHUYCCKUE
CJIOM TIPOMBIBAIIM COJIEBBIM PacTBOPOM, BBICYIIHMBAIH Hall Na,SO,4, GUIBTPOBANN W KOHIICHTPHPOBAIH B BaKyy-
Me C TOJy4YeHHEM HEOUYHIEHHOTO, YKa3aHHOTO B 3arojioBKe coenmHeHue B Buae Macna (18.0 r, 78%). Ero uc-
TIOJIF30BAJIH HA CIIEAYIOMIEH cTaany 0e3 JOMOTHUTEIBHON OUNCTKH.

[E] [5-(5-@Top-1-meTun-2-okco-1,2,3,4-TeTparuapoXuHOTHH-6-1I ) TAPUINH-3 -HIMETHI |aMUIITaH  CYJIb-
(HhOHOBOH KHUCITOTHI

RV
X N~ S\/
| H
F Pz
N
ITo anamoruu co crmocoOOM, ONMMMCAHHBIM TSI TIOYYCHHS MPOMEKYTOIHBIX MpoaykToB A-1 [B], cMech 6-
o6pom-7-dTop-1-meTmi-3,4-nuruapo- 1 H-xunonuu-2-o1a u 6-6pom-5-dprop-1-metnn-3,4-nquruapo- 1 H-xuHommH-
2-oHa BBOAWIHN peakiuio ¢ 4,4,4',4',5,5,5',5'-okrameTi-2,2'-6u(1,3,2-1uoxcaboposiaHoM) B IPUCYTCTBUH arleTa-
ta kanmsa 1 PdCl,(DPPF)-CH,Cl,, m mpoayKT 3TOi peakuyu 3aTeM BBOAWI B peakiuio ¢ (S-OpommupuanH-3-
WIMETWII)aMU/IOM 3TaHCYJIb(OHOBOH KHCIOTHI (MPOMEXKYTOUYHBIH MpoayKT A-11) mo aHajsoruu co crocoOom,
OIMCAaHHBIM JUISl TIOJTyYECHHUS] COeIMHEHHs B TpuMepe 45. HeounieHHsIi NpOAyKT peakiuy OTAESUIH ¢ TOMO-
mplo npenapatuBHoit BOXKX ¢ momywenmem [5-(7-¢drop-1-mermn-2-okco-1,2,3,4-TeTparujpoXHHOIMH-6-
W) IMPUANH-3-WIMETHI|aMHUIa STaHCYIB(OHOBOW KHCIOTHL (puMep 16), a Taxke yKa3aHHOTO B 3aroJIOBKE
coelMHEHUs B BUJE 6eoro Tepaoro semectsa. MS: 378.1 (M+H)".
ITpumep 211.
[5-(7-®rop-1-MeTnn-2-okco-1,2,3,4-TeTparuipoX *HOTUH-0-WIT) TUPHUTUH-3 -WIMETHI |METUIIaMHU I TaH
CyIb(HOHOBON KHCIIOTHI

RV
X N/S\/
)
N
K pactBopy [5-(7-prop-1-metnn-2-okco-1,2,3,4-TeTparuApOXuHOINH-6-WIT) THPHUIAH-3 -UIMETHII |aMH1a
3TaHCYMB(OHOBOK KUCIOTHI (pumep 16, 0.15 1, 0.39 mmons) B DMF (5 mu1) mo6aBisiimi TpeT-0yTOKCH, KaJns
(67.2 mr, 0.60 mmomnn) pu 0°C. IomyderHnyto cmech nepeMemuBany B Teaenrne 30 mun npu 0°C, mocie gero
nobaBns o KarusiM Metuiauoaua (84.6 mr, 0.6 mmodns). [lepememBany B TeueHne 2 4, TOCIEe YO0 CMECh
o0OpabaTeIBaJIM BOJIOW M dKCTparupoBanu ¢ momoisio EtOAc. O0bennHEHHBIE OPTAaHUIECKUE CIIOU 3aTEM TI0-
CJIEZIOBAaTENIFHO MTPOMBIBAIH BOJOH M COJIEBBIM PACTBOPOM, BEICYIIMBANU Hax 0e3BOIHBIM Na,SO,4 1 KOHIICHTPH-
poBamu B BakyyMme. OcTaTok 3ateM ouwmIinamu (iudm-xpomarorpadueli (cunmmkarens, 5% METaHON B JUXJIOpMe-
TaHe) ¢ MOJYYCHHUEM YKa3aHHOTO B 3aroyioBke coeamneHus (93 mr, 60%) B Buae 0elOTro TBEPAOTO BEIECTBA.
MS: 392.1 (M+H)".
ITpumep 212.
N-[5-(7-®PT0p-1-MeTHn-2-0kco-1,2,3 ,4-TeTparnAPOXMHOINH-6-IT) TUPUIHH-3 -HIMETHII | IPOITMOHAMU

[0}

[A] N-(5-BpoMmupuayH-3 -HIMETHI ) TIPOTTHOHAM AT
[0}

Br N NJJ\/

| H
/
N
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K pactBopy nponnonamua (146 mr, 2.0 mmons) B DMF (10 min) no6asmnsimn NaH (61 mr, 2.4 MMoIp) nipu
0°C m peakunmoHHyI0 cMech nepeMemmBany B TedeHue 10 MuH, mocne dYero nobGaBmsm  3-Opom-5-
XJIOPMETHITTUPUINH (TTPOMEXKYTOUHBIH MPOayKT A-12 [A], 412 wmr, 2.0 Mmons). [ToydeHHYI0 peakIMOHHYIO
CMech IepeMeIINBaIN TPH KOMHATHON TeMIepaType B Te4eHHe | 9, mocie 4ero Mo0aBisiIi BOXy. 3aTeM peak-
IIHOHHYIO CMECh dKCTparupoBanu ¢ nmomombio EtOAc u 00beArHEHHBIE OPTaHUYECKHUE CIIOW BBICYIIUBAIIN HAJl
06e3BoaHBIM Na,SO,;, (QuibTpoBamM W KOHIEHTPUPOBATHW B BakyyMe. OcTaTok 3aTeM oudIiand (Gidi-
xpomarorpadueii ¢ morydeHneM yKka3aHHOTO B 3arojioBke coenuaeHus (400 mr, 82%) B BuIe TBEpIOTO BEIIECT-
Ba.

[B] N-[5-(7-DT1Op-1-MeTun-2-okco-1,2,3,4-reTparu ApOXuHOINH-6-1IT) TUPUANH-3-UIMETHI |IPOITHOHAMU

I
0s N F o
N
| H
P
N

K cmecu 7-drop-1-metun-6-(4,4,5,5-rerpamermn| 1,3,2 ] auokcadoponan-2-mn)-3,4-gurunpo- 1 H-xuHonuH-
2-oHa (MPOMEXYTOUHBIH MpoaykT A-22, 168 r, 0.55 mmonb) u N-(5-OpomrupuanH-3-UIMeTHI1)IPONHOHAMH 1A
(122 wmr, 0.5 mmons) B DMF (3 mi1), 4epe3 KOTOpyIO NpOIyBajdd aproH B TedeHHWE | MUH, NOOaBIsLIH OHC-
(tpudennndochun)nammaauii(Il) xaopux (38 mr, 0.054 mmois) u 1H. BogHBINH pacTBop Na,CO; (2.5 mi). 3atem
MOJIYYEHHYIO PEaKIIMOHHYI0 CMECh HarpeBalld MPU MUKPOBOJIHOBOM 00mydeHuu mnpu 110°C B Teduenue 45 MuH.
TToce oxnakaeHust 10 KOMHATHOH TeMIepaTyphl, ee pa3dapisum ¢ momonisio EtOAc (5 M) u BimuBanu B Ha-
colmeHHbI BogubIi pactBop NaHCO; (10 mur). Boansrii cioif sxctparupoBanu ¢ momousio EtOAc (3x5 M), u
00BeIMHEHHBIE OPraHUYECKHE CJIOU TPOMBIBAIIA BOJIOW M COJIEBBIM pacTBOpoM (20 mir), BEICYIITUBAIH Haz 0e3-
BoAHBIM Na,SO,4, GUIBTPOBATHM U KOHIIEHTPHPOBAIN B BakyyMe. OCTaTOK 3aTeM OYHWIIAIN B XOJIe MPEnapaTHB-
Hoit BOXXX ¢ momyuennem ykazaHHOTO B 3arosioBke coexauneHus (30 mr, 18%) B Buzme Gemoro TBepAoOro Bere-
ctBa. MS: 342.1 (M+H)".

ITpumep 213.

(pam)-N-{1-[5-(7-Dr1op-1-meTmn-2-0kco-1,2,3 ,4-TeTparupOXuHOIMH-0 -1 ) TUPUIAH-3 -
WI|3THIT } IPOTIMOHAMUJT

O _N F o
NP
| H
~
N

[A] 5-Bpom-N-MeTokCH-N-MeTUITHUKOTUHAMUL
0]

Br. .0

K pactBopy 5-0pom-HukoTHHOBOW Kncnots! (2.02 r, 10 Mmmoins) n O,N-nmumerunruapokcuinaMuna (670 wmr,
11 mmons) 8 DMF (100 M) no6aensiin HOBt (400 mr, 0.3 mmons), EDCI (2.09 1, 11 mmons) u Et;N (1.11 1, 11
MMoub). TlosydeHHyI0 cMech TepeMeIlnBail IpH KOMHATHOW Temmeparype B TeueHne 1 4. K peakuuoHHOM
CMecH J00aBIISUIA BOJY M dKCTparupoBam ¢ moMotbio EtOAc. Opranndeckuii clioi MpOMBIBAIIN COJIEBBIM pac-
TBOPOM, BBICYIIMBAJIW Hal 0e3BOAHBIM Na,SO4, GUIBTPOBATN M KOHIIEHTPUPOBAIX B BakyyMme. OCTaTOK 3aTeM
ounmanu (im-xpomarorpadueiil ¢ MoJydeHHEM yKa3aHHOTO B 3arojioBke coenuHenus (2.08 r, 85%) B Bume
TBEPJIOTO BEIIECTBA.

[B] 1-(5-BpommupuanH-3-mn)3TaHOH

Br. X

| ~
N

K pactBopy 5-6poM-N-metokcu-N-mermmaukoTuHamuaa (2.08 r, 8.5 mmoins) B THF (20 mum) noGassiin
MeMgBr (1.52 1, 12.75 mmons) nipu -78°C. [1o okOHYaHUHM BHECEHUS PEAKITHOHHYIO CMECh IMEePEMENINBATN TIPH
KOMHATHOW TeMIIepaType B TeUeHHE 2 4, TIocTe Yero raciu Bonoit. [locie axctpakimu ¢ momonisio EtOAc op-
TAaHUYECKHUHA CIIOW MPOMBIBAIN COJEBBIM PACTBOPOM, BBICYIIUBAIM Hal 0e3BOAHBIM Na,SO, dumbTpoBanu u
KOHIICHTPUPOBAIXA B BakyyMme. OCTaTOK 3aTeM OYHMIIAIN (dII-XpoMaTorpadueil Ha KOJOHKE C MOTyYCHHEM
yKa3aHHOTO B 3aroyioBke coenunenus (1.5 T, 88%).

[C] (par)-1-(5-bpomnupuanH-3-mi1)3THIaMUH

Br | N NH
/
N

- 110 -



035757

K pacrBopy 1-(5-0pomnupuann-3-mn)stanona (400 mr, 2 MMOIIb) B METaHOJILHOM pacTBope ammuaka (10
wit) no6asistiu Ti(O-iPr)y (1.14 1, 4 MMmoib). [ToxydeHHYIO peaKIIMOHHYIO CMECh BBIJEP)KUBAIM MPU TEMIIEpa-
Type QuierMbl ¥ iepeMentuBaiy B Tedenre Houu. [Tocne oxnmaxknenus npu 0°C k cmecu no6asismn NaBHy, mo-
BOJIWJIN €€ 0 KOMHATHOM TeMIIepaTyphl M TEepeMeNInBaii B TeueHue 3 4. Jo0aBmsny BOAY W PEaKIMOHHYIO
cMech 3KcTparupoBayid ¢ momonnsio EtOAc. Opranwdueckuii CJIOH MPOMBIBAIM BOJOH M COJIEBBIM PACTBOPOM,
BBICYIIMBaIH Haja 0e3BoMHBIM Na,SO,, GUIbTpoBaIM M KOHIICHTPUPOBAIN B Bakyyme. Ero HemocpeacTBEHHO
WCIIOJIB30BAJIH Ha CIIEAYIONel cTaany 0e3 JOTIOIHUTEIEHOW OYUCTKH.

[D] (pam)-N-[1-(5-bpomMmmpuaiH-3 -11)3THII | IPOTTHOHAM U

0
Br. N N)]\/
H

7
N

IIpu 0°C x pactBoOpy (pai)-1-(5-6pommupunua-3-mn)sTmwiamMuna (201 mr, 1 mmone) u Et;N (153 mr, 1.5
MMoutb) B DCM (10 mur) moGasimsiiii o KarwisiM nporroHwtxinopua (138 mr, 1.5 mmons). PeaknnoHayto cMech
TepeMeIInBaIi P KOMHATHOHM TeMIepaType B TeueHue | 9, mocie 4ero ee KOHIEHTPHPOBaH focyxa. OcTaTok
niepepacTBopsi B EtOAC 1 ipoMBbIBaIIM BOJIOW W COJICBBIM PACTBOPOM, BBICYIIMBAIHN HaJ 0e3BOAHBIM Na,SOy,
(UITHTPOBANTHM M KOHIEHTPHPOBAIN B BakyyMe. OCTaTOK OYHIAIH (IIdII-XpoMaTorpadueil Ha KOJOHKE C TOTy-
YCHHUEM YKa3aHHOTO B 3aroyioBke coenuHenus (200 mr, 78%).

[E] (pam)-N-{1-[5-(7-®1op-1-MeTna-2-okco-1,2,3,4-TeTparuApOXNHOINH-6-WIT) TN PUMH-3 1T | 3THI | -
MPOTTHOHAMHU/T

N Jk/

/

K cmecu 7-¢rtop-1-metmin-6-(4,4,5,5-rerpamernn| 1 3,2]mmokcabopomnan-2-mi)-3,4-quruapo- 1 H-xuronmH-
2-oHa (MPOMEXYTOYHBIH TpomykT A-22, 168 1, 0.55 wmmoms) wm (pam)-N-[1-(5-OpommupuanH-3-
wn)atwi|npormrornamuaa (125 mr, 0.5 mmons) B DMF (3 i), depe3 KOTOpyIO MPOIyBaId aproH B TedeHue 1
MuH, no6aBismu ouc-(Tpudenundochun)nammaaui(Il)xmopun (38 mr, 0.054 mMmonp) U 1H. BOXHBIH pacTBOp
Na,CO; (2.5 mi). 3aTeM NOIYYCHHYIO PEaKIMOHHYIO CMECh HarpeBald MPU MHKPOBOJIHOBOM OOJIyYEHUH IpH
100°C B Teuenue 45 mun. [Tocne oxnmakaeHust 10 KOMHATHOM TeMIepaTypsl ee pa3basisum ¢ nomolsio EtOAc
(5 M) 1 BnuBanM B HackIIIeHHBIH BoxHbIH pacTtBop NaHCO; (10 mur). BoaHsli citoif skcTparnpoBain ¢ IoMo-
mpio EtOAc (35 Mit) 1 00beIMHEHHbBIE OPTAaHUMYECKHE CIIOW TTPOMBIBAIA BOJOW M COJIEBBIM pacTBOpoM (20 M),
BBICYIIMBAJIN HaJ 0e3BoHBIM Na,SO,, GUIbTPOBAIN U KOHIIEHTPUPOBAIH B BakyyMe. OCTaTOK OYMINAIH B XOJC
npenaparuBHoii BOXKX ¢ nonyuennem ykazaHHOTO B 3arosioBke coenunenus (35 mr, 20%) B Buze Oenoro TBep-
noro BemecTa. MS: 356.3 (M+H)".

[Ipumep 214.

TpeT-byTHnoBkIit 3¢dup (S)-3-[5-(2-0kco-1,2,3 ,4-TeTparuapOX HHOIMH-6-FT) TUPUTUH-3 -HITOKCH |-
MUPPOJIUINH- | -KapOOHOBOH KHUCIOTHI

WV\J@\(]/ XuparnbHbIn

Ilo amamoruu co CIOcOOOM, ONMCAHHBIM IS nonyquI/m coequHeHuss B mpumepe 45, 6-(4,4,5,5-
terpameTni-1,3,2-qnokcaboponan-2-min)-3,4-quruapoxuHonua-2(1H)-on  (mpomexyTouHslii  npoxykr A-34)
KOHJIICHCHPOBAJIM C TPeT-OyTHiIoBBIM 3dupom (S)-3-(5-OpoMnupuIrH-3-HIOKCH)TUPPOIHINH- 1 -KapOOHOBOM
KUCIIOTHI (TIPOMEXKYTOUHBIN TPOIYKT A-29) ¢ MOIyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCAMHEHUS B BHJIE TEMHO-
ceporo amop(hHOro TBepaoro semectsa. MS: 410.6 (M+H").

ITpumep 215.

Metwmn-[5-(2-okco-1,2,3,4-TeTparuapoXuHOINH-6-1IT) TUPUIHH-3 -HIMETHII |aMH T 3-XJOpIUpUINH-2-

KapOOHOBOM KHCIIOTHI
H
0 N 0
N
OADY
=
N cl

ITo aHajorumm co cmocoOOM, OIMMCAHHBIM IS TOJIYYCHHS COenuHeHHs B mnpumepe 45, 6-(4,4,5,5-
terpameTni-1,3,2-qnokcaboponan-2-min)-3,4-quruapoxuHonua-2(1H)-oH  (mpomMexyTouHblii  nponykT A-34)
KoHAeHcupoBamu ¢ N-((5-OpoMnupuanH-3-1I)MeTHI)-3-X7I0p-N-METHIIMTUKOINHAMUIOM  (IIPOMEKYTOYHBIH
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npoaykT A-57) ¢ moilydeHHEM yKa3aHHOTO B 3arOJIOBKE COCAWHCHHS B BHJC CBETIO-KOPUYHEBOI'O aMOP(PHOTO
TBepzoro Bemecta. MS: 407.5 (M+H").

ITpumep 216.

[5-(8-Ximop-2-okco-1,2,3,4-TeTparuapoX HHOIMH-6-HJ1 ) TUP AN H-3 -HIME T [METHIIAMHA]],  3-XJIOPITUPHIIH-

2-KkapOOHOBOM KUCIOTHI
Cl
H

O N 0
N
SAN®
=

N/ Cl

ITo amanmoruu co croco6oM, ONMUCAHHBIM ISl TIONY4YeHUsT coeuHeHus B mpumepe 203, meTwi-[5-(2-okco-
1,2,3,4-TeTparuApOXuHOINH-6-1J1 ) TUPUIUH-3-UIMETHI |aMHU T 3-XJIOPIHPUINH-2-KapOOHOBOH KUCIOTHI (ITPUMEP
215) BBoAMNHU B peakiuio ¢ N-XJIOPCYKIMHUMHUIOM C TIOJy4YEHUEM YKa3aHHOTO B 3ar0JIOBKE COSANHCHUS B BHIIE
CBETJIO-KOPHIHEBOTO TBEPAOTO BemecTa. MS: 441.5 (M+H).

ITpumep 217.
[4-Xiop-5-(1-MeTun-2-okco-1,2,3,4-TeTparuipoX uHOIUH-6- 1T ) TUPUTAH-3 -UIMETHJI | aMH]T (R)-2-
METHIITIPOTIaH-2-CyIb(hUHOBOH KHCIOTHI
| XUpanbHbINA
(0] N
Cl (IZI)
X N S
| H
—
N

ITo amanmoruu co crioco6oM, ONMUCAHHBIM JIJISl TIONYyYEHUsSI COeAMHEeHHs B pumepe 45, 1-metnn-6-(4,4,5,5-
terpametnn| 1,3,2]nnokcadboponan-2-wmn)-3,4-quruapo- 1 H-xuHommH-2-0H (MTPOMEXYTOUHBIH MPOayKT A-1) KOH-
nencupoBamn ¢ (R)-N-((5-6pomM-4-XmopupuanH-3-1i1)METHI )-2-MeTHITPOTaH-2-CyTbPUHAMHUIOM (TIPOMEXKY-
TOYHBIN MPOAYKT A-58) ¢ OTydeHHEM yKa3aHHOTO B 3ar0JIOBKE COSAWHEHHS B BHJE OPAHKEBOTO TBEPIOTO Be-
mectsa. MS: 406.4 (M+H").

ITpumep 218.

6-(5-AMuHOMETHIT-4-XJIOPIUPHINH-3-11)- | -MeTHi-3,4-auruapo- 1 H-XxuHOIMH-2-0H THAPOXIIOPHL

O N
cl
| = NH,
NG CH

ITo aHamoruu co cmoco0OM, OTIMCAHHEBIM JUIS TIOJIYYCHUS COCTUHEHUS B puMepe 42, peakuus [4-xmop-5-
(1-meTnn-2-okco-1,2,3,4-TeTparnApoXnHOIMH-6-WIT) TUPUANH-3-UIMETHII |aMUAa (R)-2-meTunmponan-2-
cynb(UHOBOK KHCIOTHI (puMep 217) ¢ XJII0pOBOJOPOIOM (B IHOKCaHE) B METaHOJIE JlaBajla yKa3aHHOE B 3aro-
JIOBKE COEIMHEHHE B BHJIE KEITOr0 TBEPIOro BemecTsa. MS: 302.4 (M+H").

ITpumep 219.

