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YpoBEHb TEXHUKHU

lanromosuael, Takue kak GM1, GM2 u GM3, sBistoTces riukochuHromunuaamu (GSL),
BKJIIOYAIOIIMMU LIEPAMU/I U, IO MEHBIIIEW MEpe, OAUH KUCIIOTHBIN caxap. ["TaHTmmo3uasl
00BIYHO OOHAPYKUBAIOTCSI BO BHEILLIHEM JIMCTKE IU1a3MaThuecko MeMOpansbl (Nojri et al.,
Proc. Natl. Acad. ScL USA 83:782 (1986)). 'aHr1M0311bI BOBJIEUEHBI B KIIETOYHYIO NIEPEAAYY
CUTHAJIOB M JIEUCTBYIOT KAK MOIYJIATOPBI peuenTopHor akTuBHOCTH (Yamashita et al., Proc.
Natl. Acad. ScL. USA 100(6):3445 (2003)). Psn GSL rioJty4eH u3 MIIoKO3WINEPAMUAA, KOTOPBIT
0o6pa3zoBaH npu nomonu pepmentToB u3 nepamuaa u UDP-rimroko3b1. O6pa3oBanue
[IIOKO3UWIILEpAMUIA KATAIM3UPYETS TIIFOKO3UILEPAMUICUHTA30M.

OOHapykeHO, uTo ypoBeHb GSL KOHTpOJIMPYET psijl KJIETOYHBIX (DYHKLMM, TAKUX KAK
poct, nuddepeHmanys, aare3us Mexay KIeTKaMHU UK MEXKIY KIETKaMU U MaTPUIHBIMU
OeTKkaMH, CBSI3bIBAHUME MUKPOOPraHU3MOB U BUPYCOB C KJIETKAMU U METACTa3 OIyXOJIEBBIX
Kj1eToK. K ToMy ke IITIOKO3UIEepaMUIHBIN TPEIIeCTBEHHUK, LIEPAMUI, MOXKET BbI3bIBATh
g depeHIManyo M MTHIHOMPOBaHKUE KIIETOUHOTO POCTA U BOBJIEKATHCS B
(dbyHKIMOHMpPOBaHKE BUTaMUHA D3, hakTOpa-o HeKpo3a OIyXOJIU, MHTEPJIEHKUHOB U aTIOTTO3.

CduHroubl, NpeAlIeCTBEHHUKHY LIEpaMK/Ia U TPOAYKTHI IEPAMUIHOTO KaTaboIM3Ma, Kak
MOKA3aHO, BIIUSIIOT HA MHOTHUE KJIETOUHbIE CUCTEMbI, BEPOSITHO, UHTUOMPOBAHUEM
npoterHkuHassl C.

HedexTrsl B GSL MeTabomm3upyromux pepMeHTax MOTYT BbI3bIBAThH CEPhE3HbIE
paccrpotictBa. Hanmpumep, 6ome3nu Tes-Cakca, N'omie 1 @adbpu BOSHUKAIOT OT
(dbepMeHTaTUBHBIX J1e(heKTOB B IMyTH pasnoxenus GSL u nHakorienus:t GSL. B yactHocTH,
GM|1 HakamIMBaeTcsl B HEPBHOM cUCTEME, MPUBOAS K YMCTBEHHON OTCTAJIOCTH U YBEJIMUECHUIO
neyeHu. [1pu Tes-Cakca GM2 HakariMBaeTcsl B MO3TOBOM TKaHU, TPUBO/ISI K YMCTBEHHOM
OTCTAJIOCTH U CJIETIOTE. DTH HAOIIOIEHUS TTPEATIONATAIOT, YTO MHTUOUTOPBI
TITIOKO3WIIIEPAMUICUHTA3bI MOTYT OBITh 3(EKTUBHBIMHU ITPH JICYCHUU JTM30COMAITBHBIX
3aboJieBaHMi, Takux Kak 00se3uM Tes-Cakca, ['omre u @adopu. @axkTHIecKu, MHTHOUTOPBI
TITIOKO3WITIIEpAMUICUHTA3bI OBLITH OMTUCAHBI ¢ 3TOM 1eTbio (cM. maTeHThI CIITA NeNe6569889;
6255336;5916911; 5302609; 6660749; 6610703; 5472969 1 5525616). HenaBHO OTKPBLIHU, YTO
HapyILIeHUE UHCYJIMHA, BBI3BAHHOE KACKAJIOM Mepe1ayl CUTHATIOB, MOXET OBITh CBSI3aHO C
MOBBIINIEHHBIMHU YPOBHIMU GM3. Takke MpearnooXuii, 4To MIMTOKUHOBBIN (haKTOp-0
Hekpo3a onyxoii (TNF-o), BKIITOUEHHBIH B MHCYJIMHOBYIO PE3UCTEHTHOCTD, IPUBOJUT K
MoBbIIEHHOM 3Kcnpeccun GM3 (Tagami et al., J.Biol. Chem. 277(5):3085 (2002)). Taxxe
BBISIBUJIU, YTO MYTAHTHBIE MBIIIU C HeTOCTaTKOM GM3-CUHTA3bI Yy, U, TAKUM 00pa3oM,
HegoctaTkoM GM3, 3alMIIIeHbl OT UHCYJIMHOBOM Pe3UCTEHTHOCTU, 00YCIIOBICHHON PAMOHOM
C BBICOKMM coJiepxaHueM xupa (Yamashita et al., Proc. Natl. Acad. Sc. USA 100:3445-3449
(2003)). DTi HAOIIOACHUS TIPEIIOJIATAIOT, YTO MHTMOUTOPHI TITFOKO3UIIIEPAMMICUHTA3bI
MOTYT ObITh 3((PEKTUBHBIMU ITPU JIeueHUU uadeTa. DaKkTUUecKu, UHTUOUTOPBI
TTIOKO3MIIIePAMUICHHTA3BI OBLIH MTPEIJIOKEHBI T JIeueHus auadera 2 tuna (cM. WO 2006/
053043).

CrienoBaTenbHO, CPEJICTBA, KOTOPbIe MHTUOUPYIOT TIIOKO3UIIEPAMUIHBIN CUHTE3, LT
CHWXXAIOT BHYTPUKJIETOUHOE cofepxkanue GSL, Takux kak GM3, 00:1a1a10T TOTEHUMATIOM
JIEYEHUS COCTOSTHUM, CBSI3AHHBIX C UBMEHEHHBIMU YPOBHAMU GSL W/viu ypoBHIMU
npeamectBeHHUKa GSL. Cy1iecTByeT MoTpeOHOCTD B JOTIOJTHUTEIIbHBIX CPEJCTBAX, KOTOPHIE
MOTYT JIeHCTBOBATh KaK MHTUOUTOPHI TJIFOKO3WILEPAMUICUHTA3HI.

CyuHocTb u300peTeHust

OTKpPBUIH, YTO MPOU3BOJAHBIE 2-AlUITAMUHOINIPOTIAHOJIA, TPEACTABICHHbIE CTPYKTYPHOM
dhopmynoii (I) Huxke, MOTyT 3¢G(HEKTUBHO MHTUOUPOBATH TJIMKOC(HUHTONIMITUIHBIN CUHTES,
Takoi kKak GM3 cuHTes3. B 3TOM CBSI3M 9TH COETMHEHUSI MOTYT UCTIOJIb30BATHCS JJIs1 JICUEHUS
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nuadeTa WK IN30COMAIbHBIX 3a00JIEBaHNIM HAKOIUIEHNS, TaKuX Kak 0ose3nu Tes-Caxkca,
INome u @adpu. K Tomy ke mpoTeCTUpOBaAIIM P TAKUX COCIMHEHUI U OOHAPYKUIIU
3HAUYUTEJIbHOE MHTMOMPOBAHUE TTIMKOC(HUHTOIUITUIHOTO CHHTE3a B )KUBOTHBIX TKAHSIX U
HaJIMYKE BBICOKOM META00JIMYECKOM YCTOMYMBOCTHU B IIE€YEHU. DTU COCIMHEHUSI MOYKHO TAKKE
MPUMEHSTH JJ1s1 CYOBEKTa, UMEIOIIETO MOJIUKUCTO3HOe 3a0osieBanue nouek (PKD). Ha
OCHOBAHUU 3TOT'O OTKPBITUS B JAHHOM JIOKYMEHTE PACKPBITHI HOBBIE IIPOU3BOJIHBIC 2-
aIUJIaMUHOIIPOITaHoMa, (hapMalieBTUHUYECKHEe KOMITO3UIUH, COIepIKaIIe TTPOU3BOTHBIC 2-
alMIIAMMHOIIPOTIAHOJIA, M CIIOCOOBI JIEUEHHUSI, TPUMEHSIOIIME TTPOU3BO/IHBIC 2-
alMIaMUHOIIPOTIAHOIA.