[4-Xop-5-(1-meTun-2-okco-1,2,3 ,4-TeTparnApOX MHOIUH-6-HIT) TUPUIMH-3 -HIMETHI | aMH T 3,5-
TUMETHIIN30KCa30J1-4-KapOOHOBOM KHCIIOTHI

|
0, N
Cl 0]
X N =
| Hjﬁo
N N

K pactBopy 6-(5-amuHOMeTHNI-4-XT0pIUpUIUH-3-1n)-1-meTnn-3,4-quruapo-1H-xunonun-2-o1a  rugpo-
xmopuaa (mpumep 218, 0.05 r, 0.148 mmoins) B cyxom DMF (1 M) go6aensuim EDCI (0.034 1, 0.077 mMMous),
rugpokcnoensorpuazon (0.017 r, 0.077 mmons), ocHoBanme Xynura (0.057 1, 0.443 mmons) u 3,5-
JUMETHIN30Kca30u-4-kapOoHoByto kucnoty (0.021 r, 0.148 MMounb), ¥ MOTy4eHHBIH pacTBOp NepeMeIInBali
IpY KOMHATHOH TeMIlepaTrype B TedeHne 2 4. PeakmoHHyI0 cMech pa30aBisuin ¢ nmomoinsio EtOAc, BiuBaiu B
HachimeHHbI pactBop NaHCOj; (10 mur) u akerparupoBanu ¢ nomotusio EtOAc (2x20 mir). O6beMHEHHBIE Op-
TaHW4YEeCKHe CJIoM BhIcymmBaimu Haj Na,SOy4, ¢unbTpoBanu m BeimapuBaiu gocyxa. OcraTok ouuimany ¢uidii-
xpomarorpadueii Ha cunukaresue, monpoBain rpagueaToM 0-5% MeOH-DCM c momydeHneM yKa3aHHOTO B
3aronoske coequnenns (0.03 r, 48%) B BUIe GECIBETHOrO TBEPIOTO BemecTa. MS: 425.4 (M+H)).

IIpumep 220.

[4-Xiop-5-(1-MeTun-2-okco-1,2,3,4-TeTparuipoX uHOIUH-6- 1T ) TUPUTAH-3 -UIMETHI | aMH]T 3-
XJIOPIHPUANH-2-KapOOHOBOI KUCIOTHI
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[To ananmoruu co cnoco6oM, OIMCaHHBIM /IS TIOJTy4EeHUs COeIMHEHHS B puMepe 75, 6-(5-aMuHOMeTHII-4-
XJIOPIHPUANH-3-10)- | -MeTrn-3,4-quruapo- 1 H-xuronwn-2-0o1 ruapoxiopun (mpuMep 218) KOHIEHCHUPOBAIH C
3-XJopIHPUANH-2-KapOOHOBOH KHCIOTON C MOJIYYCHHEM YKa3aHHOTO B 3ar0JIOBKE COCTMHEHHS B BHIE TPSA3HO-
6eroro TBepaoro BemecTa. MS: 441.3 (M+H").

IIpumep 221.

[4-Metun-5-(1-metmn-2-oxco-1,2,3,4-TeTparuapoXuHOIMH-6-1 ) TAPUANH-3 -HIMETHII |aM U] (R)-2-
METHIIIPOTIaH-2-CyJIb(HUHOBOHN KUCIOTHI

o) N

ITo anamoruu co criocoOOM, ONMMCAHHBIM IS MMOMYYCHHS COSAMHEHHS B npuMmepe 45, 1-metnn-6-(4,4,5,5-
terpameTni| 1,3,2]anokcadboponan-2-min)-3,4-quruapo- 1 H-xuHomuH-2-0H (IpOMEKYTOUHBIH MPOIYKT A-1) KOH-
neHcupoBamu ¢ (5-Opom-4-metunnupuanH-3-wiMeTra)amMuaoM (R)-2-merunnponan-2-cynb(pHUHOBON KHCIOTHI
(MpoMeKyTOUHBIH MPOAYKT A-59) ¢ HOJNydeHHeM YKa3aHHOTO B 3aroJIOBKE COEJAMHEHUs B BHJE OECIIBETHOTO
amopdHoro TBeporo Bemecta. MS: 386.5 (M+H)).

[Tpumep 222.

6-(5-AMUHOMETHII-4-METHIITUPUANH-3-11)- | -MeTn1-3,4-nuruapo- | H-XuHOJIMH-2-0H THAPOXIOPHUT

0) N
X NH,
| ~
N" cH
ITo anamoruu co cioco60M, OTIMCAHHBIM IS TTOJIYICHHS COSAMHEHHS B IpuMepe 42, peakiust [4-MeTw-5-
(1-meTnn-2-okco-1,2,3,4-TeTparnApoX nHOIMH-6-WIT) TUPUANH-3-NIMETHI |aMUAa (R)-2-meTunmponan-2-

CyITb(QUHOBOW KUCIOTHI (TpuMep 221) ¢ XIIOpOBOAOPOAOM (B TUOKCAHE) B METAHOJIC JIaBaia YKa3aHHOE B 3aro-
JIOBKE COEIMHEHHE B BHJIE JKEITOr0 TBEPIOTo BemecTsa. MS: 282.5 (M+H").

ITpumep 223.

[4-Metun-5-(1-metun-2-okco-1,2,3,4-TeTparupoXuHOIUH-6-UT ) TUPUANH-3-UIMETHI |aMU 3,5-
JIUMETHIIA30KCa3011-4-KapOOHOBOM KHUCIIOTHI

|
o) N 0
X N N
| Hj\ﬁtf”
Z (0]
N

ITo anamoruu co crmoco6oM, OTIMCAHHBIM TS TTOJTYICHHS COSAMHEHNUs B ipumMepe 219, 6-(5-amuHomeTw-4-
METWIHPUANH-3-11)- | -MeTnn-3,4-quruapo- 1 H-xuaommH-2-0H ruapoxiopun (mpuMmep 222) KOHIESHCHPOBAIH C
3,5-AMMETHUIIN30KCa3011-4-KapOOHOBOW KHCIIOTOH C MOJYYEeHHEM YKa3aHHOTO B 3aroJIOBKE COCTHUHEHHS B BHIC
rpsi3HO-Gertoro TBepIoro Bemectsa. MS: 405.5 (M+H™).

[Tpumep 224.

[4-Metun-5-(1-metmn-2-oxco-1,2,3,4-TeTparuapoXuHOIHH-6-1 ) TAPUANH-3 -HIMETHII |aM U] 3-
XJIOPITUPUANH-2 -KapOOHOBOH KUCIIOTHI

I
O N 0
N
X N X
N cl

[To ananmorum co cnoco6oM, ONMCaHHBIM /IS TIOJTyYEeHUs] COeIMHEHHS B puMepe 75, 6-(5-aMuHOMeTHII-4-
METWIMUPUIUH-3-11)- | -MeTHi-3,4-murunpo- 1 H-xuHonuH-2-0H ruapoxiopus (mpumep 222) KOHASHCHPOBAIH C
3-XJIOpIHPHIUH-2-KapOOHOBOH KUCIIOTHI C TTOJyYEHHEM YKA3aHHOT'O B 3aroJIOBKE COEIMHEHHS B BHJE OECIIBET-
HOTO TBep/IOTO BemecTBa. MS: 421.5 (M+H").

ITpumep 225.

[5-(7-®rop-1-MeTnn-2-okco-1,2,3,4-TeTparuipoX uHOINH-6-1IT)-4-MeTUIMTUPUANH-3 -uiaMe T Jamun (R)-2-
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METWINPOTaH-2-CyIb()UHOBON KHCIOTHI

[0) N F

ITo anamoruu co cmocodoM, OMHCAHHBIM JUTS MTOMYYCHHS COCTUHEHUS B mpumepe 45, 7-¢hTop-1-MeTimi-6-
(4,4,5,5-rerpamernin|1,3,2]anokcabopomnan-2-muin)-3,4-qurunpo- 1 H-xuHOMMH-2-0H  (IIPOMEKYTOYHBIH  MTPOIYKT
A-22) xoHaeHcHpoBaIU ¢ (5-0poM-4-MeTWIIHPHINH-3-HaMeTHT)aMuIoM (R)-2-metunnponan-2-cynbhUHOBOM
KUCIIOTHI (TIPOMEKYTOUHBIN MPOIYKT A-59) ¢ MONydeHHEM YKa3aHHOTO B 3ar0JIOBKE COCJMHECHHS B BU/IE KOPHY-
HEBOTO aMOP(HOTO TBEP/IOTO BelecTsa. MS: 404.5 (M+H").

ITpumep 226.

6-(5-AMUHOMETHII-4-METUIITTUPUANH-3-11)-7-QTop- 1 -MeTnn-3,4-muruapo- | H-XxuHOJMH-2-0H  THIAPOXJIO-
pun

NH

2

A
| —
N

CH

[To ananorum co crmoco6oM, OMMUCAaHHBIM IS TIOJyYEHHUsT COSAMHEHU B ipuMepe 42, peakius [S-(7-drop-
1-mMeTnin-2-okco-1,2,3,4-TeTparuipoXuHOIUH-6-11)-4-MeTHIIUPUIANH-3 -niMe T Jamuaa (R)-2-meTumponan-2-
CyIb(OHUHOBOM KHCIOTHI (TpuMep 225) ¢ XJIOpPOBOAOPOJOM (B THOKCaHE) B METAHOJIE JaBajia yKa3aHHOE B 3aro-
JIOBKE COEIMHEHNE B BHJIE CBETIO-KOPHIHEBOTO TBEPAOTO BemecTa. MS: 300.5 (M+H).

ITpumep 227.

[5-(7-Drop-1-MeTun-2-okco-1,2,3,4-TeTparuApOXuHOIUH-6-11)-4-METUINUPUANH-3 -UIIME T |aMU T 3-
XJIOPIUPUANH-2 -KapOOHOBOH KUCIOTHI

I
0~_N F 0
N
X N ~
N Cl

ITo ananorum co crmocoOoM, ONMMMCAHHBIM JIJIS TIOJTYICHHS COSTUHEHMsSI B IpuMepe 75, 6-(5-aMuHOMeTHI-4-
METWIHPUANH-3-11)-7-pTop-1-MeTnn-3,4-muruapo- 1 H-xunonmnH-2-0H ruapoxiaopus (mpumep 226) KOHIACHCH-
poBai ¢ 3-XJIOPIUPUANH-2-KapOOHOBOH KHCIOTOH C IMOydeHHEM YKa3aHHOTO B 3aT0JIOBKE COCIMHEHHUS B BUIC
GecIBETHOrO TBEPOro BemecTsa. MS: 439.4 (M+H").

ITpumep 228.

[4-Xnop-5-(1-meTnn-2-okco-1,2,3,4-TeTparnApoX THOINH-6-1IT) TUPUANH-3-HIMETHI [ME THIIAMH] 3-
XJIOPIUPUANH-2-KapOOHOBOW KHUCIIOTHI

|
0O N
Cl (e} Cl
| AN N | X
|
Pz N
N 7

ITo ananmoruu co croco6oM, OITMCAaHHBIM IS ITOJIYIeHUS coeTMHEHUs B ipuMepe 195, [4-xmop-5-(1-meTwi-
2-0kco-1,2,3,4-TeTparuipOXMHOIMH-6-FJ) TUPUINH-3-HIMETIII |aMU 3 -XJIOPIHPUINH-2-KapOOHOBOH KHCIOTHI
(mpumep 220) BBOIWIN B PEAKITUIO C THAPHIOM HATPUS U METHIIHOAHIOM C TIOTYYCHHEM YKa3aHHOTO B 3ar0JIOB-
Ke COeIMHEHUS B BUE TPsI3HO-010T0 TBEpIOTO BemecTa. MS: 455.1 (M+H+).

ITpumep 229.

Merun-[4-metun-5-(1-merun-2-oxco-1,2,3,4-TeTparuJpOXMHOINH-6- T IUPUIMH-3 -HIMETHI | aMH ] 3-
XJIOPITUPUANH-2 -KapOOHOBOH KUCIIOTHI

|
O N o
| X N | N\
I
N/ Cl Z

[To anayormu co CrocoOOM, OTIMCAHHBIM IS TOJYYCHHS COeAUHEHHs B mpumepe 195, [4-metmn-5-(1-
MEeTHIT-2-0KC0-1,2,3,4-TeTparuip X MHOIMH-6-FJT ) TUPUINH-3 -FIIMETHIT | aMU ] 3-XJIOpIUPUANH-2-KapOOHOBOM
KHCIIOTHI (puMep 224) BBOJUIHN B PEAKIINIO C THAPHIOM HATPHUS U METHIIMOINAIOM C MOJIYICHUEM YKa3aHHOTO B
3aroJIOBKE COCIMHEHNS B BHIE CBETIIO-KOPHYHEBOIO aMOP(HOro TBEpIOro BemecTsa. MS: 435.5 (M+H™).
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ITpumep 230.
{R  wmm S)-1-[5-(1-Metun-2-okco-1,2,3,4-TeTparuApoXNHOINH-6-UI) IUPUANH-3-WIT |3TUI }aMu,  3-
XJIOPITHPUANH-2-KapOOHOBOI KUCIOTHI

|
Os N
o dl
XYTOONT YT
LJ "
N =

((R unu S)

ITo anamorum co crioco6amu, ONMUCAHHBIMU IS TIOTY4YeHUs coenuHeHus B npumepe 74, 6-[5-((R umu S)-1-
AMHMHOITHI)IUPUINH-3-1i1]- 1 -MeTnin-3,4-quruapo- 1 H-xunonuH-2-0H ruapoxnopus (mpuMep 65) KOHIEHCHPO-
BN C 3-XJIOPNUPUANH-2-KapOOHOBOW KUCIIOTOW C MOJyYEHHEM YKa3aHHOTO B 3arOJIOBKE COEIMHEHHUS B BHIE
GecIBETHOTO TBEpOro BemecTsa. MS: 421.4 (M+H").

ITpumep 231.

TpeT-byTrnoseiit a¢up 5'-(1-metmn-2-oxco-1,2,3 ,4-TeTparuApoXuHONHH-6-111)-5,6-muruapo-4H-
[3,3'|ourmmupuanaN- 1 -kapOOHOBOM KUCIOTHI

O N

N 0]
Ot Y
N/ 0

ITo aHanoruu co crocoOOM, OMMMCAaHHBIM JIJIS TIOJTYUYEHHsS COeTMHEHNs B mpuMepe 45, 6-(5-0poMmupuanH-
3-un)-1-metun-3,4-gurnapo-1 H-xurnonua-2-o1  (mosy4eHabpn w3 1-metun-6-(4,4,5,5-rerpamernn[1,3,2]-
nuokcaboponan-2-un)-3,4-quruapo- | H-xunonuu-2-o5a (MpoMexyTodHbli  mpoaykr  A-1) wu  3,5-
JUOPOMITPHIINHA, TAKXKE C IIOMOIIBIO C11oco0a, KOTOPBIH UCTIONH30BAIN ISl TIOJTyYESHHUS! COSAMHEHHSI B TIPHMe-
pe 45) KOHIEHCHUpPOBaNIM C TPET-OyTHIOBBIM 3dupoMm 5-(4,4,5,5-terpamernin|1,3,2]inokcaboponan-2-mn)-3,4-
quruapo-2H-mmpuanHa-1-kapOoHOBOM KHCIIOTHI € IOJYYEHHEM YKa3aHHOTO B 3aroJIOBKE COCAMHEHUS B BHIE
amMopdHOro GeCLBETHOTO TBEpAOro BemecTsa. MS: 420.5 (M+H").

ITpumep 232.

tper-byrnnosetit  apup  {2-[5-(7-dprop-1-merun-2-oxco-1,2,3,4-TeTparupOXHHOIMH-0-HIT ) TUPHIUH-3 -
WJIOKCH |9THIT } KapOaMHUHOBOM KHCIIOTHI

O N F

ITo anamoruu co crmocoOOM, OTIMCAHHBIM JJISl TIOJYUYEHUsS] coenuHeHus B pumepe 45, 7-gpTop-1-meTun-6-
(4,4,5,5-tetpamerun| 1,3,2 | mnokcaboponan-2-un)-3,4-nuruapo- 1 H-xunonnH-2-00  (MPOMEXYTOYHBIM MPOITYKT
A-22) KOHICHCUPOBAIIN C TPET-OYTHUIOBEIM dPHUpOM [2-(5-OpoMIUpUINH-3-MIIOKCH )ITHI |KapOaMHUHOBOU KHCITO-
THI (TIPOMEXXYTOUHBIA MPOAYKT A-7) C TIOIy4eHHEM YKa3aHHOTO B 3ar0JIOBKE COSAWHEHHS B BHJE KEITOTO BOC-
KooGpasHoe TBeporo BemecTsa. MS: 416.4 (M+H").

ITpumep 233.

{2-[5-(1-Metnn-2-okco-1,2,3,4-TeTparuApOXNHOINH-O-WIT) TUPUANH-3 -UITOKCH |3 THI } aMH] 3-
XJIOPITUPUANH-2 -KapOOHOBOH KUCIOTHI
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[To ananmormm co cHocoOOM, ONMCAHHBIM /ISl TIOJNyYeHWS COeIMHEHWs B mpumepe 75, 6-[5-(2-
AMHMHOAITOKCH)TUPUIANH-3 -1 |- 1 -MeTni-3,4-nurnapo- 1 H-xuHonnH-2-0H ruapoxnopu] (nmpumep 42) KOHIEHCH-
poBaiu ¢ 3-XJIOPIUPUANH-2-KapOOHOBOM KHUCIIOTOW C TOJIydYeHHEM YKa3aHHOTO B 3arojOBKE COCIMHEHHS B BUJIE
CBETIIO-KENITOTO BA3KOro Macna. MS: 437.4 (M+H").

ITpumep 234.

[5-(4-Oxco-1,2,5,6-terparuapo-4H-mupporo[ 3,2, 1 -ij [ XUHOTHH-8-1IT ) TUPUANH-3 -HIMETHIT |aMU A TaH
CyIb(HOHOBON KHCIIOTHI
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[lo amanmormm co cHocoOOM, ONMHCAHHBEIM MJIs TOJNYYCHHS coenuHeHHs B npumepe 45, 8-(4,4,5,5-
terpameTni-1,3,2-qnokcaboponan-2-mn)-5,6-quruapo- 1 H-muppono([3,2,1-ij Jxunonun-4(2H)-0H KoHIEHCHpoBa-
i ¢ (5-OpoMIUPUANH-3-UIMETII)aMHIOM 3TaHCYITb()OHOBONH KHCIOTH (IIPOMEXYTOUYHBIN MpomykT A-11) ¢
MOJy9eHNEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHUS B BHIE OCCIBETHOTO aMOpP(HOTO TBEpAOro BemecTBa. MS:
372.2 (M+H).

IIpumep 235.

[5-(3-Oxco-2,3,6,7-terparuapo-1H,5SH-upuno( 3,2, 1-1j | XuHOTUH-9 -1 TUpU U H-3 -MIIMETHIT |aMUA I3 TaH
CyITb(OHOBOH KUCIOTHI

NY2
X N/S\/
| H
N/

Ilo amanmormm co cHocoOOM, ONHCAHHBEIM JMJIs TOJNYYCHHS COCIUHCHHS B npumepe 45, 9-(4,4,5,5-
terpameTni-1,3,2-qnokcaboponan-2-mn)-1,2,6,7-rerparuaponupuno[ 3,2, 1-ij | xunonun-3(5SH)-on  (mosryyeHHBIH
u3 9-6pom-1,2,6,7-terparuaponupuno| 3,2,1-ij|xunonun-3(5SH)-ona u 4,4,4',4',5,5,5',5"-okramermn-2,2'-6u(1,3,2-
JIMOKCcabOopoJIaHa) 1o aHaJIOTUH CO CIOCOOOM, OITMCAaHHBIM ISl ITOTYYEHHS MPOMEXYTOYHOTO npoxykra A-1 [B])
KOHACHCHPOBAIN ¢ (5-OpoMIUpHUINH-3-MIMETHII)aMAIOM 3TaHCYIb(MOHOBOW KHCIOTHI (IIPOMEXKYTOUHBIN MPO-
IyKT A-11) ¢ TOTyd4eHHEM yKa3aHHOTO B 3aTOJIOBKE COSAWHEHHS B BHIE I'PSI3HO-0€10T0 aMOp(HOTO TBEPIOTO
BemecTBa. MS: 386.2 (M+H").

ITpumep 236.

[5-(4-Oxco-1,2,5,6-terparuapo-4H-muppoiio| 3,2, 1 -ij [XUHOTHH-8 -1 ) TUPUUH-3 -FIIMETHIT | aMU] 3-
XJIOPIHPUANH-2-KapOOHOBOI KUCIOTHI

O N
0]
X N N\
PERee
N Cl

Ilo amanmormm co cHocoOOM, ONMHCAHHBEIM JMJIs TOJNYYCHHsS coenuHeHHs B npumepe 45, 8-(4.4,5,5-
terpameTni-1,3,2-anokcaboponan-2-min)-5,6-quruapo-1 H-muppono([3,2,1-ij |xunonun-4(2H)-0H KOHIEHCHpOBa-
m ¢ N-((5-OpoMIHpHIIH-3-HIT)METHI)-3-XJIOPIIUKOIMHAMHJIOM (TIPOMEXYTOUHBIH TPOAYKT A-56) ¢ MOITydeHH-
€M yKa3aHHOTO B 3ar0JIOBKE COEIMHEHHS B BUJIE IPA3HO-0e0ro TBeporo Bemecta. MS: 419.3 (M+H").

ITpumep 237.

Metun-[5-(4-okco-1,2,5,6-terparnapo-4H-ttupporno| 3,2, 1 -ij [ XUHOTHH-8 -1 ) TUPUANH-3-HIMETIIT |aMua 3 -
XJIOPIHPUANH-2-KapOOHOBOI KUCIOTHI

O N
(0]
IE)\(YN | N\
|
\N Cl Z

[To ananorun co crocodoM, OMMCaHHBIM VIS TTOJY4YEHHs coenuHeHus B mpumepe 195, N-mMeTnnupoBanue
[5-(4-oxco-1,2,5,6-Terparuapo-4H-mupposno[3,2,1-1j ] XMHOIMH-8-1T) TUPHIMH-3 -HIMETHII | aMu1a 3-
XJIOPIHPUANH-2-KapOOHOBOH KHCIOTHI (MpumMep 236) maBajo yka3aHHOE B 3aroJIOBKE COCTUHEHHE B BUJIE CBET-

+
JIO-XKEJITOTO TBepaoro BemecTBa. MS: 433.4 (M+H").
ITpumep 238.
6-[5-(2-AMUHO3TOKCH ) TUPUIUH-3 -1 |- 7-PTOp- 1 -MeTrn-3,4-nuruapo- 1 H-XxuHOHWH-2-0H THAPOXIOPHT

\/\

N CH

ITo amamorum co crmOCOOOM, ONMCAHHBIM JUIS TOJYYCHHUS COCIUHCHHUS B mpuMmepe 42, peakius TpeT-
OyTHIIOBOTO a¢upa {2-[5-(7-pTop-1-meTnn-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-1T ) TAPUIUH-3 -
WJIOKCH |9THIT } KapOaMHUHOBOW KHCIIOTHI (TipuMep 232) ¢ XJI0pOBOIOPOIOM (B AMOKCAHE) B METaHOJIE JaBaia yKa-
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3aHHOE B 3aTOJIOBKE COEMHEHNE B BUJE CBETIIO-XKENTOTO TBEpAOro Bemecta. MS: 316.5 (M+H").