B omHOM BapuaHTe OCYIIECTBIICHUS JAHHOE U300pEeTeHME HATIPABIIEHO HA COEAUHEHUS,
MPEICTaBICHHbIE CTPYKTYpHOU opmyroii (1)

oY

R1 N (RIR?)
HN

)7}{ —R#

O (I)
U UX papManeBTUUCCKH ITPUEMIIEMBIC COJIH, TE:

R! MPEICTABISIET COOOM 3aMEIIEHHYIO UIM HE3aMEIIEHHYIO aPWIBHYIO TPYIIIY;
Y npencrasiuser coo6oit -H, ruaponusupyeMyio rpymniy Wid 3aMelieHHYI0, UIu
HE3aMEILEHHYIO AJIKWIBHYIO TPYIIIY;

KaXIbIN R? u R? nesasucumo MpeacTaBiseT codoit -H, 3aMeleHHy0 WiIu He3aMEeIeHHYIO
amupaTUUECKYIO TPYIIITY, WK 3aMEIICHHYI0, WJTM He3aMEeIlIEHHYIO apWIHHYIO TPYIIITY, WU R?

H R3, B3sTBIC BMECTC C aTOMOM a30Ta N(R2R3), 06pa3y}0T 3aMCIICHHOC UJIM HE3aMCILICHHOC
HEAPOMATHYCCKOC I'CTCPOLUUKIINYCCKOC KOJIbIO;

X mpeacraBisieT cooor —(CR5 R6)n—Q—; Q npexacrasiser coboit -O-, -S-, -C(0)-, -C(S)-, -C
(0)0O-, -C(S)0-, -C(S)S-, -C(O)NR’-, -NR’-, -NR’C(0)-, -NR'C(O)NR’-. -OC(0)-, -SO5-, -SO-,

-S(0),-, —SOzNR7— WY —NR7SOz—; uR* MpeICTaBIIsIET coOol -H, 3aMelenHyo win
HE3aMeIEHHYIO aTH(PaTUUECKYIO TPYIITY, WK 3aMEIIEHHYIO, WX HE3aMEIIEHHYI0 apUIIHHYIO
CpyIIy;

aJbTEPHATUBHO, X MPEICTABISAET coO0i -O-, -S- uiun NR’-; uR* MPEJICTABIISIET COOOM

3aMEIIeHHYI0 WM He3aMEIIEHHYI0 anr(aTHUECKyIo TPYIITY, UM 3aMEIIeHHYIO, WU
HE3aMEILEHHYIO apUIbHYIO TPYIILY;

aJbTepPHATUBHO, X MPEJICTABIISIET COOOM -(CR5 R6)n—; uR* MPeACTaBISET COOOM 3aMEIICHHYIO

WJIM HE3aMEIEHHYIO UKIOAJKUIBHYIO TPYIIIY, WIKM 3aMEIICHHYIO, UIIU He3aMeIEHHYIO
UKJIOAJIKEHWJIbHYIO IPYIINY, 3aMEIIEHHYIO UM He3aMEIlIeHHYI0 apulibHYI0 Tpyminy, -CN,
-NCS, -NO, niu ranores;

aJIbTEPHATUBHO, X MPEJICTABISAET COOOM KOBAJICHTHYIO CBSI3b; U R* MpeCTaBIIsIET COOOM
3aMEIICHHYIO UM He3aMEIIEHHYIO apUIbHYIO TPYIIY;

KaXX bl R5 )51 R6 He3aBUCUMO TpeacTaBiseT codoii -H, -OH, -SH, ranoren, 3aMerieHHy1o
WJIM HE3AMEIIEHHYIO HU3IIYIO0 AJIKOKCUTPYIIIY, 3aMEIIEHHYIO UM HE3AMEIIEHHYIO HUBIIIYIO
AJIKUIITHOTPYTIITY, WA 3aMEIIEHHY 0, MITH He3aMEIIEHHY IO HU3IIY IO alTi()aTHIECKYIO TPYITITY;

n MpeacTaBiseT codoii 1, 2, 3, 4, 5 wm 6;
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kaxablit R’ HesaBrcnMo npescrasisier coboit -H, 3aMEIIEHHYIO UJIM HE3aMEeIEHHYIO
anmudaTUUECKyIO IPYIIITY, WIK 3aMEIICHHYI0, UJIM HE3aMEILIEHHYIO apWIbHYIO TPYIITY, UK R’

v R4, B3SThIE BMECTE C aTOMOM a30Ta NR7R4, 00pa3yIOT 3aMEIIEHHYIO WM HE3aMEIICHHYIO
HEAPOMATHUYECKYIO TE€TEPOLUKINYECKYIO TPYIIILY.