ITpumep 239.

{(R mwmu S)-1-[4-meTtun-5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXuHOJIHH-6-1I ) TUPUAWH-3 -1 |3THI } aMUT
(R)-2-meTmnmponaH-2-Cyab()UHOBOW KHCIOTHI

0) N

0
N N"S
| H
P
N
(Ror8)

ITo amanorum co crocoOoOM, OIMCAHHBIM IS TTOyYSHHsI COSAMHEHHS B mpuMepe 45, peaknus |-meTwi-6-
(4,4,5,5-tetpamerun| 1,3,2|mnokcaboponan-2-un)-3,4-nuruapo- 1 H-xuHonnH-2-oHa  (MPOMEKYTOUHBIH TPOITYKT
A-1) ¢ [(R mm S)-1-(5-6pom-4-meTnnmupunus-3-wn)stui]amunoM (R)-2-metnnmponan-2-cyapGUHOBON KUCIIO-
THI (IPOMEXKYTOUHBII NpoayKT A-60) naBaja yka3aHHOE B 3arojIOBKE COCIMHCHHE B BHJIE TEMHO-KOPUYHEBOTO
amopdHoro TBeporo Bemecta. MS: 400.5 (M+H").

ITpumep 240.

6-[5-((R wnmu S)-1-AMHUHOITHI)-4-MeTHIIMTUPUANH-3 -1 |- 1 -MeTui-3,4-nurunpo- 1 H-xuHonmH-2-0H THAPO-
XJIOpH]

6} N
| X NH,
—
N CH
(Rvnun S)
[To ananorum co crmocoOOM, ONIMCAHHBIM IS TIOTYICHHS COeTUHEHMsI B TpuMepe 42, peakius {(R wm S)-
1-[4-meTnin-5-(1-MeTun-2-okco-1,2,3,4-TeTparuApoX uHOIUH-0-WIT) TAPUIAH-3 -HJT [dTHIT } aMH 1A (R)-2-

METHIITIPOTaH-2-CyIb(GUHOBON KHCIOTH (mpumMep 239) ¢ XJIOPOBOJOPOIOM (B JHOKCAaHE) B METAHOIIC IaBaia
yKa3aHHOE B 3aT0OJIOBKE COEMHEHNE B BUJIE CBETIO-KOPUYHEBOTO TBEPIOTo BemecTBa. MS: 296.5 (M+H").
ITpumep 241.
{(R wmu S)-1-[4-Metunn-5-(1-metnin-2-okco-1,2,3,4-reTparuipoX HHOINH-0 -1 ) TUPU TUH-3 -1 | 9THII } aMU]T
3-XJIOpIHUPHUANH-2-KapOOHOBOH KUCIOTHI

|
O N 0
N
X N AN
N Cl

(R vnn S)

[To anayorum co crocoOoOM, ONMUCAHHBIM IS TTOJyYEeHUs] coequHeHnsl B puMepe 75, 6-[5-((R wm S)-1-
aMHHOATII)-4-MeTHIUpuaAnH-3-ui]- 1 -metmin-3,4-murunpo- 1 H-xunonmu-2-o0 - ruapoxiopun  (mpumep  240)
KOHJICHCHPOBAIIU C 3-XJIOPIHUPHINH-2-KapOOHOBOI KHCIOTOH C TOJIydeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIHHE-
HUS B Buje GECLIBETHOTO TBEPOTo BemecTsa. MS: 435.6 (M+H").

ITpumep 242.

{(R wm S)-1-[4-Metun-5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXuHOJIHH-6-1I ) TAPUAHH-3 -1 |3THI } aMUT
3,5-mUMeTHIT30KCa30I1-4-KapOOHOBOUM KUCIOTHI

|
O N o
X N N
| H)Hf\/tf”
7 (@]
N

(R vnun S)

ITo aHanorum co crmocoOoM, ONMMCAHHBIM I TIOMydeHus: coenuHenns B nmpuMepe 219, 6-[5-((R wmm S)-1-
aMUHOATHI)-4-MeTHIIHPUANH-3 -1 |- | -MeTnn-3,4-qurunpo- | H-xuronwn-2-o0 - ruapoxiopu  (mpumep  240)
KOHIICHCHPOBAIH C 3,5-TMMETHIIN30KCa307-4-KapOOHOBOI KHCIOTOW C TMOIyYeHHEM YKa3aHHOTO B 3arOJIOBKE
COeIMHEHUs B BUJIE GecliBETHOro aMopdHOro TBepI0ro Bemectsa. MS: 419.6 (M+H").

ITpumep 243.

{2-[5-(7-DTop-1-MeTnn-2-okco-1,2,3,4-TeTparupOX MHOIMH-6-HIT) TUPHINH-3-HIIOKCH |9 THIT } aMUIIDTAaH
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CyIb(OHOBOH KUCIOTHI

N7/
N O\/\N/S\/

| H
N

ITo amanmorum co cocoboM, ONMUCAHHBIM JJIsl TIOMYYEHHUS COCOUHEHHs B mpumepe 38, peakmus 6-[5-(2-
aMUHOATOKCH ) TUPUANH-3 -1 |-7-pTop- 1 -MeTmn-3,4-murunpo- 1 H-xuHonuH-2-0Ha ruapoximopuaa (mpumep 238)
1 3TAaHCYIb(POHMIXIOPHIA JaBaja YKa3aHHOE B 3aT0JIOBKE COSAMHEHIE B BUJE OPAHXEBOTO aMOP(HOTO TBEPIO-
ro BemecTsa. MS: 408.4 (M+H").

ITpumep 244.

{2-[5-(7-DTOp-1-MeTnn-2-okco-1,2,3,4-TeTparugpOX MHOIMH-6-HIT) TUPHINH- 3 -HUIIOKCH | 9THIT } aMH]T 3-
XJIOPIUPUANH-2-KapOOHOBOW KHUCIIOTHI

|
0O N F
0] Cl
| X O\/\N)‘\@
H
pZ N
N =

ITo anajorum co crmocoOOM, ONMMCAaHHBIM I TIONYyYEHHUs COeOUHEHHWs B npuMepe 75, 6-[5-(2-
aMUHOATOKCH ) TUPUANH-3 -1 |-7-PTOp- 1 -MeTwmn-3,4-muruapo- 1 H-xuHonuH-2-0H  trapoxiopun (mpumep 238)
KOHJICHCHPOBAJH C 3-XJIOPIHUPHINH-2-KapOOHOBOM KUCIOTOH C TIOTydeHHEM YKa3aHHOTO B 3aT0JIOBKE COCTUHE-
HHS B BUJIE IPSI3HO-0€JI0r0 TBepIoro BemecTsa. MS: 455.3 (M+H™).

ITpumep 245.

N-{(tpanc)-4-[5-(1-Mertun-2-okco-1,2,3,4-reTparu1poX uHOJINH-6-HJIT) TUPUIUH-3 -

WJIOKCH | IUKJIOTEKCHII } METAaHCYTb(hOHAMH ]

|
(@) N
(0]
N
m(j/ O\ O\\ //O
NT N’S\
H

ITo amamoruu co cmocoOOM, ONMMCAHHBIM JUISA TIOJYYCHHS COCIWHEHHUs B TpuMmepe 38, peakius 6-[5-
((Tpanc)-4-aMHUHOIMKIOT€KCUIOKCH ) TUPUINH-3 -1 |- 1 -MeTuin-3,4-nuruapo- 1 H-xuHonuH-2-0Ha  THIPOXJIOpUIA
(mpumep 71) u MeTaHCyIb(QOHMWIXIIOPHIA daBajla YKa3aHHOE B 3ar0JIOBKE COCAWHEHUE B BHJIE CBETIIO-KEITOTO
amopdHOro TBeporo Bemecta. MS: 430.4 (M+H").

ITpumep 246.

[5-(7-D1op-1-meTun-2-okco-1,2,3,4-TeTparu JpOXUHONUH-6-1I1)-4-MEeTUINUPUANH-3-IIMeTHI ]aMu 3,5
JMMETHIN30KCa30J1-4-KapOOHOBOM KHUCIIOTHI

|
0) N F 0
RS N N
| H%”
o (6]
N

Mo ananoruu co crocoOOM, ONMCAHHBIM YIS TTOJTyYEeHUs coeuHeHns B mpumepe 219, 6-(5-amuHomernn-4-
METWIMUPHUIUH-3-11)-7-pTop-1-MeTni-3,4-nurnapo-1 H-xuHonnH-2-0H ruapoxitopua (pumep 226) KOHAEHCH-
poBaiu ¢ 3,5-TMMETHIN30KCca301-4-KapOOHOBOH KUCIOTOH C TIOJIy4YEeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHMUS
B BUJIe GECI[BETHOTO TBEP/OTo BemecTsa. MS: 423.6 (M+H").

ITpumep 247.

TpeT-ByTHnoBkIit 3¢hup 5-(1-metnn-2-okco-1,2,3,4-TeTparuipoXuHoIuH-6-11)-3',6'-muruapo-2"H-
[3,4'|6urmupuanan- 1'-kapOOHOBOK KUCIOTHI

ITo aHanorum co crocoOOM, OMMMCAaHHBIM IS TIOTYUYSHUS COeMHEHNUs B mpumepe 45, 6-(5-0poMrupunnH-
3-un)-1-metun-3,4-qurnapo-1 H-xuaonua-2-o1  (mosy4eHapn w3 1-metun-6-(4,4,5,5-rerpamernn[1,3,2]-
nmuokcaboponan-2-un)-3,4-quruapo- | H-xunonuu-2-o5a  (MpoMeXyTodHbIi  mpoaykr  A-1) wu  3,5-
JUOPOMITUPHIINHA, TAKIKE C MIOMOIIBIO CII0c00a, KOTOPBIH UCTIONb30BANIU IS TIOJYYSHHUS] COSAMHEHHSI B TIPHMe-
pe 45) KOHIEHCHpOBaNIM C TPeT-OyTHIOBBIM 3dupoMm 4-(4,4,5,5-terpamernin|1,3,2]mnokcaboponan-2-mi)-3,6-
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quruapo-2H-mmpuanH-1-kapOoHOBOM KHCIIOTHI € HOJYYCHHEM YKa3aHHOTO B 3aroJIOBKE COEAMHEHUS B BHIE
CBETII0-XKeNTOro aMop(hHOro Tepaoro Bemectsa. MS: 420.5 (M+H").

ITpumep 248.

{2-[5-(7-®PTop-1-MeTun-2-okco-1,2,3,4-TeTparuipOX HUHOIMH-O0 -1 ) TUPUIUH-3 -
WJIOKCH |9THII } METHIIAMUIITAH CYITh()OHOBON KUCIOTHI

|
Os N F
0.0

N
B O\/\N, SN
| |
N
ITo anamorum co crmmocoOOM, ONMMCAHHBIM ISl TTOJIYYCHHS COeTUHEeHHs B mpumepe 195, {2-[5-(7-¢pTop-1-
METHI-2-0KC0-1,2,3,4-TeTparuip OXMHOIHMH-6-FJ ) TUPUINH-3 -FIIOKCH |3THJ } aMUIITaH  CYJIb(OHOBON KHCIOTHI
(mpuMep 243) BBOIWIN B PEAKITUIO C THAPHIOM HATPUS U METHIIHOAHUIOM C TIOTYICHHEM YKa3aHHOTO B 3ar0JIOB-
Ke COCJIMHEHHS B BUJIE OPAHKEBOTO aMOP(HOro TBEpI0ro Bemecta. MS: 422.4 (M+H").
ITpumep 249.
{(R wm S)-1-[4-X7n0p-5-(1-MeTni-2-okco-1,2,3,4-TeTparuipoX HHOINH-0 - ) TUPU TUH-3 -1 |9 THII } aMU]T
(R)-2-meTmnmponan-2-cyIb(hUHOBOH KUCIOTHI

0o N
Cl 9
.S
N N
| H
7
N
((Rvmm S)

ITo ananmorum co crocoGoM, ONMCaHHBIM IS MONyYEHHs COCIUHEHHUS B pumepe 45, peakuus 1-metun-6-
(4,4,5,5-rerpamernin(1,3,2]anokcabopomnan-2-muin)-3,4-qurunpo- 1 H-xuHomuH-2-0Ha  (IPOMEXYTOYHBIH TMTPOIYKT
A-1) ¢ [(R wm S)-1-(5-6pom-4-xaopnupuus-3-mn)sTHi|amuaoMm (R)-2-metnnmponad-2-cyab(GUHOBON KHCIIO-
THI (IPOMEXXYTOYHBIH MPOAYKT A-61) naBana yka3aHHOE B 3arojIOBKE COEAMHEHHUE B BUjE OecIBETHOTO aMopd-
HOTO TBep/IoTO BemecTBa. MS: 420.4 (M+H").

ITpumep 250.

6-[5-(R mm S)-1-AmunHOdTHN)-4-XTOPIUPUIUH-3-11]- 1 -MeTHn-3,4-muruapo-1 H-xuHonuH-2-0H  rUapo-
XJIOpH]

Os N
cl
| = NH,
N CH
(Rwvrm S)
[To ananorum co crmocoOOM, ONIMCAHHBIM IS TIOJTYICHHS COeTUHEHMsI B TpuMepe 42, peakius {(R wm S)-
1-[4-x510p-5-(1-MeTnI-2-0KCO-1,2,3,4-TeTparu APOX UHOIUH-6-WIT ) THPUIAH-3 -HJT [9THIT } aMH 1A (R)-2-

METHIINPOTIaH-2-CyJIb(PUHOBON KUCIOTH (puMmep 249) ¢ XJI0poBOAOPOJAOM (B JTHOKCAaHE) B METaHOJIE JaBalia
YKa3aHHOE B 3aTOJIOBKE COEMHEHHNE B BUJE XKEJITOTO TBEPAOTo BemecTa. MS: 316.4 (M+H").

ITpumep 251.

{(R nmm S)-1-[4-Xnop-5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOXMHONNH-6-WIT) TUPUANH-3-WIT |3THI } aMu ] 3-
XJIOPIUPUANH-2-KapOOHOBOH KHUCIIOTHI

I
0O N
Cl (o} Cl
X N X
| P H N|
N o

(Rvnn S)

ITo anamoruu co crmocoOoM, ONMMCAHHBIM IS TOXYYCHUs coequHeHus B pumepe 75, 6-[5-((R wmu S)-1-
aMUHOATHI)-4-XJIOPIHPUANH-3 -1 |- | -MeTnn-3,4-auruapo- 1 H-xuronuH-2-0H ruapoxiopua (mpumep 250) koH-
JIEHCHPOBAIH C 3-XJIOPIUPUINH-2-KapOOHOBOW KHUCIOTOH C MOTyYSHHEM YKa3aHHOTO B 3aT0JIOBKE COSAMHEHIS B
BUJIE GECLIBETHOTO TBEPOTO BemecTsa. MS: 455.5 (M+H").

ITpumep 252.

{(R W1 S)-1-[5-(7-®Top-1-meTun-2-okco-1,2,3,4-TeTparuipOXUHOINH-6-111)-4-METUINUPUIUH-3 -
wi]atin famug (R)-2-merunmnpormnan-2-cyib(UHOBOH KHCIOTHI
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(R vnu S)

ITo anamoruu co crocoOOM, OTMMCAHHBIM JIJIS TIOTYYCHHSI COSMHEHHS B mpumepe 45, peakmust 7-GpTop-1-
MeTmi-6-(4,4,5,5-rerpamernn| 1,3,2 ] nnokcaboponan-2-wmn)-3,4-quruapo- 1 H-xuaonuH-2-0Ha  (MPOMEKYTOIHBIH
mponykt A-22) ¢ [(R wm S)-1-(5-6pom-4-mMernnnmupuauH-3-wn)3tii JamuaoM  (R)-2-meTwmponan-2-
CyIb(OUHOBOM KUCIOTHI (TIPOMEKYTOUHBIH MPOIyKT A-60) maBana yka3aHHOE B 3aroJIOBKE COCIWHEHHE B BUIE
JKENTOro aMop(HOro TBeporo BemecTsa. MS: 418.5 (M+H™).

ITpumep 253.

6-[5-(R mmm S)-1-AMuHOATHI)-4-METHIIUPUIUH-3 -1 |- 7-QTOp- 1 -MeTni-3,4-nurnapo- 1 H-xuHonuH-2-0H
THIIPOXIIOPHIT

(©) N F

NH,

X
| —
N CIH

((Rvmm S)

ITo ananorum co crmocoOOM, ONMCAHHBIM IS TIOYICHHS COeTUHEeHMsI B TpuMepe 42, peakius {(R wm S)-
1-[5-(7-dbrop-1-MeTnin-2-okco-1,2,3,4-TeTparuipOX uHOIUH-6-1T)-4-MeTHIIMUPUANH-3-mi ot famuaa  (R)-2-
METHIINPOTIaH-2-CyJIb(PUHOBON KUCIOTH (TipuMep 252) ¢ XJIOPOBOAOPOJAOM (B JTHOKCAaHE) B METaHOJIE JaBalia
yKa3aHHOE B 3aT'0JIOBKE COSJIMHEHHE B BUJIE CBETIO-KOPUIHEBOTO TBEPIOTo BemecTBa. MS: 314.5 (M+H™).

HpI/IMCp 254,

6-[5-((S)-1-AueTnamuppoauIuH-3- I/IJIOKCI/I)HI/IpI/I,Z[I/IH 3-un]-1-metun-3,4-quruapo- 1 H-xuroamH-2-0H

U@mo

O
I[lo anamormm co cmocoboM, ONMCaHHBIM B mpuMmepe 76, 1-metun-6-[5-((S)-nmuppoauaun-3-
WIOKCH ))TUpUANH-3-mi)-3,4-nuruapo- 1 H-xunonuu-2-oH ruapoxiopun (mpumep 60) BBOIUIN B PEaKIHIO C ale-
THJIXJIOPUIOM C TIOJIYYEHHEM yKa3aHHOTO B 3arojOBKE COCIMHEHHS B BHJE OCCLBETHOI'O TBEPAOTO BEIIECTBA.
MS: 366.4 (M+H").
ITpumep 255.
1-Metun-6-{5-[(S)-1-(1-meTnn-1 H-nnpazon-4-kapOoHUI) TUPPONUANH-3 -WIOKCH |TUPUANH-3-1i1 } -3,4-

muruapo- 1 H-xuHoIMH-2-0H

o]

\'ﬂ
N\

K pactBopy 1-meTmi-6-[5-((S)-nuppomuanH-3-mioKkcH ) mupuauH-3-mi|-3,4-quruapo- 1 H-xuHonuH-2-0Ha
ruapoxiopuaa (0.04 r, 0.111 mmons, mpumep 60), 1-metun-1H-mupazon-4-kapbonosoit kucnotsl (0.021 1, 0.167
MMoub) 1 ocHoBaHHsA XyHwura (0.036 1, 0.278 mmouns) B EtOAc (2 mit) 106aBIIsIN 10 KaruIsiM pacTBOp aHTHIPH-
Ja npormmipochoHOBOH KUCTIOTH (1ukiamdeckuii Tpumep; 50% B EtOAc, 0.177 mi, 0.25 MMoOIB), ¥ peakIMOH-
HYIO CMECh NepeMeIInBaly IIPU KOMHATHOH TeMrepaType B TeueHne Ho4uM. CMech pa30aBisIM C MOMOLIBIO
EtOAc, BnuBanm B HacklmeHHbIH pacTBop NaHCO; (5 M) u akctparupoBasi ¢ momornisio EtOAc (2x20 mi).
OObeHEHHBIE OpraHMYeCKHe CIION BhICYIMBaIH Haa Na,SO,, dunsTpoBany n BeimapuBani. OCTaTOK OYMIIa-
m QuuI-xpomarorpadueil Ha cuiHkarese, amouposain rpaguenToM 0-10% MeOH-DCM c nonyyenuem yka-
3aHHOTO B 3aroyioBke coenuHenus (0.036 r, 75.1%) B Buae OecBETHOTO aMOp(HOTO TBEPJOro BellecTBa. MS:
432.4 (M+H").

ITpumep 256.

OTUOBBI  3dup (S)-3-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOXHHOIUH-6-WIT) TUPUINH-3 -UITOKCH |-
MUPPOJIUINH- | -KapOOHOBOH KHUCIOTHI
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I[To amamormm co cmocoOoM, OMUCaHHBIM B TmpuMmepe 76, 1-metnin-6-[5-((S)-mupponamnna-3-
WIOKCH)TUPHUANH-3 -1 |-3,4-murunpo- 1 H-xuHonuH-2-0H ruapoximopu (mpuMep 60) BBOAWIN B PEAKITUIO C 3TH-
JIOBBIM 3()UPOM XJIOPMYPaBbUHOM KHCIIOTHI C TIOJyYSHUEM YKa3aHHOTO B 3ar0JIOBKE COCIMHEHHS B BHJIE CBETIIO-
JKENTOro aMop(HOro TBeporo BemecTsa. MS: 396.5 (M+H™).

ITpumep 257.

{(R mm S)-1-[4-x10p-5-(1-MeTnn-2-0KCO-1,2,3,4-TETParNIPOXUHOINH-0-HIT) TUPHU TUH-3 -1 | THII } aMUJT
3,5-1uMeTHIIN30KCca3051-4-KapOOHOBOH KHCIOTHI

|
Os N
Cl 0]
X
N /O
] W T
N N

(R unmn S)

[To ananorum co crocodoM, ONMMCaHHBIM IS NOTydeHHs coequaeHus B npumepe 219, 6-[5-((R wm S)-1-
aMHMHOATII)-4-XI0pnupuaAnH-3-mi]-1-metnin-3,4-murunpo- 1 H-xuHonnH-2-o0 ruapoxnopuy (nmpumep 250) xoH-
JCHCUPOBAIU C 3,5-TUMETHIN30KCa30-4-KapOOHOBOM KHCIIOTOW C TOJIydYeHHEM YKa3aHHOTO B 3ar0JIOBKE CO-
elIMHEHHs B BUJIE IPA3HO-6eoro aMopHoro Teepaoro semectsa. MS: 439.4 (M+H").

ITpumep 258.

{(R W S)-1-[5-(7-®T1op-1-MeTnn-2-okco-1,2,3,4-TeTparuipoX uHOINH-6-1IT)-4-METHIITAPUIUH-3 -
W [PTHIT } aMu T 3-XJTOPIHPUINH-2-KapOOHOBOH KUCIOTHI

I
0N F 0
N
Xy N AN
I/H*/O
N cl

(R vnn S)

ITo anamoruu co crmocoOoM, ONMMCAHHBIM TS TOTYYCHUs CoequHeHus B pumepe 75, 6-[5-((R wmu S)-1-
aMUHOATHIN)-4-MeTHIIHPUANH-3 -1 |-7-PTOp- 1 -MeTrin-3,4-qurunpo- 1 H-xuHomMH-2-0H  THApOXJIOpHUI (TIpUMep
253) KOHIACHCHPOBAIH C 3-XJIOPIUPHINH-2-KapOOHOBOM KHUCIOTOHN ¢ TOJydYeHHUEM YKa3aHHOTO B 3ar0JIOBKE CO-
eIMHEHHS B BUJIE TPA3HO-6E10T0 TBEpI0To Bemecta. MS: 453.4 (M+H").

ITpumep 259.

[5-(7-Drop-1-MeTun-2-okco-1,2,3,4-TeTparuApOXuHOMUH-60-11)-4-MEeTUINUPUANH-3 -UIME T |aMU T 5-
METHITH30KCa301-4-KapOOHOBOM KUCIOTHI

|
0O N F 0
X N N
| HJI\,N
N (0]

ITo anamoruu co crmocoO6OM, OTIMCAHHBIM TS TTOJTYYCHHS COSAMHEHNUs B ipumMepe 219, 6-(5-amuHomeTw-4-
METWIMTUPUIUH-3-11)-7-PpTop-1-MeTni-3,4-nurnapo-1 H-xuHonnH-2-0H ruapoxitopua (pumep 226) KOHAEHCH-
poBau ¢ 5-METHIN30KCa3071-4-KapOOHOBOW KHCJIOTOW C IOJyYEHHEM yKa3aHHOTO B 3arojIOBKE COCAWHEHHUS B
BUJIE TPSA3HO-0€I0r0 TBEpIoro BemecTBa. MS: 409.6 (M+HY).

ITpumep 260.

tper-byrnnoseiit adup 5-(1-mermn-2-okco-1,2,3,4-reTparuapoxuHonun-6-mn)-3',4',5',6'-rerparuapo-2'H-
[3,4'|6urmupuanan- 1'-kapOOHOBOK KUCIOTHI

] 3k

A

pZ
N

TpeT-byTHnoBkIit 3¢dup 5-(1-metunn-2-okco-1,2,3,4-TeTparuApoXuHOINH-6-11)-3',6'-murunpo-2"H-
[3,4'|ourmupuanan- 1'-kapboHoBOH KUCHOTH (pumMep 247, 0.128 1, 0.305 mmoins) B MeOH (50 M) mporonsutm
yepes peaktop "H-cube" B Teuenne 2 1 (ckopocts moroka: 0.5 mu/mMun; Temmeparypa: 60°C; karanmsarop: 10%
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Pd/C (THS 1111); momHOBOAOpOIHBIH peskuM). [osrydeHHBIH pacTBOp BBITApUBAIIH JIOCYXa C MTOJIYYECHHEM yKa-
3aHHOTO B 3aroyioBke coequnenus (0.106 r, 74%) B Bume entoro amopgHOro TBepaoro Bemectea. MS: 422.5
(M-+H).

ITpumep 261.
N-{(R WJTH S)-1-[4-Xumop-5-(1-mMeTnn-2-okco-1,2,3,4-TeTparuipOX uHOIUH-6-1IT) TUPHTAH-3 -
WJI[9THIT } IPOTTMOHAMUT
|
0} N
Cl o}
PN
| H
~
N
((Rwnnn S)

Io ananoruu co cmoco0OM, OMMUCAHHBIM B mipuMepe 76, 6-[5-((R unu S)-1-aMUHOITHI)-4-XTOPITHPUIUH-3 -
nn|-1-metnn-3,4-nuruapo-1 H-xunonuH-2-oH raapoxiopus (mpuMep 250) BBOAWIM B PEAKIHMIO C MPOTTHOHMII-
XJIOPUIOM C TIOIyYE€HHEM yKa3aHHOTO B 3aTOJIOBKE COCIWHEHHS B BHIE OSCIIBETHOTO TBEPIOTO BemiecTBa. MS:
372.5 (M+H).

[Tpumep 262.

6-[5-(1-AMUHOIIMKJIOTIPOTTHI ) TAPUANH-3 -1 |- | -MeTri- | H-XxuHOMHMH-2-0H

(0) N
x Ny ONH,

pZ
N

K  pacrBopy  1-(5-(1-metnin-2-okco-1,2,3,4-TeTparuapoXuHOINH-6- W) TUPHTAH-3 -HIT) [TAKIOTIPOTIaH-
kapOoHoBoH kucaoThl (mpumep 59 [C], 0.3 1, 0.931 mmois) B Tosryosie (15 min) moGasmsum TEA (0.141 1, 1.4
MMonb) U audennndochopunasug (0.384 r, 1.4 MMoIb) U 3aTeM PEaKLMOHHYIO CMECh BBIJICPIKUBAJIH TIPH TEM-
neparype ¢uiermsl B TedeHue 4 4. CMech KOHIIGHTPHPOBAIN B BaKyyMme, ocTaTok pactBopsuti B THF (30 mu) u
9TOT pacTBop oxnaxaamu go 0°C. 3arem nobasmsutn pactBop KOtBu (0.627 1, 5.58 mmons) B THF (13 M) u
cMech nepeMemnBaiy B TeueHue 1 4 npu 0°C, a 3ateM B T€4eHHE HOUM IMPU KOMHATHOM Temnepatype. CMech
KOHIICHTPUPOBAJIH B BaKyyMe, OCTaTOK IpeajcopOMpoBali Ha CHIMKAreile M ouuinaiy (usi-xpomartorpaduei
Ha cuimKareie, amonpoBanu rpagueHToM 0-10% MeOH-DCM c momyueHHeM XeNnToro aMop(pHOTO TBEPIOTO
BemecTBa (0.104 ). DTo BEmIECTBO 3aTeM OYHIIAIH JOTIOJHUTEIBHO C TIOMOIIBIO 00panieHHo-ha3Hoit BOXKX Ha
kosoake Gemini-NX, smouposanu ¢ momombsio MeOH-H,0 (0.05% TEA) ¢ mosmydeHneM yKa3aHHOTO B 3aro-
noske coemunenns (0.02 T, 7%) B Buje GeCIBETHOTO aMOP(HOro TBepAoro BemecTsa. MS: 292.3 (M+H)).

ITpumep 263.

[5-(8-Drop-1-MeTnn-2-0kco-1,2-TUruapOX MTHOTHUH-6-FIT ) TUPUITH-3 -FITMETHIT | aM U 3TaHCYyTH(HOHOBOU
KHCIIOTHI

o 0

\ /7
A AN N/S\/
H

Pz
N

Cmech  8-drop-1-metmn-6-(4,4,5,5-retpamerun| 1,3,2 | anokcadoponan-2-un)-3,4-muruapo- 1 H-xunonnH-2-
ona (mpumep 208 [E], 20 mr, 0.066 MMoib), (5-OpoMIUpUANH-3-HIMETHI)aMHIa dTAaHCYITHL()OHOBONH KHCIIOTHI
(mpomexxyTouHblid poaykT A-11, 27.4 mr, 0.098 mmons), 6uc-(tpudenmidochun)namiaausi(Il) xmopuna (4.6
Mmr, 0.0066 MMOJTB) 1 BOTHOTO pacTBopa kapoonaTa Hatpus (2H, 0.07 mu1) B DMF (1 M) HarpeBaiu mpu MUKpPO-
BoJHOBOM oOurydeHnu npu 120°C B Teyenue 30 mun. Ilocne paz0aBieHus] peakIMOHHOW cMecH C IOMOIIBIO
EtOAc, opranndeckuii ci10if MpOMBIBAIN BOJOH, BRICYIMIMBAIN HaJ 0e3BOIHBIM Na,SO, M KOHIEHTPHPOBAIIU B
BakyyMme. OcTaTok 3aTeM OYMINAIM B X0oze npenaparuBHoit BOXX ¢ momy4yenueM yka3aHHOTO B 3arojoBKeE CO-
enunenus (2.5 mr, 10%) B Bue 6esoro TBepsioro Bemectsa. MS: 376.3 (M+H)'.

ITpumep 264.

N-{(R wm S)-1-[5-(7-D1op-1-meTnin-2-okco-1,2,3,4-TeTparuipoXuHOINH-6-11T)-4-METHIITHPHIIH-3 -

WJI[9THIT } IPOTTMOHAMUT
|
O N F o
AN N)J\/
WH
o
N

[To ananoruum co cnoco6om, onmcanHbIM B ipumepe 76, 6-[5-((R umu S)-1-aMHUHOITHIT)-4-METHIHPHUINH-
3-un]-7-prop-1-metnn-3,4-guruapo- 1 H-xunonuH-2-0H rugpoxsiopus (mpumep 253) BBOAWIN B PEakIuIo C Mpo-
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MHOHUJIXJIOPHIOM C TIOJyYeHHEM YKA3aHHOTO B 3arOJIOBKE COEJMHEHUs B BHIE OECIIBETHOTO aMOp(HOTrO TBEp-
noro BemecTa. MS: 370.6 (M+H").
[Tpumep 265.

N-[4-Xn0p-5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXHHOJIHH-6-1T ) TUPUANH-3 -HIMETHII |TPOITHOHAMU T

Cl

(0]
A
H

[To anamormm co cmocoOoM, ONMMCAHHBIM B mpumepe 76, 6-(5-aMHHOMETHII-4-XJIOPIUPHINH-3-1)-1-
meTwi-3,4-murunpo- 1 H-xunommn-2-o0 rugpoxnopun (nmpumep 218) BBOOWIM B PEaknMIo ¢ MPOMUOHMIXIIOPH-
JIOM C MOJIyYEHHEM YKa3aHHOT'O B 3ar0JIOBKE COEIMHEHHS B BUJIE IPA3HO-0€I0T0 TBepaoro BemecTta. MS: 358.4
(M+H").

IIpumep 266.

N-{(R WITH
W [9THIT } IPOTTMOHAMUT

S)-1-[4-Metun-5-(1-metun-2-okco-1,2,3,4-TeTparuApOXuHOINH-6-1T ) TUPUIUH-3 -

® J\/

[To ananorum co crmocoOOM, ONMMCAaHHBIM B IIPUMEPE 76 6-[5-((R numm S)-1-aMUHOATHIT)-4-METHIITAPUIHH-
3-un]-1-metun-3,4-qurnapo- 1 H-XuHONMH-2-0H THAPOXIOPHT (anMep 240) BBOAWIN B PEAKITHIO C TPOTTHOHMUII-
XJIOPUIOM C TIOJTyYE€HHEM yKa3aHHOTO B 3aTOJIOBKE COCIWHEHHS B BHE OSCIIBETHOTO aMOP(HOTO TBEPIOTO Be-
mectBa. MS: 352.5 (M+H").

ITpumep 267.

{2-[5-(7-DTOp-1-MeTun-2-okco-1,2,3,4-TeTparugpOX MHOIMH-6-HIT) TUPHINH- 3 -HUIIOKCH | 9THIT } aMH]T 3,5-
JMMETHIN30KCa30J1-4-KapOOHOBOI KHUCIIOTHI

I
(0] N F
(0]
O\/\
X N =
© N o
N N

ITo amamormm co cmocoOOM, ONMHMCAaHHBIM [JISI TIONyYEHHUs coenuHeHuss B mpumepe 219, 6-[5-(2-
aMUHOATOKCH ) TUPUANH-3 -1 |-7-pTOp- 1 -MeTwmn-3,4-murunpo- 1 H-xuHonua-2-oH  trapoxiopun (mpumep 238)
KOHIICHCHPOBAJIH C 3,5-TMMEeTHIN30KCa307-4-KapOOHOBOI KHCIOTOW C TONyYeHHEM YKa3aHHOTO B 3arOJIOBKE
COeMHEHUS B BUAE OECIIBETHOTO TBEpAOTO BemiecTBa. MS: 439.4 (M+H+).

[Ipumep A.

Coenunenne Gopmyinsl (I) MOXKHO MPUMEHSTH U3BECTHBIM 00pa30M B KayeCcTBE NICHCTBYIOIICTO BEIICCTBA
JUTSL U3TOTOBJICHUS Ta0JIETOK CIICIYIOIIETO COCTaBa!

Ha Tabnetky

IIpumep B.

[encTBytoLee BELLECTBO 200 mr
MukpokpucTannuyeckas Lennionosa 155 mr
KyKypy3HbIA kpaxman 25 mr
Tanbk 25 mr
mapokcmnponunMeTMnuennonosa 20 mr

425 wr

Coenunenne Gpopmynsl (I) MOXKHO IPUMEHSATH U3BECTHBIM CITIOCOOOM B KaYECTBE JICHCTBYIOIICTO BEIICCTBA
JUTSL U3TOTOBJICHUS KaIICyJI CJIETYIOIIETO COCTaBa:

Ha kancyny
HencreytoLlee BeLLEeCTBO 100,0 mr
Kykypy3HbIN kpaxman 20,0 mr
Jlaktosa 95,0 mr
Tanbk 4,5 mr
Creapat marHus 0,5 mr
220,0 mr
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OOPMVIIA U30BPETEHUA

1. Coemunenne hopmyasl (1)

e R! npenacrasisgeT cooort H mm Cy_j,-anmkum;

R’ npencrasisier co6oii H;

R’ npencrasimsier co6oii H;

R* npencrasiseT coooit H i Cy_j,-anmKkum;, win

R® u R coBmMecTHO ¢ aToMamu yTaepoaa, K KOTOPBIM OHHU TIPHUCOETNHEHBI, 00pa3yIoT TBOWHYIO CBSI3b;

R’ npezactaBisiet coboit H mim Cy_j,-amkwmn;

R® npencrasnser cooit —Om—(CRgRIO)n-(CRllRlz)p—(CRBRM)q—NR]SRIG;

R’ npejcTaBisieT codoi H mim ranorew; wim

R' 1 R’ coBMecTHO ¢ aToMamu a30ta u yriaepojia, K KOTOPbIM OHU TPUCOCIMHEHBI, 00pa3yioT rerepo-Cs_jo-
ITUKITOATKHIT,

R’ npeacrasiset cooor H, Cy_jy-ankun wiu Cs_1o-IIUKITOATKIT,

R npenacrasisieT coooit H wm Cy_j,-amku;

R npeacTaBisieT coooit H; nnm

R u R coBmectHO ¢ aTomMamu yTiieposa, K KOTOPBIM OHU TIPHUCOEIHHEHBI, 00pa3yIoT JBOWHYIO CBS3b;

R"? npeacTaBiseT codoit H; nmm

R" u R'? coBmecTHO ¢ aToMoM yTaepoaa, K KOTOpOMY OHH NPUCOEIUHEHBI, 00pa3ytoT Cs.o-IIHKIOATKUIT
ik TeTepo-Cs_1o-IIUKIOATKII, COJSPKAIIIA OJTMH ATOM KHCJIOPO/a B KAYEeCTBE reTepoaToMa;

RB mpeacTaBiset coboit H;

R npeacTapisiet coboi H; nmm

R' u R" coBmectHO 06pasyior -(CH,),-;

R" npenctapisiet coboit H, Cy_j,-ankun winn Cy_j,-ankokcu-C . p-aaKu;

R' MPECTABISCT COO0M TUAPOKCH-C_1,-aJIKHIT, -S(0),R"®, -C(O)R'® mim —C(O)ORIB; WU

R" u R'® coBmecTHO ¢ aToMoM a30Ta, K KOTOPOMY OHH NMPHUCOCTUHEHBI, 00pa3yIoT 3aMeleHHBIA TeTepo-
C5.10-IIMKJIOAJIKHII, COJICPKAIMNN B Ka4eCTBE T€TEPOATOMOB OJMH HIIM JIBa aTOMa a30Ta WJIM OJHWH aTOM a30Ta U
OJIMH aTOM Cepbl, TIPHU ITOM 3aMeIeHHBIA TeTepo-Cs.iop-IIUKIOATKII 3aMelleH OJHUM-TPEMS 3aMECTHTEISIMH,
HE3aBHCHMO BBIOPAHHBIMH W3 CIHEIYIOMHMX: THAPOKCH-Ci_p-anmkui, Ci.jp-ankokcu-Ci_jr-ankwmn, ramoreH-Ci jp-
ankokcu-Cy_p-ankumn,  Cp.p-aIKOKCHKapOOHMJI,  OKCOrpymma, Tpua3zoiuia-C.-alkuil W 3aMelIeHHBIN
aMuHO-C . ,-alIK|JI, TJIe 3aMemeHHbIH aMUHO-C . j,-aJIKIIT 3aMellleH TIPH aToMe a3oTa OJHWUM Wik aByMs Ci_jp-
aTKUIAMHK, WA

R" u R" coBmecTHO ¢ aTomamu a30Ta u yriaepoJia, K KOTOPhIM OHU MPUCOCIUHEHBI, 00Pa3yIOT 3aMCIICH-
HBIN TeTep0-C;_1o-IIUKIOATKIT, COJCPKAIIIIA B KAYECTBE TETEPOaTOMa OJIMH aTOM a30Ta, IIPU 3TOM 3aMEIICHHBIN
reTepo—gCg,_ 10—11511/1KJ10aJ1K1/IJ1 3aMelIeH Tpynnamu R23, R*u RZS; HIN

R” u R coBMecTHO ¢ aToMaMH a30Ta U yriaepoja, K KOTOPEIM OHH IPUCOCIMHEHBI, 00pa3yrOT 3aMeIIeH-
HBIN TeTep0-C;_1o-IIUKIOATKIT, COJCPKAIIIIA B KAYeCTBE TETEPOaTOMa OJIMH aTOM a30Ta, IIPU 3TOM 3aMEIICHHBIN
reTep0o-Cs.o-IIUKI0ATKHIT 3aMeIIeH TPYIIIaMu R s R*uR” ;

R'® npencraBusieT coborr Ci.p-amkui, Cs.jo-IUKIOANKWI, TajnoreH-Ci_j,-aikmi, THAPOKCH-C . jp-alKulI,
C\.1z-anxunkapoonmiokcu-Ci_j,-ankui, Cg-apui, 3aMenieHHbli Cq-apui, reTepoapuil, 3aMeIIeHHbBIN TeTepoapuI,
T7e TeTepoapuil TPEACTABISICT COOOH S-4JIEHHYIO TPYIITY, COACPIKAIIYI0 B KauyeCTBE reTepoaToMa OJUH aTOM
KHCIIOpOJIa, IBA aTOMa a30Ta, OJMH aTOM KHCIIOpOJa W OJMH WIH J[Ba aTOMa a30Ta, WM 6-4JICHHYIO TPYIITY, CO-
JICpKAIIylo B KQUECTBE TeTepoaToMa OJIMH WM JBa aTOMa a30Ta, IPU STOM 3aMelleHHbIH Cg-apii U 3aMelleH-
HBIH TETEPOAPIUT COACPIKAT OT OJHOTO JO TPEX 3aMECTUTEICH, HE3aBUCHMO BBHIOPAHHBIX U3 ciexyromux: Ci_js-
K, TUIPOKCU-C_1p-aiKui, ranoreH-C . p-ankui, Cs.o-IUKIOANKIII U TaJIOTCH;

A' npexcrasmnser co6oit CR?;

A? npexcrasmser coboit CR*;

A’ npexcrasmser coboit CR*;

R* npeacTaBisieT coooi H mm ramorew;

R* npeacrasisieT coooi H, ranoren nmu C_j,-aKu;

R* npeacTaBisieT coooi H mm ramorew;

R23, R* u R25, KaXIbI HE3aBHCUMO, BHIOpaHbl U3 cieaytomux: H, ruapokcn-Ci_j,-amkui, Ci.jp-alKOKCH,
C\.12-amkokceu-Cy_jr-ankui, ranored-Ci.jp-anmkoken-Cy_jp-ankui, Ci_j-ankokcHu-C . j»-alIkOKCH, OKCOTPYIINA, TPH-
azommi-Cy_,-aKWT B 3aMeIIeHHbIH aMUHO-C.1,-alTKUJI, TIPH 3TOM 3aMelIeHHBIH aMUHO-C . j,-alKUIT COJNEPIKUT
MPU aTOME a30Ta OT OJHOTO A0 ABYX Ci_j-alIKui;
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m pasHo 0 wnu 1, npu 5TOM ecii m paBHO 1, To cymma n U p paBHa 2, 3 unu 4;

n paBHo 0 mn 1;

p paBHo 0, 1 wm 2;

q paBao 0 nm 1;

t paBHo 0 wm 2;

K (papMareBTUIECKH PUEMIIEMBIE COJIH.