B npyrom BapuaHTe OCyIIeCTBIICHHUS JTaHHOE M300pETEHNE HATIPABIIEHO Ha
(hapManeBTUIECKYIO0 KOMITO3HUIIMIO, COJIEPXKAIITY IO (hapManeBTUIECKH TPUEMIIEMBIi HOCUTEIb
Y COCIMHEHME, TIPEJICTABIIEHHOE CTPYKTYpHOM (popMmyoit (1), unu ero hapMarieBTUUECKH
MIPUEMIIEMYIO COJIb.

B emie ogHOM BapuaHTe OCYIIECTBIICHUS JaHHOE U300peTEeHHE HATIPABIECHO Ha CIIOCO0
JiedeHust CyObeKTa, UMEIOIIEro quadeT 2 TUIla, BKIIIOYAIOIIUI BBEIEHUE CYOBEKTY
TepaneBTUYECKH 3(PPEKTHOTO KOIMUECTBA COCTMHEHUS, TPEICTABICHHOT'O CTPYKTYPHOM
dhopmyoii (I), mmm ero hapManeBTUYSCKU ITPUEMIIEMOM COJIH.

Crioco0 stiedeHns CyObeKTa, UMEIOIETO TTOUYEYHYIO TUIEPTPODUIO UK TUTIEPILIA3HIO,
CBSI3aHHYIO C TMa0eTUUeCKOM HeppomaTueit, Tak)Ke BKIIIOUEH B JaHHOE u300petenue. Criocod
BKJTIOYAET BBEACHUE CYyOBEKTY TepaneBTUIECKU IPPEKTHOTO KOIMUECTBA COSTUHEHNS,
MPEACTABIEHHOTO CTPYKTYpHOM hopmyitoii (1), uimu ero papmMaleBTUUECKH TPUEMIIEMOM
COJIM.

Cnioco6 camxenus ia3mMeHHoro TNF-o y cyObeKTa, HyK1aI0LEerocsi B 3TOM, TaKxke
BKJIIOUEH B JaHHOE n300peTeHune. Criocod BKITIOUAET BBEJIEHUE CYOBEKTY TepareBTUUECKU
3¢ (HEKTHOTO KOJIMIECTBA COSTMHEHMSI, TPEICTABICHHOTO CTPYKTYpHOI hopmyitoit (1), umm
ero (papManeBTUUECKH MPUEMIIEMOM COJIH.

Cnioco6 cHUKEHUS ypOBHEH ITIIOKO3bI B KPOBHU Y CyObEKTA, HYKIAIOIIErOCS B 3TOM, TAKKE
BKJIIOUEH B JaHHOE U300peTeHune. Crnocod BKIIOUAET BBEJIEHUE CYOBEKTY TepareBTUUECKU
3¢ (HEeKTHOTO KOJIMYECTBA COSAUHEHMSI, TPEACTABICHHOTO CTPYKTYpHOU hopmyoii (1), umu
ero (papMaleBTUUECKH ITPUEMIIEMOM COJIH.

Cnioco6 CHUXEHUS! YPOBHEH MIMKO3WIMPOBAHHOI'O TeMOTJIOONHA Y CYOBEKTa,
HY’KJAIOIIETrOCs B 3TOM, TAKXK€E BKIIFOUEH B TaHHOE U300peTeHue. Criocod BKIIFOUAET BBEACHHUE
CyOBeKTy TepaneBTUYECKU 3PHEKTHOTO KOJTMUYECTBA COSIMHEHHS, TPEICTABIIEHHOTO
CcTpyKTypHOU popmyioii (1), uam ero papmareBTUHISCKH MPUEMIIEMOM COJTH.

Cnioco6 UHrMOUPOBAHUS TIIIOKO3UIILEPAMUICUHTA3bI UJIM CHU)KEHUS
TJIMKOC(UHT OJIMITUIHBIX KOHLEHTpALU y CyObeKTa, HY)KIaIOIIErocs B 3TOM, TAK)Ke BKITIOUEH
B TaHHOE n300peTeHue. Crioco0 BKITIOYAET BBEACHUE CYOBEKTY TEparieBTUIECKH 3PPEKTHOTO
KOJIMUECTBA COEIUHEHUS, MPEJICTABICHHOT'O CTPYKTYpHOI hopmyoit (I), uiu ero
(dhapManeBTUIECKU ITPUEMIIEMOM COJIH.

Crnioco0 neuenus cyonekta ¢ 6one3nsmu Tes-Cakca, [N'ome u @abpu Takxke BKIIOUEH B
na"nHoe u3oopererue. Criocod BKITIOUAET BBEJEHUE CYOBEKTY TeparneBTUUeCKU 3(p(HEeKTHOTO
KOJIMYECTBA COECIMHEHMS], TPECTABICHHOTO CTPYKTYypHOM hopmyiioii (I), uu ero
dbapMaleBTUYECKH TPUEMIIEMOM COJIH.