2. Coegunenue 1o 1.1, rae

R! npencrasiseT coooit H wmu C;_j,-anku;

R? npejcTaBisieT coboit H;

R’ npejcTaBisieT coboit H;

R* npeactasisiet coboit H wim Cy_j,-amkmn;

R’ npeactasisiet coboit H mwm Cy_j,-amkwmn;

R® npencranser cooit —Om—(CRgRIO)n-(CRllRlz)p—(CRBRM)q—NR]SRIG;

R’ npejcTaBiseT coooi H mim ranorew;

R’ npencrasiseT coooit H, C;_-ankun wim Cs.o-IIAKIOATKHIT;

R npenacrasisieT coooit H wm Cy_j,-amku;

R npeacrtasisieT coboii H;

R"? npeacTaBiseT codboit H; nnm

R" u R coBmecTHO ¢ aToMOM yTIepoaa, K KOTOpOMY OHH MPUCOETUHEHBI, 00pa3yoT Cs.jo-TIMKIOATKHIT,

R" npeacrasisieT coboii H;

R npeacTapisiet coboi H; nmm

R' u R coBmectHO 06pasyior -(CH,),-;

R" npenctapisiet coboit H, Cy_j,-ankun winn Cy_j,-ankokcu-C . j»-aaKu;

R' MPECTABISCT CO00M TUAPOKCH-C_15-aJTKHIT, -S(0),R"®, -C(O)R"® mim —C(O)ORIB; WU

R" u R'® coBmecTHO ¢ aToMoM a30Ta, K KOTOPOMY OHHU TIPUCOCAMHEHBI, 00pa3yroT 3aMEIICHHEBIN IreTepo-
C5.10-IIMKJIOAJIKHII, COIEPKAIMNN B Ka4eCTBE T€TEPOATOMOB OJIMH HIIM JIBa aTOMa a30Ta WJIHM OJHWH aTOM a30Ta U
OJIMH aTOM Cepbl, TIPU ITOM 3aMeIeHHBIA TeTepo-Cs.iop-IIUKIOATKII 3aMelleH OTHUM-TPEMS 3aMECTHTEISIMH,
HE3aBHCHMO BBIOPAHHBIMH W3 CIHENYIOMMX: THAPOKCH-Ci_p-anmkui, Ci.jp-ankokcu-Ci_jr-ankwun, ramoreH-Ci jp-
ankokcu-Cy_p-ankmn,  Cp.j-aIKOKCHKapOOHMJI,  OKcorpymma, Tpua3zonuid-C.p-alkuil W 3aMelIeHHBIN
aMuHO-C . ,-alIKWJI, TJIe 3aMemeHHbIH aMUHO-C . j»-aJIKIIT 3aMellleH TIPH aToMe a3oTa OJHWUM Wik AByMs Ci_jp-
aJKWJIAMHU, WA

R" u R" coBmecTHO ¢ aTomamu a30Ta u yriaepoJia, K KOTOPhIM OHU MPUCOSIUHEHBI, 00pa3yIOT 3aMEIICH-
HBIN TeTep0-C;_1o-IIUKIOATKIT, COJCPKAIIIIA B KAYeCTBE TETEPOaTOMa OJIMH aTOM a30Ta, IIPU 3TOM 3aMEIICHHBIN
reTepo-Cs_jo-IIUKI0ATKUII 3aMEeIlleH TPYyNIaMu R23, R*u RZS; HIN

R’ u R" coBmecTHO ¢ aTomamu a3ota u yriaepoaa, K KOTOPbIM OHH IPUCOCAMHECHBI, 00pa3yroT 3aMeIlCH-
HBIN TeTep0-C;_1o-IIUKIOATKIT, COJCPKAIIIIA B KAY4eCTBE TETEPOaTOMa OJIMH aTOM a30Ta, IIPU 3TOM 3aMEIICHHBIN
reTepo-Cs.jo-IIUKI0ATKUII 3aMEeIlleH TPYyIaMu R23, R*uR® ;

RS npencraBisieT coborr Ci.jp-amkui, Cs.jo-IUKIOANKWI, TajnoreH-Ci_j,-aikmi, THAPOKCH-C . j,-allKulI,
C\.1z-amkunkapoonmiokcu-Ci_j,-ankui, Cg-apui, 3aMenieHHblid Cgq-apui, reTepoapuil, 3aMeIIeHHbBIN TeTepoapuI,
T7e TeTepoapuil MPEACTABISICT COOOH S-4JIEHHYIO TPYIITY, COACPIKAIIYI0 B KauyeCTBE reTepoaToMa OJUH aTOM
KHCIIOpOJIa, IBA aTOMa a30Ta, OJMH aTOM KHCIIOpOJa M OJMH WIH J[Ba aTOMa a30Ta, WM 6-4JICHHYIO TPYIITY, CO-
JIeprKaIlyto B Ka4yeCTBE TeTepoaToMa OJWH WM JIBa aToMa a30Ta, MPH dTOM 3aMelneHHbI Cg-apuil U 3aMeleH-
HBIH TETEPOAPIUT COACPIKAT OT OJHOTO J0 TPEX 3aMECTUTEICH, HE3aBUCHMO BBHIOPAHHBIX U3 ciexyromux: Ci_js-
KW, TUIPOKCU-C_1p-aiKui, ranoreH-C . p-ankui, Cs.o-IUKIOANKIII U TaJIOTeH;

A' npexcrasmnser co6oit CR?;

A? npexcrasmser coboit CR*';

A’ npexcrasmnser coboit CR*;

R? npeacTaBisiet coboi H wimu ramorew;

R* npeacrasisieT coooi H, ranoren nmu C_j,-aiKu;

R* npeacTaBisieT coooi H mm ramorew;

R23, R* u R25, KaXIbI HE3aBHCUMO, BHIOpaHbl U3 chexytomux: H, ruapokcn-Ci_j,-amkum, C.jp-alKOKCH,
C\.1z-amkokcu-Cy_jp-ankui, ranored-Ci.jp-anmkoken-Cy_jp-ankui, Ci_j-ankokcH-C . j»-alIkOKCH, OKCOTPYIINA, TPH-
azommi-Cy_p-aKWT B 3aMeIIeHHbIH aMUHO-C_1,-alIKUJI, TIPH 3TOM 3aMeNIeHHBIH aMUHO-C . j-alTKHIT CONEPIKUT
TIPH aTOME a30Ta OT OJHOTO N0 ABYX C_j;-aJIKWIT;

m pasHo 0 mwnu 1, npu 5TOM ecii m paBHO 1, To cymMa n U p paBHa 2, 3 unu 4;

n pasHo 0 mn 1;

p paBHO 0, 1 mu 2;

q paBHo 0 unn 1;

t paBHo 0 wmn 2;

WK X (hapMareBTHICCKH IPUEMIIEMBIE COJIH.

3. Coeaqunenue o aodoMy u3 1.1, 2, B KOTOpoM R! npenacrasiseT coooit H wmm Cy_j,-amKu.

4. CoemuHenwe 1o odomy 13 mi.1-3, B KOTopom R! npencraBisaeT cooo Ci_j,-amKui.
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5. Coenuuenue 1o mobomy u3 mr. 1-4, B koropom R' mpescrapnser coGoit MeTuiI.

6. Coenuuenne 1o mobomy u3 mi. 1-5, B kotopom R’ npescrasmser co6oii H.

7. CoequnaeHne 1o JH000MY U3 Tl 1-6, B KOTOpOM R* npencrasiseT coooit H wmu Cy_j,-aikut.

8. CoemmHenue 1o moGomy u3 mir.1-7, B koropom R* mpencrasmsier coGoii H.

9. Coeaumenue 1o todomy u3 . 1-8, B kotopom R’ npexcrasmser co6oit H.

10. Coeaumenne 1o mobomy u3 . 1-8, B kotopom R’ npescrasisier co6oit H mitu ragore.

11. Coeaumenne o mobomy u3 . 1-9, B kotopom R’ mpescrasiser co6oii H.

12. Coenmrenne o to6omy u3 miL. 1 u 6-9, B kotopom R' i1 R7 COBMECTHO ¢ aTOMaMH a30Ta U yIIeposa, K
KOTOPBIM OHH MPUCOCTUHEHBI, 00pa3yioT retepo-Cs.o-IIUKIOATKILI.

13. Coenunenue mo m0OoMy u3 minl-12, B KOTOpoM R’ npencraensier coboit H, C;.jp-amkmn wm Cjy_ -
IIUKJTOQITKHIL.

14. Coeaunenwue mo Jr00oMy u3 mit.1-13, B KOTopoM R’ npezacrasisier codoit H nimm Cy_j,-ankmi.

15. Coenunenne 1o mobomy u3 m.1-14, B koropom R’ npencrasnser coboit H.

16. Coeauuenwue mo Jr00oMy u3 miL.1-15, B koTopom R npencrasnsget coooit H wmu Cy_j,-akmi.

17. Coemmnenue 1o moGomy u3 . 1-16, B kotopom R'° mpencrasiser coboit H.

18. CoemmHenue 1o moGomy u3 . 1-17, B kotopom R'! mpencrasiser coboit H.

19. Coemuuenne o o6omy u3 m.1-15, B koropom R'® i R'' coBmecTHo ¢ aTtomamu yrimepona, k KoTo-
PBIM OHH TIPHCOEINHEHBI, 00pa3yIoT IBOIHYIO CBS3b.

20. CoexmHenue 1o moGomy u3 mir.1-19, B kotopom R'? mpencraiser coboit H.

21. CoemmHenne 1o moGomy u3 mi.1-17, B kotopom R'! 1 R'? coBMecTHO ¢ aToMOM yriieposa, K KOTOpOMy
OHU TPUCOCAMHEHBI, 00pa3yroT Cj_1o-IIHKIOATKII.

22. Coenunenue no o6omy u3 1. 1-21, B kotopom R' mpencrasnser co6oii H.

23. Coemuenne 1o moGomy u3 mi.1-15, 18 u 20-21, B kotopom R' 1 R'* coBmectro 06pasyior -(CH,),-.

24. CoemuHeHUE 10 JIFOOOMY 13 miL.1-23, B KOTOpOM R npencraenser coboit H, C_p-amkun wmu Cy_q,-
aKoKCcH-C_jr-aJTKHIL.

25. CoeauHeHne MO Jr000MY 13 M1l 1-24, B KOTOpOM R npenacrasiseT coooit H wmu Cy_j,-ankut.

26. CoemHeHue 110 moGoMmy u3 mir.1-25, B kotopom R'> mpencrasiser coboit H.

27. CoemmHerue 10 moboMy u3 1. 1-12 u 16-23, B kotopom R’ i R' coBMecTHO ¢ aToMamu a30Ta  yriie-
poa, K KOTOPhIM OHH TPHUCOEINHEHBI, 00pa3yIoT 3aMemeHHbIH TeTepo-Cs_1o-IIUKI0ATKII, COAEpKaIInil B Kade-
CTBE TeTepoaToMa OIMH aTOM a30Ta, IPH TOM 3aMEIICHHBIH TeTepo-Cs.o-IMKIOANKII 3aMeIIeH rpyrmaMn R,
R¥u RS

28. CoenmuHeHnue 1o Jt0OoMy U3 mm.l1-27, B KOTOpOM R' npecTaBisieT co00it ruapokcu-Ci_jr-alKui,
-S(0),R", -C(O)R" mmu -C(O)OR'™.

29. CoemuHenue 1o mo6omy u3 mim.1-27, B kotopom R'® mpencrapnser co6oit rumpoxcu-C.j,-ankun win
-S(0O),R "™,

30. CoenuHenue 1o Jr0O0MY 13 T 1-28, B KoTopoM R' MpeCTaBIsIeT COO0U THAPOKCH-C1_1-alTKUIL.

31. Coemuuenue 1o 1060My u3 mm.1-27, B koTopom R'® mpescraBiser co6oit THAPOKCHITHII MM THAPO-
KCHUMETHIIOYTHIL.

32. Coenuuenue o o6omy 13 . 1-29, B koropom R'® npencrasmser co6oit -S(O),R .

33. Coexuuenue o mo6omy 13 m. 1-28, B koropom R'® npencrasmser co6oii -C(O)R ',

34. Coemmuenue mo mo6omy u3 mr.1-23, B koropom R'° u R'® coBmectHO ¢ aTomom a30Ta, K KOTOpOMY
OHH TIPUCOCIMHEHBI, 00pa3yIOT 3aMEIIeHHbIN reTepo-Cs;_jo-IUKI0aNIKIII, COAEPKAIINN B Ka4eCTBE TeTEPOaTOMOB
OJIMH WJIX JIBa aTOMa a30Ta WIM OJMH aTOM a30Ta M OJUH aTOM CEpbI, IPU TOM 3aMEIICHHBIA reTepo-Cs_jo-
IUKJIOANIKII COJCPIKHUT OT OJTHOTO JI0 TPEX 3aMECTHUTENICH, HE3aBUCHMO BEIOPAHHBIX U3 CICAYIOIIUX: THAPOKCH-
Cipp-anmkmn, Ci.pp-anmkokcu-Co.jp-ankui, ranoreH-Ci_jp-anmkokcu-Cy jp-ankmi, Ci_jp-aTKOKCUKapOOHWII, OKCO-
rpymmna, Tpuazonwi-Cy_j,-allKiI ¥ 3aMeIIeHHBIH aMIUHO-C . ,-aIKII, TIPY STOM 3aMEIICHHBIA aMUHO-C.1;-alIKIIT
3aMeIICH IPU aTOME a30Ta OHUM WK ABYMS C_p-alKHIaMHU.

35. Coenunenue 1o moGomy u3 1. 1-23 u 34, B kotopom R'” u R'® comectHO ¢ aToMoM a3ota, k KOTOpO-
My OHH MPHUCOETMHEHBI, 00pa3yIoT 3aMemeHHbIN reTepo-C;_j(-IIMKI0aIKMI, COAep)KaIlIuii B Ka4eCcTBE TeTepoa-
TOMOB OJWH WJIM JIBA aTOMa a30Ta WM OIUH aToM a30Ta W OIWH aTOM CEpHl, NMPH 3TOM 3aMEUICHHBIA
retepo-Cs.(-IUKIOATKIII COACPKUT OT OJHOTO N0 TPEX 3aMECTUTelNeH, He3aBHCHMO BBIODAHHBIX U3 CIIEIYIO-
MHX: THAPOKCH-C | _|»-aJIKHII ¥ OKCOTPYIIIA.

36. Coenunenue no ngrodoomMy u3 min.1-23 u 34, 35, B koTopoM reTepo-Cs.jo-IIUKIOANKWIbHAS TPYyIIa, CO-
Jiep Kamias B KauecTBe TeTepoaTOMOB OJIMH WJIH JIBA aTOMa a30Ta WJIM OJMH aTOM a30Ta U OJWH aTOM Cepbl, 00pa-
3oBannas R u R'® coBMecTHO ¢ aToMOM a30Ta, K KOTOPOMY OHH MPHCOCIHHEHBI, BHIOPAHA M3 CIICTYIONIHX:
TP POITHTTHII, MUTICPUAUHIIL, THOMOP (D OJIMHIL, THA3WHAHWI, M30THA30TAIMHIIT u 2,6-
nuazacnupo[3.3renTui.

37. Coenunenne no Jobomy u3 mm.1-23 u 34-36, B koTopoM reTepo-Cs_jo-INKIOaIKIUIbHAS TPYIIa, CO-
JiepKamias B Ka4ecTBe TeTepOaTOMOB OJIMH HJIH JIBA aTOMa a30Ta WM OJIMH aTOM a30Ta U OJHMH aTOM Cepbl, 00pa-
3oBannas R u R'® coBMecTHO ¢ aToMOM a30Ta, K KOTOPOMY OHH MPHCOCIHHEHBI, BHIOPAHA M3 CIICTYIONIHX:
TMUPPOJIUIUHIII, TUTICPUIMHIIT, THOMOP(OITMHAI, THA3HHAHU | 2,6-aua3actupo|3.3 JremTui.

38. CoexuHenwe 1o noboMy u3 . 1-23 u 34-37, B kotopom R" u R'® coBmectHO ¢ atomoM a30Ta, K KO-
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TOPOMY OHH TPHUCOCAWHEHBI, 00pa3ylT  2-THAPOKCUMETWINMHAPPOIUINH-1-1A,  2-THAPOKCUMETHI-S-
OKCOITUPPOIHINH- | - WIIA M30THA30TUANHUIL, 3aMEIICHHBIH MO0 aTOMY CEpPhI IBYMSI OKCOTPYITIaMH.

39. CoexuHenne 1o moboMy u3 1. 1-23 u 34-38, B kotopom R" u R'® coBmectHO ¢ atomoM a30Ta, K KO-
TOPOMY OHH TIPUCOCTUHEHBI, O0O0pa3ylOT 2-TUAPOKCUMETHIITAPPOIUINH-1-MI WIH  2-TUAPOKCUMETHII-S-
OKCOMUPPOTUINH- 1 -HJ1.

40. Coemmuenne 1o moGomy u3 1. 1-34, B kotopom R'® mpencraisier co6oit C._,-alIKHIT HIIM TETEPOAPHIL,
MPEACTABISIIOMUN CO00H S5-4JIEHHYIO TPYIIY, COAEPIKAIly0 B KadeCTBE TeTepoaroMa OTUH aTOM KHCIOPOAa,
JIBa aTOMa a30Ta, OJMH aTOM KHCJIOPOZa W OAWH WIIM JIBa aToOMa a30Ta, WIH O-WICHHYIO TPYIILY, COACPIKAIIYIO B
Ka4yecTBE TETepOaTOMa OJIUH WM JIBA aTOMa a30Ta, C 1-3 3aMECTUTENSIME, HE3aBUCHMO BBHIOpaHHBIME U3 Ci_js-
QJIKWJIa U TaJOTCHA.

41. Coenuuenne no moGomy u3 miL.1-34 u 40, B kotopom R'® mpencrasnser coboii rerepoapu, npeacTas-
JSIOUIMHA coO0H S-wiIeHHYI0 TPYIHITy, COAEPIKALIyI0 B KaUeCTBE reTepoaroMa OJIMH aTOM KHCIOpOAa, 1JBa aToMa
a30Ta, OJIMH aTOM KHUCIIOPOJia U OJIMH WJIM JIBa aTOMa a30Ta, WiIH O-WICHHYIO TPYIITY, COACPIKAIIYI0 B Ka4eCTBE
rerepoaToMa OJUH WJIM J[BA aTOMa a30Ta, ¢ 1-3 3aMECTUTENSIMH, He3aBUCUMO BHIOpaHHBIMU U3 Ci_j,-aliKuia u
raJIoTeHa.

42. Coeaunenue 1o JrooomMy u3 mi. 1-34 u 40, B KoTOpoM R' npencraBiseT coooit Ci_j,-aKuiIL.

43. CoemmHenue 1o moGomy u3 mir. 1-34 u 40, B koropom R'® mpencrasmster coGoii o

44. CoenmHenue 1o moGomy u3 mir. 1-43, B kotopom R* mpencrasiser coboit H.

45. CoenauHeHue 1o Jr000My 13 il 1-44, B KOTOpOM R* npencrasiseT codboit H wmu Cy_j,-ankut.

46. CoemHeHue 1o moGoMmy u3 mir. 1-45, B kotopom R*! mpencrasiser coboit H.

47. Coenunenue no mo6oMy u3 1. 1-46, B koTopom R* mpencrasnser co6oii H.

48. CoemuaeHne 1o Tr00oMy U3 mi.1-47, B KOTOpOM R*, R* u R*, kax/plil HE3aBHCHMO, BBIOpaHBI W3
CIENYIOMMX: BOIOPOA, THAPOKCHU-C_p-ankui, C.jp-ankokcu-Ci_j,-ankui, rajnoreH-Ci_j,-ankokcu-C_jp-aJIKui,
OKcOTrpyIma, Tpra3omuia-Ci.,-alKiI U 3aMEIIeHHBIH aMUHO-C_j,-alIKWI, MPH STOM 3aMeIIeHHbIH aMHHO-Cy_1,-
QJIKWJI 3aMEIICH MIPU aTOME a30Ta OJHUM W OBYMs C|_j,-aJIKWIaMu.

49. Coemunenue no moboMy u3 1. 1-48, B KoTopom R23, R* u RZS, KaKJBI HE3aBUCUMO, BBHIOpAHBI U3
CIEIYIOIINX: BOAOPO, THAPOKCH-C1_15-aJIKHI ¥ OKCOTPYIITIA.

50. CoemHeHue 110 060My 3 . 1-49, B KoTOpoM o MeHbmeil Mepe oxus u3 R, R** u R* ommmden ot
BOJIOpOJIA.

51. Coenunenue 1o o6omMy u3 mir. 1-50, B koTopoM m paBHoO 1.

52. Coenunenue 1o ro6omy u3 mir. 1-50, B koropom m paBHo 0.

53. Coenunenue 1o 0doMy w3 1. 1-52, B kotopom n paBHo 0.

54. Coeaunenne 1o mobomy u3 . 1-53, B koropom p paBro 0 mn 1.

55. Coenunenue 1o odomMy u3 1. 1-54, B koropom g paBHo 0.

56. Coeaunenue 1o modomy u3 . 1-55, B kKoTopoMm t paBHO 2.

57. Coenunenue 1o ro6oMy w3 1. 1-55, B koropom t paBHO 0.

58. Coeaunenne 1o mobomy u3 . 1-57, BEIOpaHHOE U3 CIIEAYIOIIUX:

[5-(1-metnun-2-okco-1,2,3,4-TeTparuApOXuHOJINH-6-1IT ) TAPUIUH-3 -1 |aMUIITaH CyJIb(OHOBOW KHCIIOTHI;

[5-(1-metnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1IT ) TAPUINH-3 -HIKapOaMOWII [METHIIOBBIA  2PUp  YK-
CYCHO KHCJIOTBHI;

2-ruapokcu-N-[5-(1-meTnin-2-okco-1,2,3,4-TeTparuApoX HHOIUH-6-WIT) TUPHUIAH-3 -WJT |alle TAMUT,

6-[5-(2-rUAPOKCUATUIIAMIHO )TUPU U H-3 -1 |- 1 -MeTwi1-3,4- murunpo- | H-xuHonuH-2-0H;

6-[5-((S)-2-ruapoKCUMETHITUPPOIUINH- | -1 TUpUIuH-3 -1 | - 1 -MeTHi-3,4-quruapo- 1 H-xunonuH-2-0H;

6-[5-((R)-2-ruapoKcuMe THIIHPPOIUINH- | -uT) TUpUIUH-3 -1 ] - 1 -MeTHiI-3,4-muruapo- 1 H-xunonuH-2-0H;

6-[5-((S)-2-ruapoKCUMETHIITHPPOITHINH- | -MIMeTHI) TUpUIUH-3 -1 ] - 1 -MeTHi-3,4-nuruapo- 1 H-xunommH-
2-0H;

6-[5-((S)-2-ruapoKCcUMETHII-5-0KCOTUPPOIHINH- | -MIAMEeTH ) TUpUIUH-3 -] - | -MeTHin-3,4-quruapo- 1 H-
XUHOJIMH-2-0H;

6-[5-((S)-2-3THITaMHHOMETHIIITA PP OJTU U H- | -WuT) TupuinH-3 -1 |- 1 -meTwn-3,4-nuruapo- 1 H-xuHonuH-2-0H;

6-[5-((S)-2-MeTOKCUMETHIIITAPPOIUINH- | -Wn) mupuanH-3-ui]- 1 -mMetnn-3,4-nuruapo- | H-xunonvH-2-0H;

1-metnn-6-[5-((S)-2-[1,2,4]rpua3zon- 1 -uaMe THITTUP PO ANH- | -1 Tpu IuH-3 -1 |-3,4-muruapo- 1 H-
XWHOJIMH-2-0H;

6-(5-6eH3nITaMHHOTTUPHUINH-3 -11)- | -MeTw-3,4-nuruapo- 1 H-xunonvH-2-0H;

6-[5-((S)-2-ruapOKCUMETHII-5-0KCOTTMPPOTUINH- | -1 upuanH-3 -1 ] - 1 -MeTni-3,4-quruapo-1H-
XUHOJIMH-2-0H;

1-metun-6-[5-(2-okconupponuaun- 1 -un)nupuau-3-ui|-3,4-guruipo- 1 H-xuHOIMH-2-0H;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOMMH-6-WIT) TUPUIUH-3-WIMETHII |aMHdTaH Cyab()OHOBOH KH-
CJIOTEHI;

[5-(7-drop-1-meTnn-2-okco-1,2,3,4-TeTparu1pOX UHOIMH-6 -1 ) TUPUIIH-3 -MIIMETHII |aMUIdTaH CYIIb(OHO-
BOU KHCJIOTHI,

[5-(1,4,4-rpumeTnn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1IT ) TAPUINH-3-HIMETHII |JaMUIIdTaH  CYJIb(oHO-
BOI KUCJIOTEHI,

- 127 -



035757

1-meTun-6-[5-(2-okconuppoauant- 1 -uaMeTn) nupuinH-3-ui|-3,4-nurupo- 1 H-xunonuH-2-ox;

1-meTun-6-[5-(2-okconunepuauu- 1 -unmernn)nupuann-3-uil-3,4-nuruapo- 1 H-xunonuH-2-oH;

6-[5-(1,1-muokco-1 )\.G-TI/IOMOp(i)OJ'II/IH—4—I/IJ'IMeTI/IJ'I)l'II/IpI/I,HI/IH-3 -ui]-1-metun-3,4-quruapo- 1 H-xunonun-2-
OH;

6-[5-((S)-2-MeTOKCUMETHIIITAPPOITUINH- | -HIME T ) TUPUANH-3 -1 |- | -MeTnn-3,4-quruapo- 1 H-xunonmH-2-
OH;

METHIIOBBII 3¢up (S)-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOX HHOIUH-6-WIT) TUPUTAH-3 -
WJIMETHJI |TUPPOTUINH-2-KapOOHOBOM KHCIIOTHI;

1-metnn-6-{5-[(S)-2-(2,2,2-TpudTOPITOKCUMETHIT ) TUPPOJIA N H- | -FHIMETHI |TAPUIAH-3 -1 } -3 ,4-TUTHPO-
1H-xuHoauH-2-0H;

TpeT-OyTHIOBEI  3¢pup  6-[5-(1-mMetun-2-okco-1,2,3,4-TeTparuApOXHHOINH-6-I ) T PUIHH-3-11]-2,6-
nurazacnupol3.3]rentan-2-kapOOHOBOI KHUCIIOTHI;

6-[5-((R)-1-rugpoxcumeTHII-2 -MeTHINPONHIAMUHO ) TUPU N H-3 -1 ] - 1 -MmeTuin-3,4-nurunpo- 1 H-xunonus-
2-0H;

6-(5-aMUHOMETUIIUPUAUH-3-1i1)- 1 -MeTmi-3,4-nuruapo- 1 H-xunonuH-2-oH;

N-[5-(1-meTun-2-okco-1,2,3,4-TeTparuapoX HHOIMH-6-FT) TUPUIUH-3 -HIMETHII | TPOTTHOHAMUT;

[5-(1-meTtun-2-okco-1,2,3,4-TeTparuaApOXUHOJIMH-6-1IT) AP U AHH-3 -HIMETHII |aMUT TIpoTIaH-2-
CyIb(HOHOBOW KHCIIOTHI;
TPET-OyTHIIOBBIN a¢dup {2-[5-(1-meTunn-2-0kco-1,2,3,4-TeTparuAPOX UHOIUH-6-WIT ) TAPUITAH-3 -

WJIOKCH |9THIT } KapOaMHUHOBOM KHCIIOTHI;

[5-(1-metnn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-WT ) TAPUIUH-3-UIIMETHI |JaMUT  3-METOKCHHU30KCa30JI-
5-xkapOOHOBOI KHCIIOTHI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparuapOXuHOIMH-6-WIT ) TUPUANH-3 -FIIMETHII [aMUJT  IIUKIJIOTIPOTIaHKApOOHO-
BOU KHCJIOTHI,

6-[5-(2-amuHO3TOKCH ) TUpUANH-3 -1 |- 1 -MeTmiI-3,4-murunpo- 1 H-XuHOTMH-2-0H THIPOXIIOpHL;

N-{2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparn ApOXMHOIUH-6-NIT ) TUPUIUH-3 -HIIOKCH | 3 THII } TPOTIMOHAMUT;

6-[5-(1,1-mokco-1A°-[ 1,2 THasHHAH-2-HIME T ) TUPUAHH-3-11]- | -MeTrn-3,4-urunpo- | H-XuHOMmMH-2-0H

1 UX (papMaIeBTUICCKH PUEMIIEMBIC COJIH.

59. Coenunenue 1o 0060My U3 Il 1-57, BEIOpaHHOE U3 CISAYIOIHX:

TPET-Oy THIIOBBIN a¢up (S)-2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOX HHOIUH-6-WIT) TUPHIAH-3 -
WIIOKCHUMETHII |a3e THINH- | -kapOOHOBOM KHCIIOTHI,

TpeT-0yTrnoBsid d¢up (R)-3-[5-(7-pTop-1-meTrn-2-okco-1,2,3,4-TeTparuaApOXHHOIUH-6-1I ) TUPUTHH-3 -
WJIOKCH |TUPPOJIUANH- 1 -kKapOOHOBOH KHUCIIOTHI;

TpeT-OyTHnoBeld  3dup  3-[5-(1-meTun-2-okco-1,2,3,4-TeTparuapOX HHOIMH-6-FIT) TUPUTTH-3 -HITOKCH |-
a3eTUANH-1-KapOOHOBOW KUCIIOTHI;

TPET-OyTHIIOBEII a¢up (S)-3-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuipOXHHOIUH-6-1T ) TUPUIHH-3 -
WJIOKCH |TUPPONTUINH- | -KapOOHOBOH KHCIIOTEI,

TPeT-OyTHIIOBEII a¢up (S)-3-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuipOXHHOIUH-6-1T ) TUPUIHH-3 -
WJIOKCH | TUTIEPUIHH- | -kapOOHOBO KUCIIOTHI;

TpeT-OyTHIIOBBIN a¢up 4-[5-(1-metun-2-oxco-1,2,3,4-TeTparuJpOXHHOINH-0 -1 ) TUPHIUH-3 -
WJIOKCH |TUTIepUINH- | -kapOOHOBOW KHCIIOTHI;

TPET-OyTHIIOBBIN a¢up (S)-2-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOX HOIUH-6-WIT) TUPHIAH-3 -

WIOKCHUMETHJI | TUPPOTHINH- | -KapOOHOBOM KHCIIOTHI;
TpeT-0yTHnoBsid 3¢pup (S)-3-[5-(7-pTop-1-MeTrn-2-okco-1,2,3,4-TeTparuaApOXHHOIUH-6-1I ) TUPUTHH-3 -
WJIOKCH |TUPPOJIUANH- | -kKapOOHOBOH KHUCIIOTHI;

TPeT-OyTHIIOBEII a¢up (R)-3-[5-(1-meTun-2-okco-1,2,3 ,4-TeTparuAp OX MHOIUH-6- VLT ) TAPUTAH-3 -
WJIOKCH |TUPPONIUANH- 1 -KapOOHOBOH KHCIIOTEI;
{3-[5-(1-meTmnn-2-oxco-1,2,3 ,4-TeTparuAPOXMHOINH-O- M) THPUAUH-3 -1 | OKCETaH-3-1JT } aMU]T (R)-2-

METWINPOTNaH-2-Cynb(HUHOBON KHCIOTBHI;

[5-(2-0kco-1,2,3,4-TeTparuipoX MHOIHH-0-H1) TUPHIUH-3-UIMETHII | aMUI3TaH CYIb()OHOBOMH KHUCIIOTHI;

{(S mmm R)-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXNUHONNH-6-WT) IpuANH-3-mwi dTmt famug  (R)-2-
METHIIIPOTIaH-2-CyJIb(HUHOBOH KUCIOTHI;

{(R wmu S)-1-[5-(1-meTun-2-oxco-1,2,3,4-TeTparuapoXuHOINH-6-1T ) TUPUANH-3 -1 |otrn famun  (R)-2-
METHIIIPOTIaH-2-CyJIb(HUHOBOY KUCIOTHI;

TpeT-OyTHnoBeld  3dup  {(Tpanc)-4-[5-(1-metmn-2-okco-1,2,3,4-TeTparupOXUHOIHH-6-1 ) TAPUIHH-3-
WJIOKCH |ITUKIIOTEKCHII } KApOAMHUHOBOM KHUCIIOTHI,

6-[5-(1-aMUHOIIMKIOTIP OV ) TUPH I H-3 -1 |- | -MeTHI-3,4-nuruapo- | H-xuHonnH-2-0H;

1-meTrn-6-[ 5-((S)-mupp o aArH-3 -UIOKCH ) TUPUAUH-3 -1 | -3 ,4-muruapo- | H-XuHOTHH-2-0H THIPOXJIOPHU]T;

1-meTrn-6-[ 5-((S)-nunepuauH-3 -UIOKCH ) TUPpUINH-3 -1 | -3 ,4-nuruapo- | H-xuHonmnH-2-0H;

1-meTun-6-[ 5-(munepuauH-4-unokcu )nupuauH-3-un|-3,4-nurupo- 1 H-xuHONnMH-2-0H TUAPOXIIOPUL;

6-[5-((S)-1-a3eTnaMH-2-NIMETOKCH ) TUPUIANH-3 -1 |- 1 -MeTH-3,4-nuruapo- 1 H-xunonuH-2-0H;
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6-[5-((S mmu R)-1-amuHOSTHI ) IUpHINH-3 -1 ] - 1 -MeTHa-3,4-muruapo- 1 H-XuHOIMH-2-0H THAPOXJIOPHL;

6-[5-((R wmu S)-1-aMUHOSTHI)TUPUIUH-3 -1 ] - 1 -MeTH-3,4-nuruapo- 1 H-XuHOIMH-2-0H THAPOXIIOPHT;

1-metnn-6-[5-((S)-1-mupponuanH-2-uIMeTOKCH ) TUPUANH-3-11]-3,4-nuruapo- 1 H-XxuHOMWH-2-0H  THIPO-
XJIOpUT;

7-dbrop-1-metnin-6-[5-((R)-mupponuanH-3-unoKcH ) TupuanH-3-ui]-3,4-muruapo- 1 H-xuHommH-2-0H  THA-
POXIIOpHT;

1-metnn-6-[5-((R)-mupponuanH-3-uioKcH ) upuarH-3-1i | -3 ,4-nuruapo- | H-XxuHOJIWH-2-0H THAPOXIIOPHT,

6-[5-(3-amuHOOKCETaH-3-WT)TUPUANH-3 -1 |- 1 -MeTrn-3,4-nuruapo- | H-XxuHoJIMH-2-0H TUAPOXIIOPHUT,;

6-[5-(azetunun-3-unokcu ) mupuanH-3-ui)-1-metmn-3,4-nuruapo- 1 H-XuHOMH-2-0H THAPOXJIOPH;

6-[5-((Tpanc)-4-aMHHOIMKIIOTCKCIIIOKCH ) TUPUANH-3 -1 |- | -MeTii-3,4-nuruapo- 1 H-xuHONMMH-2-0H  THA-
poxiopun;

6-[5-(1-amuHO- 1 -MeTHITTUN ) TUPUIUH-3 -1 |- | -MeTHn-3,4- muruapo- | H-xuHomuH-2-0H;

6-(5-amMmuHOMETHIANUPUANH-3-1i1)-7-dTOp- 1 -MeTHn-3,4-nuruapo- 1 H-xuHonmH-2-0H;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-MIT) TUPHUIHH-3 -HIMETHI |aMH ] 3,5-
JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHCIIOTHI,

6-[5-((S)-1-umxIoTIPONIAaHKAPOOHIIIITA PP OJTU N H-3 -HITOKCH ) TUPUANH-3 -1 |- | -Mme TrI-3,4-muruapo- 1 H-
XHWHOJIMH-2-0H;

3-metuin-N-[5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXHHOJIMH-6-11) TAPUIHH-3 -UIMETHI |Oy TUPpaMUT;

3,3,3-tpudrop-N-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuApOXnHOJINH-6-WIT ) TAPUIUH-3 -
WIMETHJI |IIPOTTHOHAMHUT;

2-runpokcu-2-metun-N-[5-(1-metun-2-okco-1,2,3 ,4-reTparu ipoXuHONUH-60- 1) TUPUIUH-3 -
WJIMETHWJI |TIPONTHOHAMHU/;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-HIT) TUPHUIHH-3 -MIMETHI | aMH ] 5-
meTwn[ 1,3,4]okcaamason-2-kapOOHOBOW KUCIIOTHI,

1-meTun-6-[5-((S)-1-nponuoHunnunepuauH-3-UIoKcH )mupuanH-3-mi)-3,4-nuruapo- 1 H-xunonun-2-ow;

[5-(1-meTtnn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-MIT ) TAPUIUH-3 -UIIMETHI |aMHU T 2-METOKCUTTUPUMHUTUH-
5-kapOOHOBOM KUCIIOTHI,

[5-(1-meTtnn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1T ) TAPUAUH-3 -uaMe T Jamu 1-metnn- 1 H-umunason-
2-kapOOHOBOM KUCIIOTHI;

[5-(1-meTtnn-2-okco-1,2,3,4-TeTparuaApOXUHOJIMH-6-1I1) TAPUAHH-3 -HIMETHI |aMHT 5-TpuPTOpMETHII-
(hypaH-3-kapOOHOBOW KUCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-HIT) TUPHUIHH-3 -HIMETHI |aMH ] NUpUAa3HH-3-
KapOOHOBOW KHCJIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-MIT) TUPHUIHH-3 -MIMETHI |aMH ] MUPUMHUIUH-5-

KapOOHOBOW KHCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXMHONMH-6-WIT) TUPUAUH-3-wiIMeTHI |amuy, | -metm-1H-nupazon-
4-kapOOHOBOW KHCIIOTBHI;

1-mMeTnn-6-[5-(1-mponuoHUIIHIIEPU AMH-4-I0OKCH ) TUPUANH-3 -1 ] -3 ,4-nuruapo- | H-xuaonuH-2-0H;

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuaApOXUHOJINH-6-1IT) AP U IHH-3 -HIIMETHII |aMHT MUpUIa3HH-4-
KapOOHOBOM KHCIIOTHI;

1-metnn-6-[5-((S)-1-mponuOHUIIUPPOTUANH-3 -UIOKCH ) TAPUANH-3 -1 | -3 ,4-nuruapo- | H-xuHomuH-2-0H;

6-[5-((S)-1-umxTonponankapOOHMIA3e TN H-2 -MIMETOKCH ) TUPUAWH-3 -1 |- | -MmeTh-3,4-muruapo- 1 H-
XUHOJIMH-2-0H;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXMHONNH-6-WIT) TUPUINH-3-WIMETHI |aMH],  3-METHIIN30KCa301-4-
KapOOHOBOW KHCIIOTHI;

4-¢prop-2,6-mumetnin-N-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuipoXnHOIMH-6- 1) TUPUANH-3 -
WIIMETWIT|OCH3aMUI;

1-meTmn-6-[ 5-((S)-1-nponuoHMIa3e TUANH-2 -HIMETOKCH ) TUPUIUH-3 -1 | -3,4-aurunpo- 1 H-xuHomH-2-0H;

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-WT ) TAPUIANH-3 -UIMETHI |aMu T 3,6-THXJIOPITHPUIa3UH-
4-xapOOHOBOM KHUCJIOTHI,

[5-(1-meTtnn-2-okco-1,2,3,4-TeTparuaApOXUHOJIMH-6-1I1) TAPUAHH-3 -HIIMETHII |aMU T 3-nuKIoTponwI-1 -
(2,2,2-tpudropaTiin)-1 H-mupazon-4-kapOoHOBOH KHUCIIOTHI,

[5-(1-meTtun-2-okco-1,2,3,4-TeTparuaApOXUHOJIMH-6-1I1) TAPUAHH-3 -HIIMETHII |aMHT MUPUIAH-2-
KapOOHOBOM KHCIIOTHI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXuHOIMH-6-1IT ) TUPUANH-3 -FIIMETHI |aMU T 1,3-mumernin-1H-
npa3on-4-kapOOHOBOI KHCIIOTEI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOINH-O-MIT) TUPHUIHH-3 -MIMETHI |aMH MUPUMHUIUH-2-

KapOOHOBOW KHCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOXNHONNH-6-WIT) TUPUIUH-3-WIMETHI |aMH],  6-METOKCHITUPUIA3UH-
3-kapOOHOBOH KHCIIOTBHI,

[5-(1-metnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-WT ) TAPUANH-3-UIMETHI |JaMUT  5S-METHITN30KCa30.1-4-
KapOOHOBOM KHCIIOTHI;
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{2-[5-(1-meTmn-2-oxco-1,2,3 ,4-TeTparu APOXMHOIUH-6- I TUPUIANH-3 -HITOKCH | 3THIT } aMHT 3,5-
JMMETHIN30KCa30J-4-KapOOHOBOI KHUCIIOTHI;

{2-[5-(1-mMeTunn-2-0kco-1,2,3,4-TeTparuApOX NHOIUH-6- W) TUPUINH-3 -IIOKCH | 3T faMu, | -meTwn-1H-
Upa3oi-4-kapOoHOBON KHUCIIOTHI,

[5-(1-metnn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-T) TAPUAUH-3-UIMETHI |aMHT  6-XJTOPITUPHIA3HH-3-
KapOOHOBOM KHCIIOTHI;

[5-(1-meTtnn-2-oxco-1,2,3,4-TeTparuaApOXuHOJIMH-6-1IT) TAPUIHH-3 -HUIME T |aMUT 3-xJ10p-6-
METWITHPHUIa3UH-4-KapOOHOBOH KHUCIIOTHI,

1-metmit-6-[5-((S)-1 -nponMOHUIINPPOINANH-2-WIMETOKCH ) TUpUANH-3 -1 -3 ,4-auruapo- | H-xunonuH-2-

OH;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXMHOINH-6-MIT) TUPHUIHH-3 -MIMETHI | aMH ] 5-
IUKJIOTIPOTIMIIN30KCa30J1-4-KapOOHOBOM KUCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-HIT) TUPHUIHH-3 -MIMETHI |aMH ] 2-MeTun-5-
TPUPTOPMETHIIOKCA30J1-4-KapOOHOBOI KHUCIIOTHI;

[5-(1-meTtun-2-okco-1,2,3,4-TeTparuAp OXUHOJINH-6-1IT) TAPUIHH-3 -HIIMETHII |aMUT 2-MeTHII0KCa30J1-4-
KapOOHOBOM KHCIIOTHI;

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuaAp OXuHOJIMH-6-1IT) TAPUAHH-3 -HIMETHII |aMUT 5-

[IUKIIOTIPOTIHIIOKCA30J1-4-KapOOHOBOM KUCIIOTHI;
[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1IT ) TAPUINH-3 -UIIMETHI |aMu T 2,5-TUMETHIIOKCa30.1-4-
KapOOHOBOM KHCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-WIT) TUPHUIHH-3 -MIMETHI |aMH ] 5-MeTunokca3on-4-
KapOOHOBOW KHCIIOTHI;

{1-[5-(1-meTmn-2-okco-1,2,3 ,4-TeTparuapOXMHOIMH-6-HIT) TUPHIMH-3 - | {UKJIOTIPOTIVI } aMH]T 3,5-
JMMETHIN30KCa30J1-4-KapOOHOBOI KHUCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-WIT) TUPHUIHH-3 -MIMETHI |aMH 6-XJI0pIUPUIUH-2-

KapOOHOBOM KHCIIOTHI;

[5-(1-metnn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-WT ) TAPUANH-3-UIMETHI |JaMUT  3-METHIIMHPUIAH-2 -
KapOOHOBOM KHCIIOTHI;

[5-(1-metnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1IT ) TAPUIAUH-3 -UIMETHI |aMu T 3,6- TUXJIOPITHPUIHH-2 -
KapOOHOBOM KHUCIIOTHI;

[5-(1-metnn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-T ) TAPUAUH-3-UIIMETHI |JaMUT  6-METHIITHPUINH-2 -
KapOOHOBOW KHCJIOTEHI,

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-MIT) TUPHUIHH-3 -HIMETHI |aMH ] 3-xnopnupuIuH-2-
KapOOHOBOW KHCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIMH-6-HIT) TUPHUIHH-3 -MIMETHI |aMH ] 3-¢dTopnupuuH-2-
KapOOHOBOW KHCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-MIT) TUPHUIHH-3 -HIMETHI |aMH ] 5-xmop-3-

METWIITHPUINH-2-KapOOHOBOM KUCIIOTHI;
1-metnn-6-[5-((R)-1-mponmuoHIITTUPPOTUANH-3 -HITOKCH ) TUPUAWH-3 -1 | -3 ,4-nuruapo- | H-xuHonmH-2-0H;
7-rop-1-metnin-6-[5-((S)-1-mponmuOHUITMPPOTHANH-3 -UIOKCH ) TUPUAUH-3 -1 -3 ,4-nuruapo- 1 H-

XHWHOJIMH-2-0H;

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuaApOXuHOJIMH-6-1IT) TAPUAHH-3 -HIIMETHII |aMH T 5-
TPUPTOPMETHIIITUPUMHUANH-2-KapOOHOBOW KHUCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIMH-O-MIT) TUPHUIHH-3 -HIMETHI |aMH ] 5-MeTunnupasuH-2-
KapOOHOBOW KHCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOINH-6-HIT) TUPHUIHH-3 -MIMETHI |aMH 5-xnopnupasus-2-
KapOOHOBOW KHCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-6-HIT) TUPHUIHH-3 -MIMETHI |aMH ] 5-
TPUPTOPMETHIITUPAZUH-2-KapOOHOBOW KHUCIIOTHI,

[5-(7-pTop-1-MeTmn-2-okco-1,2,3,4-TeTparuap OX HHOJIMH-6-1J1 ) TUPU AHH-3 -HIME THII |aMUT 3,5-

JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHUCIIOTHI,
1-metnn-6-[5-((R)-1-mmponmuoHIITTHPPOIUIUH-2 -MIIMETOKCH ) TUPUAWH-3 -1 | -3 ,4-nuruapo- | H-xunonmH-2-

OH;
1-mMeTnn-6-[5-(1-mponroHNIa3e THANH- 3 -UIOKCH ) TUPUANH-3-1]-3,4-nurunpo- | H-xuHonuH-2-0H;
N-{3-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXNHOIUH-6-WIT ) TUPUIMH-3 -1 |OKCETaH-3- 11 } TPOIIMOHAMMT;
[5-(7-¢Top-1-MeTun-2-okco-1,2,3,4-TeTparuipOX HHOIUH-6-FIT ) TUPUAMH- 3 -UIMETHII | aMUT 3-
XJIOPIUPUANH-2-KapOOHOBOH KHUCIIOTHI;
[5-(7-dprop-1-meTnn-2-okco-1,2,3,4-TeTparu1poX UHOIMH-0 -1 ) TUPU M H-3 -MIIMETHIT |aMHU T 3,6-

JUXJIOPIIHPUAa3NH-4-KapOOHOBOW KUCIIOTHI,

7-prop-1-meTni-6-[5-((R)-1-mponroHnImMppOIHINH-3 -UI0KCH ) TUPUIUH-3 -] -3 ,4-turuapo- 1 H-
XWHOJIMH-2-0H;

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuaAp OXUHOJIMH-6-1IT) AP U AHH-3 -HIIMETHII |aMUT 5-xJy10p-3-
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METOKCHUIIMPa3HH-2-KapOOHOBOM KHUCIIOTHI;
{(R wm S)-1-[5-(1-meTnn-2-okco-1,2,3,4-reTparuipOX HHOJIUH-6-1IT) TUPUANH-3 -1 |9TI famug 3,5-
JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHUCIIOTHI,

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuaApOX UHOJINH-6-1IT) TAPUANH-3 -HIIMETHI |aMHT 3-meTmi-5-
TPUPTOPMETHIINZ0KCA3071-4-KapOOHOBON KHUCIIOTHI,

{1-[5-(1-meTnn-2-0kCc0-1,2,3,4-TeTparuAPOX NHOIUH-6- W) TUPHIAH-3 -HJT | ITAKITOTIPOTIFLT } MU/ 3-
XJIOPITHPUANH-2-KapOOHOBOI KUCIIOTHI;

{1-metun-1-[5-(1-metun-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-WT ) TUPUIUH-3 -1 | STHIT } aMUJT 3-
XJIOPITUPUANH-2-KapOOHOBOH KUCIIOTHI,

{1-merun-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuipoXuHOINH-0-¥IT) TUPUANH-3 -1 | 9THI } aMUAL 3,5-

JMMETHIN30KCa30JI-4-KapOOHOBOI KHUCIIOTHI;

[5-(2-0kco-1,2,3,4-TeTparuipOX HHOIMH-0-1T) TUPUIUH-3-IMETHII |aMUIl  3-XJIOPITUPUANH-2-KapOOHOBOH
KHCJIOTBI;

[5-(2-0kco-1,2,3,4-TeTparuAp OXMHOINH-0-FT ) TAPHUIUH-3 -UIMETILT |aMUT 3,5-TUMETHIIN30KCa30J1-4-
KapOOHOBOM KHCIIOTHI;

{1-[5-(7-pTop-1-meTnn-2-okco-1,2,3,4-TeTparuApOXUHOINH-O-WIT) TUPUIANH-3 -WJT [IUKITOTIPOTINI } aMHUJT  3-
XJIOPITHPUANH-2-KapOOHOBOI KUCIIOTHI;

{1-[5-(1-meTun-2-0kco-1,2,3,4-TeTparuApOX NHOIUH-6- W) TUPHIAH-3 -WJT | ITAKITOTIPOTIFLIT } MU 3-
METHIITHPUINH-2-KapOOHOBOM KUCIIOTHI;

N-{(Tpanc)-4-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuipOXUHOIUH-6-FIT ) TUPUTUH-3 -FITOKCH | ITTKITOT €KCHIT | -
MPOIHOHAMUT;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-O-HIT) TUPHUIHH-3 -MIMETHI |aMH ] 5-tpudropmerui-
M30KCa3071-4-KapOOHOBO KHUCIOTHI;

7-prop-1-meTni-6-[5-((S)-nmupponuanH-3-miokcn )\mupuanH-3-mi|-3,4-aguruapo- 1 H-xunonuH-2-0H;

TPET-OyTHIIOBEII a¢up (R)-2-[5-(1-meTun-2-okco-1,2,3 ,4-TeTparuAp OX MHOIUH-6- VT ) TAPUTUH-3 -
MIOKCHUMETHJI | TUPPOTHINH- | -KapOOHOBOM KHCIIOTHI;

1-metnn-6-[5-((R)-1-mupporuauH-2 -MIMeTOKCH ) TUpUANH-3 -1 |-3,4-quruapo- 1 H-xuHOMMH-2-0H  THAPO-
XJIOPUT;

6-(5-aMUHOME THIITUPUINH-3-11)-3,4-1uruipo- | H-XxuHOoTMH-2-0H;

6-[5-(1-aMUHOIMKJIOTIPOTIHII) TUPHIAH-3 -1 |- 7 - Top- | -MeTmin-3,4-nuruapo- 1 H-xunonuH-2-0H;

{2-[5-(1-mMeTunn-2-0kco-1,2,3,4-TeTparuipOoX uHOIUH-6- W) TUPUIUH-3 -MIIOKCH | 3THII } AMUIDTaH CYIIb(POHO-
BOU KHCJIOTHI,

3-xn0p-N-[5-(1-meTun-2-okco-1,2,3,4-TeTparuApOXMHOINH-6-1IT) TUPUIHH-3 -HIMETHI | 0EH30JICY I (OH-
aMuz;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXMHONMH-6-WIT) TUPUIUH-3-WIMETHI |aMH]  6-METOKCHUITUPUANH-3-
Cynb()OHOBOI KHUCIIOTHI;

[5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXuHOIMH-6-MIT ) THPUAMH-3 -FIIMETHII |aMUT 3,5-IUMeTHII-
N30KCa3071-4-Cyab(pOHOBON KHUCIIOTHI,

[5-(1-metnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-WT ) TAPUIANH-3-UIIMETHII |JaMHUT  [IUKJIONIPOTIAaHCYIIh(O-
HOBOM KHCJIOTHI;

3,4-nmuxmop-N-[5-(1-meTrn-2-okco-1,2,3,4-TeTparuapOoXHHOJIMH-6-11 ) TAPUIHH-3 -HIMETHII |0SH30J1-
cynbhoHaMuU,

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOMMH-6-WIT) TUPUIUH-3-IMEeTHI |amu, 1-meTni-1 H-umunaszon-
4-cynp()OHOBOIT KHUCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOIUH-O-HIT) TUPHUIHH-3 -MIMETHI |aMH ] 6-XJI0pIUPUINH-3-
Cynb()OHOBOI KHUCIIOTHI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXMHONMH-6-WIT) TUPUAUH-3-wiIMeTHI |amuy, | -metw-1H-nupazon-
4-cynp()OHOBOI KHUCIIOTHI;

6-[5-((S)-1-3TanCynBGOHMITUTIEPUINH-3 -WIIOKCH ) TUPUINH-3 -1 |- | -MeTHT-3,4-nuruapo- | H-xunomnH-2-
OH;

6-[5-(1-3TancynbhOHUITTUTICPUTUH-4-ITOKCH ) TUPUAUH-3 -1 |- | -MeTri-3,4-murunpo- | H-xuHoIMH-2-0H;

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuaAp OXUHOJIMH-6-1IT) TAPUIHH-3 -HIIME T |aMUT 2,2,2-
TPUPTOPITAHCYIH(HOHOBOM KHCIIOTHI;

C,C,C-tpudrop-N-[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuApoXuHOIUH-6-WIT) TAPUIAH-3 -
WIMETHII |METaHCYIb(OHAMUT;

6-[5-((S)-1-3TaHCyTBGOHUITUPPOTUINH-3-HIOKCH ) TUPUIUH-3 -1 |- 1 -MeTrn-3,4-muruapo- 1 H-xuaonmH-2-
OH;

6-[5-((S)-1-3TanCcymB(hOHMITA3CTUANH-2 -UIMETOKCH ) TUPUIUH-3 -1 |- 1 -MmeTmin-3,4-muruapo- 1 H-xuuaonmH-2-
OH;

{1-[5-(1-meTmn-2-okco-1,2,3 ,4-TeTparuApOXMHOIUH-6- ) TUPHAMH-3 -WJI | IUKIJIONPOIINII } AMUJPTAH  CYJIb-
(hOHOBOM KHCIIOTHI,

6-[5-((S)-1-3TaHCYIBGOHMITTHPPOTUIUH-2 -MIMETOKCH ) TUPUAWH-3 -1 |- | -MmeTHin-3,4-quruapo- 1 H-
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XUHOJIMH-2-0H;

6-[5-((R)-1-3TanCcynbhOHMIMHUPPOIHINH- 3 -HIOKCH ) TUPUIUH-3 -1 |- 7-pTop- 1 -MeTnin-3,4-nuruapo-1H-
XWHOJIMH-2-0H;

6-[5-((R)-1-aTanCcymb)OHUIITHPPOIUINH-3 -HITOKCH ) TUPUINH-3 -1 |- | -MeTni-3,4-nuruapo- 1 H-xunonnH-2-
OH;

6-[5-(1-3TancynbphoHUIA3E TUANH-3 -HIIOKCH ) TUPUANH-3 -1 |- | -MeTnn-3,4-quruapo- 1 H-xuronuH-2-0H;

{1-[5-(7-dp1op-1-meTnn-2-okco-1,2,3,4-TeTparuApOX HHOIUH-6-WIT) TUPHUTAH-3 -WJT [ ITHKITOTIPOTIFL § -
aMHIIPTaH CYIb(POHOBOI KUCIOTHL;

{(rpanc)-4-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOXnHONNH-6-1IT) TN PUANH-3-NIIOKCH | IUKIIOT €KCHJT | -
aMHJIPTaH CyIb()OHOBOM KHUCIIOTHI;

{R  wm  S)-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApoXnHOIUH-6-WIT) TUPUAUH-3-WIT |3 THIT } aMH I3 TaH
Cyb()OHOBOI KHCIIOTHI;

{§ wm  R)-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApoXnHOINH-6-WIT) TUPUANH-3-WIT |3 THIT } aMH I3 TaH
Cynb()OHOBOI KHUCIIOTHI;

[5-(7-pTOop-1-MeTmn-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-T ) IAPUANH-3-uiaMe T Jamun  1-meTwt-1H-
Upa3oi-4-kapOoHOBON KHUCIIOTHI,

{2-metun-1-[5-(1-metun-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-WT ) TUPUAUH-3 -1 |[iporwi famuy,  (parr)-
3TaHCYNIBE(OHOBOW KHCIIOTEHI,

{mmkmonponwi-[ 5-(1-metun-2-okco-1,2,3,4-TeTparuapoXHHOIMH-6-1 ) TUPUAWH-3 -1 |MeTh } aMu (parr)-
STaHCYNIB(OHOBOW KHCIIOTEHI,

{1-[5-(7-prop-1-meTni-2-okco-1,2,3,4-TeTparuipOX HUHOJIUH-6-¥JT) TUPUANH-3 - 1T |STHII } aMUJT (pam)-
9TaHCYNb(OHOBOH KUCIIOTHI;

6-[5-(1,1-mrokco-1 A -H30THAZ MM ANH-2 -HIIME THIT ) THPHANH-3 -] - 1 -MeTri-3,4-xuruapo- | H-xuromuH-2-
OH;

{1-[5-(1-meTmn-2-okco-1,2,3 ,4-TeTparuApOXMHOIMH-6- ) TUPHUIMH-3 -1 | IPOTIHII } aMH ] (pan)-
9TaHCYNb(OHOBOH KUCIIOTHI;

atrn-[5-(1-mMetun-2-okco-1,2,3,4-TeTparu JpOXMHOIMH-6- 1) TUPUINH-3-HIMETHII |aMU3TaH  CyJIb(OHO-
BOI KUCJIOTEHI,

MeTrit-[ 5-(1-meTun-2-okco-1,2,3,4-TeTparuipOX *HOIMH-6-1IT) TUPH U H-3 -MIIMETHII [aMUAZITaH  CYIb(GOHO-
BOI KUCJIOTEHI,

{1-metun-1-[5-(1-metun-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-WJT ) TAPUANH-3 -1 [dTHII } aMUJIDTAH  CYJIb-
(hOHOBOM KHCIIOTHI,

nzonporni-[ 5-(1-metun-2-okco-1,2,3,4-TeTparuipoX uHOTUH-6 -1 ) TUPUTUH-3-MIMETHI |aAMUIDTAH ~ CYJTb-
(hOHOBOW KUCIIOTEHI,

(2-3ToKCHaTHN)-[ 5-(1-MeTHn-2-0KC0-1,2,3,4-TeTparnAPOXNHOINH-6-WIT) T PUANH-3 -WIME T |aMA A TaH
Cynb()OHOBOI KHUCIIOTHI;

metmi-{ 1-[5-(1-meTun-2-okco-1,2,3,4-TeTparuApOXMHOINH-6-MIT) TUPUIHH-3 - | 9THIT } aMHT (pan)-
9TaHCYNb(OHOBOM KUCIIOTHI;

atmi-{1-[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuApOXuHOIUH-6-MIT) TAPUIAH-3 -1 [THIT } aMUT (pam)-
3TaHCYNb(OHOBOW KUCIOTHI;

MeTwi-[ 5-(1-meTmin-2-okco-1,2,3,4-TeTparuapoX HHO M H-6-FT) TUPH IH-3 -FITME THIT | aM AT 3,5-

JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHUCIIOTHI,
6-{5-[2-(1,1-nuokco-1 }\.6-I/I30TI/Ia30J'II/IL[I/IH—2-I/IJ'I)BTOKCI/I]HI/IpI/II[I/IH—3 -} -1-metmn-3,4-nquruapo- 1 H-
XWHOJIMH-2-0H;

{(R WA S)-1-[5-(7-pTop-1-meTrn-2-okco-1,2,3,4-TeTparuApOXMHOIUH-6-1I ) TAPUTHH-3 -
WJI|9THI } aMHADTAH CYJIL(OHOBOH KUCIIOTHI;
{(S Ui R)-1-[5-(7-¢Top-1-meTun-2-oxco-1,2,3,4-TeTparugpOXHHOIMH-0-HIT ) TUPHIUH-3 -

WJI|9THI} aMHADTAH CYJIb(OHOBOH KUCIIOTHI;

[5-(7-drop-1-meTnn-2-okco-1,2,3,4-TeTparuipoX uHOINH-0 -1 )-4-METHIITHPHUINH-3 -UIMETHI |aMH I3 TaH
Cynb()OHOBOI KHCIIOTHI;

[4-xn0p-5-(1-meTni-2-o0kco-1,2,3,4-TeTparuipoX *HOJIMH-6-IT) TUPUANH-3 -UIMETHII |aMUIdTaH  CYIIb(OHO-
BOI KUCJIOTEHI,

[4-meTrn-5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXHHOJHH-6-1 ) TAPUANH-3-HIMETHI |aMUIdTaH  CyIb(o-
HOBOM KHCJIOTHI;

MeTwi-{2-[5-(1-metun-2-okco-1,2,3,4-TeTparuApOXUHOJIWH-6-1T ) TUPUAUH-3 -UIIOKCH [dTHIT } aMU I TaH
CyIb(HOHOBOW KHCIIOTHI;

MeTwit-[ 5-(1-meTuin-2-okco-1,2,3,4-TeTparuapoX HHOIMH-6-FT) TUPH IH-3 -FITME THIT | aM AT 3-
XJIOPIUPUANH-2-KapOOHOBOH KUCIIOTHI;

N-metnn-N-{2-[5-(1-meTni-2-okco-1,2,3,4-TeTparuApoX nHOIMH-6-MIT) IMPUANH-3 -NITOKCH |3 THII } -
TPOTTMOHAMU/T;

Metmi-[ 5-(1-metun-2-okco-1,2,3,4-TeTparuApOXMHOIUH-6-IT) TUPUIMH-3 -HIME THII | aMH ] I-meTun-1H-
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npa3on-4-kapOOHOBOI KHCIIOTEHI;

Mmetmi-[ 5-(1-metun-2-okco-1,2,3,4-TeTparuApOXMHOIUH-6-IT) TUPUIUH-3 -HIME THII | aMH ] 3-
METWITHPUINH-2-KapOOHOBOM KUCIIOTHI;
[5-(7-pTop-1-meTmn-2-oxco-1,2,3,4-TeTparuap OXHHOIMH-6-H1 ) TUPUAHH-3 -HIMETHII [METHIIAMUT 3-

XJIOPITHPUANH-2-KapOOHOBOI KUCIIOTHI;

meTui-{ 1-[5-(1-meTtun-2-okco-1,2,3,4-TeTparuApOX HHOJIMH-6-1J ) TUPUIHH-3 -1 | IUKJIONPOITIIT } aMUT  3-
XJIOPITHPUANH-2-KapOOHOBOI KUCIIOTHI;

[5-(7-pTOop-1-MeTrn-2-okco-1,2,3,4-TeTparuApOXUHOJIUH-6-1T) TAPUANH-3 -UIMETHI [METHIIAaMU | -MeTHII-
1 H-inpazon-4-kapOOHOBOI KUCIIOTHI;

[5-(8-xsop-2-okco-1,2,3,4-TeTparnApOXNHOIUH-6-NIT) TUPUINH-3-UIMETHI |aMHIPTaH  CyJIb(OHOBOM KH-
CIIOTBI;

[5-(8-xsmop-2-okco-1,2,3 ,4-TeTparnApOXMHOIUH-6-NIT) TUPUIMH-3 -HIMETHII | aMH ] 3-xJI0pIUpUANH-2-
KapOOHOBOW KHCIIOTHI;

[5-(8-xsmop-2-okco-1,2,3,4-TeTparnApOXNHOIMH-6-WIT) TUPUINH-3-UIMETHI |aMHT,  3,5-TMMETHI30KCa30I1-
4-xapOOHOBOM KHCJIOTHI,

6-{5-[(3-3THNOKCETAaH-3-NITaAMIHO )METHII |TUPUINH-3 -1 } - | -MeTnn-3,4-auruapo- 1 H-xuronnH-2-0H;

[5-(7-xn0p-1-meTun-2-okco-1,2,3,4-TeTparuapOXHHOJIUH-6-1T ) TUPUAWH-3-UIMETHI |aMUIdTaH CyJIb(oHO-
BOI KHCJIOTEHI,

[5-(8-pTop-1-meTmn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1T) TAPUANH-3-UIMETHII |JaMUIdTaH CYJIb(oHO-
BOI KUCJIOTEHI,

[5-(8-xstop-1-meTni-2-okco-1,2,3,4-TeTparuipoX HOJIMH-6- 1) TUPUANH-3 -UIMETHII |aMUIdTaH  CYIIb(OHO-
BOU KHCJIOTHI,

[5-(5-¢prop-1-meTnn-2-okco-1,2,3,4-TeTparu1poX UHOIMH-6 -1 ) TUPUIIH-3 -MIMETHII |aMUIdTaH CYIIb(OHO-
BOU KHCJIOTHI,

[5-(7-drop-1-meTnn-2-okco-1,2,3,4-TeTparuipoX uHOIMH-6 -1 ) TUPUTUH-3 -HIMETHIT |METHIIAMHU I TaH
CyIb(HOHOBOW KHCIIOTHI;

N-[5-(7-bTop-1-MeTnn-2-okco-1,2,3,4-TeTparuipoX uHOINH-6- 1T TUPUIAH-3 -UIMETHII | TPOTTHOHAMUT,

(pam)-N-{1-[5-(7-dTop-1-meTun-2-oxco-1,2,3,4-TeTparuapOXHHOIHH-6 -1 ) TUPUANH-3 -

WJ1|9THI } TIPOTTHOHAMM/T;

TPET-OyTHIIOBBIN 3¢dup (S)-3-[5-(2-0kc0-1,2,3,4-TeTparuApOXUHOTUH-O - ) TUPUTAH-3 -
WJIOKCH |TUPPOJTUANH- | -kKapOOHOBOH KHUCIIOTHI,

MeTmi-[5-(2-okco-1,2,3,4-TeTparuipoX uHOIUH-0 -1 ) TUPUANH-3 -HIIMETHIT |aMHU T 3-xnopnupuIuH-2-

KapOOHOBOW KHCIIOTHI;

[5-(8-xsmop-2-okco-1,2,3,4-TeTparnApOXUHOIUH-6-WIT) TUPUINH-3-UIMETHII [METWIIAMH]] 3 -XJIOPITHPHITH-
2-kapOOHOBOW KHCJIOTBHI;

[4-xn0p-5-(1-meTnn-2-okco-1,2,3,4-TeTparuipoX uHOIMH-6-1IT) TUPUANH-3 -WIMETHIT |aMU/T (R)-2-
METHIIIPOTaH-2-CyIb(QUHOBON KHUCIOTBHI;

6-(5-aMUHOMETHII-4-XJIOPTTUPUINH-3-11)- | -MeTHI-3,4-muruapo- | H-XuHoJIWH-2-0H THAPOXIIOPHT,;

[4-x10p-5-(1-MeTmn-2-0kco-1,2,3,4-TeTparuapOXHHOIUH-6-11 ) TUPUIUH-3 -HIIME THII |aMUT 3,5-
JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHUCIIOTHI,

[4-x10p-5-(1-MeTHn-2-0kco-1,2,3 ,4-TeTparuapOXHHOJIUH-6-11 ) TAPUIUH-3 -HIIME THII |aMHT 3-
XJIOPIHPUANH-2-KapOOHOBOI KUCIIOTHI;

[4-meTun-5-(1-metun-2-okco-1,2,3,4-TeTparuipoXHHOINH-0-HIT) TUPH ITH-3 -HIIMETHII | aM U T (R)-2-

METHIIIPOTaH-2-CyIb()UHOBON KUCIOTHI;
6-(5-aMuHOMETHII-4-METHIIIUPUAUH-3-11)- | -MeTHI1-3,4-turnapo- 1 H-XnHOIMH-2-0H THAPOXIIOPU;

[4-metnn-5-(1-metun-2-okco-1,2,3,4-TeTparuipoXHHOINH-0 -1 ) TUPH ITH-3 -HIIMETHII | aM U T 3,5-
JMMETHIN30KCa30J1-4-KapOOHOBOI KHUCIIOTHI;
[4-meTnn-5-(1-metun-2-okco-1,2,3,4-TeTparuipoXHHOINH-0 -1 ) TUPH ITH-3 -HIIMETHII | aMH T 3-

XJIOPIHPUANH-2-KapOOHOBOI KUCIIOTHI;
[5-(7-pTop-1-MeTmn-2-okco-1,2,3,4-TeTparuApOXUHOJIUH-6-11)-4-MeTHIUpUANH-3 -uame i |amug (R)-2-
METHJITPOTIaH-2-CYTb(UHOBON KHUCIIOTHI,
6-(5-aMUHOMETHII-4-METHIITUPUINH-3 -11)-7 - Top- 1 -MeTnn-3,4-nuruapo- 1 H-XxuHOMH-2-0H  THIPOXJIO-

pun;
[5-(7-pTOop-1-MeTmn-2-okco-1,2,3,4-TeTparupOXHHOJIUH-6-11 )-4-Me THITTUPU N H-3 -FIIMETHIT | aMU T 3-
XJIOPIUPUANH-2-KapOOHOBOH KHUCIIOTHI;
[4-xn0p-5-(1-meTnn-2-okco-1,2,3,4-TeTparuipoX *HOJIMH-6-1IT) TUPUANH-3 -UIME THIT |METHIIaMHU/T 3-
XJIOPIUPUANH-2-KapOOHOBOH KHUCIIOTHI;
MeTmi-[4-metni-5-(1-metnn-2-okco-1,2,3,4-reTparuipoX MHOIMH-6- 1) TUPUINH-3 -MIIMETHI |aMU T 3-

XJIOPIUPUANH-2-KapOOHOBOH KHUCIIOTHI;

{R wmwm  S)-1-[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXMHONNH-6-WIT)IUPUANH-3-WI|3THI }aMu,  3-
XJIOPITHPUANH-2-KapOOHOBOI KUCIIOTHI;

TPET-Oy THIIOBBIN a¢up 5'-(1-metmn-2-okco-1,2,3,4-TeTparuipOXuHOIUH-6-11)-5,6-muruapo-4H-
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[3,3"]ounupunuHILI- 1 -kKapOOHOBOMH KHUCIOTHI,

TpeT-OyTunoBeld  adup  {2-[5-(7-drop-1-merun-2-oxco-1,2,3,4-TeTparupOXMHOIMH-0-1IT) TUPHIUH-3 -
WJIOKCH |9THIT } KapOaMHUHOBOM KHCIIOTHI;

{2-[5-(1-meTun-2-0kco-1,2,3,4-TeTparuApOX UHOIUH-6-WIT) TUPHIAH-3 -UITOKCH | THT } AMH]T 3-
XJIOPIHPUANH-2-KapOOHOBOI KUCIIOTHI;

[5-(4-okco-1,2,5,6-TeTparunpo-4H-mupposo[ 3,2, 1-1j |XxuHOITHUH-8- W) TUPHINH-3 -UIMETHI |aMHIDTaH
CyIb(HOHOBOW KHCIIOTHI;

[5-(3-0kc0-2,3,6,7-teTparuapo-1H,5SH-mupuao[ 3,2, 1 -ij [ XuHOIMH-9-1T) MTUPUAWH-3 -UIIMETHII |aMU IO TaH
Cynb()OHOBOI KHCIIOTHI;

[5-(4-okco-1,2,5,6-terparunpo-4H-tmmppono(3,2,1-ij |XHHOIMH-8-H1IT) TUPHIUH- 3 -HIMETHII | aM T 3-
XJIOPIUPUANH-2-KapOOHOBOH KHUCIIOTHI;

MeTmi-[ 5-(4-okco-1,2,5,6-rerparunpo-4H-nuppono[3,2,1-ij |XuHOIHH-8-1iT) TUPUIUH-3 -IIMETII | aMu - 3-
XJIOPIUPUANH-2-KapOOHOBOH KHUCIIOTHI;

6-[5-(2-amuHO3TOKCH ) TUpUANH-3 -1 ]-7-BTOP- 1 -MeTHa-3,4-1uruapo- 1 H-XuHOIMH-2-0H THAPOXIIOPHI;

{(R mwmu S)-1-[4-meTtun-5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXHHOJIHH-6-1I ) TUPUAWH-3 -1 |3THI } aMUT
(R)-2-meTumponaH-2-cyab()UHOBOH KHCIIOTHI;

6-[5-((R mmm S)-1-aMHHOATHI)-4-METHITUPHINH-3 -1 |- 1 -MeTwi-3,4-nuruapo- 1 H-xuHomuH-2-0H THAPO-
XJIOpHT;

{(R mwmu S)-1-[4-meTtun-5-(1-meTun-2-okco-1,2,3,4-TeTparuapoXuHOJHH-6-1I ) TUPUAWH-3 -1 |3THI } aMUT
3-XJIOpIHPUANH-2-KapOOHOBOH KHUCIIOTHI,

{(R mmm S)-1-[4-meTnn-5-(1-mernn-2-okco-1,2,3,4-reTparuipoX UHOINH-0 -1 ) TUPU TUH-3 -1 | 9THII } aMU]T
3,5-auMeTIIIN30KCca30i1-4-kapOOHOBOW KUCIIOTHI;

{2-[5-(7-prop-1-meTni-2-okco-1,2,3,4-TeTparuipoOX *HOJINH-6-1IT) TUPUANH-3 -WIIOKCH | 9THII } aMUD TaH
Cynb()OHOBOI KHUCIIOTHI;

{2-[5-(7-Pprop-1-meTni-2-okco-1,2,3,4-TeTparuipOX *HOJIMH-6- 1) TUPUANH-3 -UIIOKCH | 9THII } aMUJT 3-
XJIOPITHPUANH-2-KapOOHOBOI KUCIIOTHI;

N-{(Tpanc)-4-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuip OXNHOIUH-6-VIT ) TUPUTUH-3 -FITOKCH | ITUKITOT €KCHIT | -
METaHCYIb()OHAMUT;

[5-(7-pTop-1-MeTmn-2-okco-1,2,3,4-TeTparuApOXUHOJIUH-6-11)-4-MEeTHITTUPUANH-3 -HIMe T/ |amMmun — 3,5-
JIUMETHIIN30KCa30J1-4-KapOOHOBOM KHCIIOTHI,

TPET-Oy THIIOBBIN 3¢up 5-(1-metun-2-okco-1,2,3,4-TeTparuipoXuHOINH-6-11)-3',6'-muruapo-2'H-
[3,4"6unupuaunmII-1'-kapOOHOBO KUCTIOTHI;

{2-[5-(7-Pprop-1-meTni-2-okco-1,2,3,4-TeTparuipOX *HOJIUH-6- 1) TUPUANH-3 -UIIOKCH | 9THII | METHIIAMU -
9TaH CyJIb(OHOBON KHCIIOTBHI,

{(R mm S)-1-[4-x10p-5-(1-MeTnn-2-0KCO-1,2,3,4-TETParNIPOXUHOINH-0-HIT) TUPHU TUH-3 -1 | THI } aMUJT
(R)-2-meTunmponan-2-cynb(QpUHOBONH KUCIOTHI;

6-[5-(R wmmm  S)-1-amunOdTHN)-4-XTO0pTIUPUANH-3-1i]-1 -MeTrn-3,4-nuruapo-1 H-xuHomH-2-0H  TUIpo-
XJIOpHT;

{(R wmm S)-1-[4-xm0p-5-(1-meTmi-2-okco-1,2,3,4-TeTparuapoXHHOITIMH-6-H1I) TUPHIITH-3-¥J1 |3THI } aMuf 3-
XJIOPIHPUANH-2-KapOOHOBOI KUCIIOTHI;

{(R W S)-1-[5-(7-pTop-1-meTun-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-11)-4-ME THITHPUANH-3 -
wnatwn}amun (R)-2-meTtunmponan-2-cyabs(GUHOBOW KUCIOTHI;

6-[5-(R wmm S)-1-amMuHOATHI)-4-METWIIHUPUIUH-3 -1 |- 7-QTOp- 1 -MeTni-3,4-nurnapo- 1 H-xuHonuH-2-0H
THIPOXJIOPH;

6-[5-((S)-1-aueTHImUppOIUINH-3 -MIOKCH ) TUPUANH-3 -1 |- | -MeTHi1-3,4-nuruapo- 1 H-xunonun-2-oH;

1-metmi-6-{5-[(S)-1-(1-metun-1H-nupazon-4-xkapOoHWIT) MTUPPOIUIUH-3 -HITOKCH |HTUPUIUH-3 -1 } -3 ,4-
nuruapo- 1 H-xuHonaua-2-ox;

STUJIOBBII a¢up (S)-3-[5-(1-meTun-2-okco-1,2,3,4-TeTparuipOX MHOJIMH-6- 1) TUPUIUH-3 -
WJIOKCH |TUPPOJIUANH- | -kKapOOHOBOH KHUCIIOTHI,

{(R wmmu S)-1-[4-x70p-5-(1-MeTHmn-2-0kco-1,2,3,4-TeTparuapoXHHOJIHH-6-1I ) TUPUAWH-3 -1 |3THI } aMUT
3,5-muMeTHIT30KCa30I1-4-KapOOHOBOM KUCIOTHI;

{(R W S)-1-[5-(7-pTop-1-meTrn-2-okco-1,2,3,4-TeTparuAPpOXUHOINH-6-11)-4-ME THITHPHUANH-3 -
W [PTHIT } aMU T 3-XJTOPIHPUINH-2-KapOOHOBOH KHUCIIOTHI;

[5-(7-pTop-1-MeTmn-2-okco-1,2,3,4-TeTparuapOXHHOIUH-6-11 )-4-Me THITTHUPUINH-3 -FIIMETHIT | aMU]T 5-
METHIIN30KCa3011-4-KapOOHOBOM KUCIIOTHI;

TpeT-OyTHioBEIH 3¢dup 5-(1-meTmn-2-okco-1,2,3,4-TeTparuapoxuHoanH-6-mn)-3',4',5',6'-rerparunpo-2'H-
[3,4"6unupuauHmI-1'-KapOOHOBOM KUCTIOTHI;

N-{(R U S)-1-[4-xmop-5-(1-meTnin-2-okco-1,2,3,4-TeTparuipoX nHOIMH-6-1IT ) TUPUANH-3 -
WJT|9THII} IPOTTHOHAMU/T;

6-[5-(1-amuHOIMKIOTPOTTIIT ) TUPUANH-3 -1 |- | -MeTwi- 1 H-xuHOHMH-2-0H;

[5-(8-pTop-1-MeTrn-2-okco-1,2-TUTHAPOXUHOIMH-6-WIT) T PUINH-3 -HIMETHII |aMHAIITaH cynb(HOHOBOM
KHUCIIOTBI;
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N-{(R wmwm  S)-1-[5-(7-pTop-1-meTnin-2-okco-1,2,3,4-TeTparuipoXnHOINH-6-1T)-4-METHIITHPHIIH-3 -

WI|3THI } IPOTIMOHAMUT,
N-[4-xmop-5-(1-MeTnn-2-0kco-1,2,3,4-TeTparuIipoX HOINH-6-MIT) TUPUIAH-3 -UIMETHI | TP OTTHOHAMMU T,
N-{(R WATTH S)-1-[4-meTtun-5-(1-meTun-2-okco-1,2,3,4-TeTparupOXHHOJIHH-6-1J ) TAPUIHH-3 -
WJI[9THIT } IPOTTMOHAMUT,;

{2-[5-(7-p1op-1-meTnn-2-okco-1,2,3,4-TeTparuApOX HHOIUH-6-WIT) TUPHUIAH-3 -UITOKCH |3 THIT } AMH]T 3,5-
TIUMETHIIN30KCa30J1-4-KapOOHOBOM KHCIIOTHI

1 uX (GapMaIeBTHIeCKH IPHUEMIIEMBIE COJIH.

60. Coeaunenue 1o modomy u3 . 1-58, BEIOpaHHOE U3 CIIEAYIOIIUX:

6-[5-(2-ruIpOKCUITUIAMUHO ) TUPUANH-3 -1 |- | -MeTHII-3 ,4- nurupo- | H-xuHonuH-2-0H;

6-[5-((S)-2-ruapoKCUMETHIITUPPOIHINH- | -1 TUpUIuH-3 -1 - 1 -MeTHi-3,4-quruapo- 1 H-xunonuH-2-0H;

6-[5-((S)-2-ruapOoKCUMETHIITHPPOITHINH- | -MIMeTHI) TUpUIUH-3 -1 ] - 1 -MeTHi-3,4-nuruapo- 1 H-xunommH-
2-0H;

6-[5-((S)-2-ruapoKcUMEeTHII-5-0KCOTUPPOIHINH- | -MIMEeTHI ) TUpUIUH-3 -1 ] - 1 -MeTHin-3,4-quruapo- 1 H-
XHWHOJIMH-2-0H;

[5-(1-meTtnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1IT ) TAPUINH-3 -UIIMETHII |JaMUIdTaH CyJIb(HOHOBOH KH-
CIIOTEHI;

[5-(7-pTOop-1-MeTrn-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-1T ) TAPUAUH-3 -UIMETHII |JaMUIdTaH CYJIb(oHO-
BOI KUCJIOTEHI,

1-mMeTnn-6-[5-(2-0kcomuppOTUANH- | -HIMETHI) TUPUIUH-3 -1 |-3,4-murunpo- | H-xuHonmH-2-0H;

6-[5-((R)-1-rugpoxcumeTviI-2 -MeTHINPONHIAMUHO ) TUPUINH-3 -1 ] - 1 -MeTuin-3,4-qurunpo- 1 H-xunonus-
2-0H

1 UX (hapManeBTHYECKU IPHEMIIEMBIE COJIH.

61. Coeaunenue 1o mobomy u3 m.1-57 u 59, BEIOpaHHOE U3 CIIETYIONINX:

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOXMHOINH-6-MIT) TUPHUIHH-3 -HIMETHI |aMH ] 3,5-
JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHCIIOTHI,

1-metnn-6-[5-((S)-1-mponuOHUIIUPPOTUANH-3 -UIOKCH ) TAPUANH-3 -1 | -3 ,4-nuruapo- | H-xuHonuH-2-0H;

[5-(1-metnun-2-okco-1,2,3,4-TeTparuApOXUHOJINH-6-WT ) TAPUANH-3-UIIMETHI |JaMUT  5S-METHITN30KCa30.1-4-
KapOOHOBOM KHCIIOTHI;

{2-[5-(1-meTun-2-0kco-1,2,3,4-TeTparuApOX HHOIUH-6- W) TUPHIAH-3 -UITOKCH | THLT } AMH]T 3,5-
JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHCIIOTHI,

{2-[5-(1-meTmn-2-okco-1,2,3 ,4-TeTparuAPOXMHOINH-6- M) TUPUANH-3-WIOKCH [dTHuT famu, | -metmin-1H-
npa3on-4-kapOOHOBOI KHCIIOTEI;

[5-(1-meTnn-2-okco-1,2,3,4-TeTparnApOX MHOINH-6-HIT) TUPHUIHH-3 -MIMETHI |aMH ] 3-xnopnupuIuH-2-
KapOOHOBOW KHCIIOTHI;
[5-(7-¢Top-1-MeTun-2-okco-1,2,3,4-TeTparuipOX MHOIUH-O -1 ) TUPUAMH- 3 -UIMETHII | aMU T 3-

XJIOPITUPUANH-2-KapOOHOBON KUCIIOTHI,
7-drop-1-metni-6-[5-((R)-1-miponmuoHHITIUPPOTUANH-3 -HITOKCH ) TUPUANH-3 -1 | -3,4-muruapo- 1 H-
XHWHOJIMH-2-0H;

{1-[5-(1-meTun-2-0kco-1,2,3,4-TeTparuApOX NHOIUH-6- W) TUPHIAH-3 -HJT | ITAKITOTIPOTIFLIT } MU 3-
XJIOPITHPUANH-2-KapOOHOBOI KUCIIOTHI;
{1-metun-1-[5-(1-metnun-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-WT ) TAPUANH-3 -1 | STHIT } aMUJT 3-

XJIOPITUPUANH-2-KapOOHOBOH KUCIIOTHI,
{1-[5-(7-prop-1-meTnin-2-okco-1,2,3,4-TeTparuipoX nHOIMH-6-1IT ) TUPUANH-3-WIT |HUKIOTPOIIII } aMun,  3-
XJIOPITUPUANH-2-KapOOHOBOH KUCIIOTHI,
{(rpanc)-4-[5-(1-meTnn-2-okco-1,2,3,4-TeTparuApOXnHOINH-6-1IT) TUPUANH-3-
WIOKCH | IUKJIOT€KCHJI } AMHUJI3TAH CYJIb()OHOBOW KHUCIOTHI;
[5-(7-¢Top-1-MeTun-2-okco-1,2,3,4-TeTparuApOXHHOIUH-6-11 ) TUPUANH-3-UIMe T |amu. 1-metmn-1H-
Upa3oi-4-kapOoHOBON KHUCIIOTHI,
{1-metun-1-[5-(1-metmun-2-okco-1,2,3,4-TeTparuApOXUHOINH-6-WT ) TUPUANH-3 - [dTHI } aMUJIDTAH  CYJIb-
(hOHOBOM KHCIIOTHI,
6-{5-[2-(1,1-muokco-1 }\.6-I/I30TI/Ia30J'II/IL[I/IH—2-I/IJ'I)STOKCI/I]HI/IpI/II[I/IH—3 -} -1-metmn-3,4-nquruapo- 1 H-
XHWHOJIMH-2-0H;

{(R WITH S)-1-[5-(7-pTop-1-meTrn-2-okco-1,2,3,4-TeTparuApOX MHOIMH-6-1I ) TAPUTHH-3 -
W [STHIT } aMUJIdTaH CYIb(OHOBOM KUCIIOTHI;
{(S U R)-1-[5-(7-¢dTop-1-meTun-2-oxco-1,2,3,4-TeTparugpOX HHOIMH-0-HIT ) TUPHIUH-3 -

WJI|9THI } aMHADTAH CYJIL(OHOBOH KUCIIOTHI;

Mmetmi-{2-[5-(1-metun-2-okco-1,2,3,4-TeTparuApOXMHOINH-6-MIT) TUPHUH-3 -HIIOKCH |3 THIT } AMUII TaH
Cyb()OHOBOI KHUCIIOTHI;

[5-(4-okco-1,2,5,6-terparunpo-4H-tmpposno(3,2,1-ij |XHHOIHH-8-1iT) TUPHINH-3 -HIMETHII | aMH I3 TaH
Cynb()OHOBOI KHCIIOTHI;

N-{(Tpanc)-4-[5-(1-meTmn-2-okco-1,2,3,4-TeTparuipOXuHOIUH-6-VIT ) TUPUTUH-3 -FIIOKCH | ITUKITOT €KCHIT | -
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METaHCYTb()OHAMUT;

[5-(7-drop-1-meTnn-2-okco-1,2,3,4-TeTparuipoX MHOIUH-0 -1 )-4-METHIHPUANH-3-WiIMeTHI [amu,  3,5-
JTIUMETHIIN30KCa30J1-4-KapOOHOBOM KHUCIIOTHI,

TPET-Oy THIIOBBIN 3¢up 5-(1-metun-2-okco-1,2,3,4-TeTparuipoxXuHOINH-6-111)-3',6'-muruapo-2'H-
[3,4'|6urmupuanan- 1'-kapOoHOBOK KHUCIIOTHI,

{2-[5-(7-}pT1op-1-meTnun-2-okco-1,2,3,4-TeTparuApoX uHOIUH-6-WIT) TUPUINH-3 -UITOKCH | THIT } METHJI-
aMHUIIPTaH CYIb(POHOBOI KHCIOTHL;

{2-[5-(7-p1op-1-meTnn-2-okco-1,2,3,4-TeTparuApOX HHOIUH-6-WIT) TUPHUIAH-3 -UITOKCH |3 THIT } AMH]T 3,5-
JIUMETHIIH30KCa3011-4-KapOOHOBOH KUCIIOTHI,

1-metmi-6-{5-[(S)-1-(1-merun-1H-nupazon-4-kapOOHWIT) MTUPPOIUINH-3 -HITOKCH |TUPUIUH-3 -1 } -3 ,4-
nuruapo-1 H-xunonunu-2-ox

1 UX (apMaIeBTUICCKH TPUCMIIEMBIC COJIH.

62. IlpuMmeHeHHEe coeAMHEHUs MO JIOO0MY M3 mI.l-61 B KauecTBE WHTHOMTOpA ajIbJOCTEPOHCHHTA3BI
CYP11B2 wmun CYP11B1.

63. ®apmareBTHIECKast KOMITO3UITHS, 001a1aoas HHrHONTOPHOW aKTUBHOCTHIO B OTHOIIICHUH aJTbJI0CTe-
porcunTazel CYP11B2 wimm CYP11BI1, Brimouatomas coenHeHre 1o Jiobomy u3 . 1-61 u TepaneBTHYeCKH
WHEPTHBII HOCHUTEb.

64. [IpuMeHeHne COeTMHEHNUS 110 JTI00OMY U3 ML 1-61 ay1s IedeHns v npo(UIaKTHKA XPOHUIECKOTO 3a-
0oyeBaHUS MMOYEK, 3aCTOWHON CEpACYHOI HETOCTATOYHOCTH, TUIIEPTOHHH, IIEPBHYHOIO TUIIEPABIOCTEPOHN3MA
u cuaapoma Kymmnra.

65. [IpuMeHeHHEe COeMHEHHS TI0 JIF00OMY U3 Tl 1-61 As momydeHus JIGKapCTBEHHOTO CPEJCTBa JIIS Jie-
YCHHS WX TPOPUIAKTUKU XPOHUUSCKOTO 3a00JICBaHUS TTOYEK, 3aCTOMHOM cepIeYHON HEAOCTATOYHOCTH, THITEP-
TOHHWH, IEPBUYHOTO TUIICPATBIOCTCPOHN3MA U cuHApoMa KymuHra.

66. Cnoco0 JiedeHUsT WK MPOGUIAKTHKH XPOHUUECKOTO 3a00JICBaHUS MMOYCK, 3aCTOWHON CepJCYHON He-
JIOCTATOYHOCTH, TUIICPTOHUH, IEPBUIHOTO TUICPATBIOCTCPOHN3MA U cuHApoMa KyIuHra, BKIIIOYAOIIUI BBE-
nenue 3QpPEeKTUBHOTO KOJUIECTBA COSAUHEHUS TI0 JTF000MY 13 T 1-61.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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