Crnioco0 neuyeHust cyobekTa ¢ 00JIE3HBIO MOJIUKUCTOZHOTO 3a00IEBAHUS TOUEK TAKKE
BKJIIOUEH B JaHHOE n3o0pereHue. CriocoO BKIIIOUAET BBEACHUE CYObEKTY TepareBTUYECKU
3¢ (HEKTHOrO KOJIMYECTBA COSIMHEHMS], TPEICTABICHHOTO CTPYKTYpHOM hopmyitoit (1), umm
ero (papManeBTUUECKH MPUEMIIEMOM COTIH.

Takxe BKIIOUEHHBIM B JAHHOE U300PETEHHUE SIBIISIETCSA IPUMEHEHUE COCTMHEHMUS,
MPEICTABIICHHOTO CTPYKTYpHOI (hopmyroii (1), uim ero papmaneBTHIeCKy PUEMIIEMOM COITN
JUUTS U3TOTOBJIEHUS JIEKAPCTBEHHOTO Npenapara. JIekapcTBEHHBIN ITpenapaT NpeaHa3HaueH
JUTS1 JIEYEHUS CYOBEeKTa ¢ AuabeToM 2 TUIA; IS JISYEHHUS CYOBEKTa C TOYeYHOM runepTpoduei
WJIM TUTIePIUIA3UEH, CBSI3aHHOM ¢ quadeThueckor HedypomnaThel;
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JU1s1 cCHUKeHUs T1a3MeHHOro TNF-a y cyObekTa, Hy KIaoImerocs: B 9TOM; 1711 TOHW)KEHUS
YPOBHEH I'TIIOKO3bI B KPOBH Y CYOBEKTA, HYKAAIOIIETOCS B 3TOM; JIJIsl TIOHMKEHUS] YPOBHEMN
JIMKO3WJIMPOBAHHOTO TeMOTTIO0MHA Y CyObEeKTa, HYKIAIOIIETOCs B 3TOM; 111 MHTUOUPOBAHUS
[ITIOKO3WIILEPAMUACUHTA3BI UJTM ITOHMWKEHHSI KOHLEHTPALUH TTIMKOC(UHTONTUIHAA Y CYOBEKTa,
HY>KIAIOIIETOCs B 3TOM; WUJIM JIJIs JieueHus cyobekTa ¢ 6one3nsmu Tes-Caxca, ['omre u @adpu.
AJbTepHATUBHO, JIEKaPCTBEHHBIN IpenapaT IpeaHa3HaAYeH IS JIeUYeHUs CyObeKTa, UMEIOIIEro
MOJIMKUCTO3HOE 3a00JIEBaHUE MTOYEK.

CoenvHeHus: JAHHOTO U300peTeHHUs MPEACTABIISIOT COOOH MHTUOUTOPHI
[JTIOKO3WIILEPAMUIHOTO CUHTE3a. B 3TOM CBA3M OHM MOT'YT MCIIOJIb30BATHCS JJ15 JIEUECHUS
Pa3JIMYHBIX PACCTPOMCTB, CBsI3aHHBIX ¢ GSL MeTaboIM3MOM, BKJItOUask AMA0ET U
JM30CcOMalIbHbIEe O0e3HM HakorwieHUust. CoeMHEeHUsT JaHHOTO U300peTeHust MOTYT 3(pheKTUBHO
WHTMOUPOBATH TTIOKO3WILEPAMUIHBIN CUHTE3 U B TO e BpeMsi 00J1a1aI0T BBICOKOM
MeTa0O0JIMTUYECKOM YCTOMYUBOCTHIO B IieueHu. Hammpumep, coenMHeHus TaHHOT O U300 peTeHusT
MOTYT UMeTh K03 unmeHT ounienunst MeHee ueM 50%, n 00br9HO MeHee ueM 30%, B TIeueHH
OTHOCUTEJIbHO TIEYEHOUYHOTO KPOBOTOKA.

JlaHHOE U300pETEHME UMEET MHOI'O TPEUMYLIECTB. B 4aCTHOCTH, TaHHOE U300 pETEHHE
obecnieunBaet jieueHue PKD, koTopoe o6paliaercst K COCTOSIHUIO OCHOBHOTO 3a00JIeBaHus,
a He MPOCTO K 0OJIETYEeHUIO CUMITTOMOB, KOTOPBIE cBsizaHbl ¢ PKD. Takue coemuHeHUst MOTYT
CHWXXaTb NOTPEOHOCTH B IOYEUHOM JIMAJIM3€ UJIM TPAHCIUIAHTATE Y TALMEHTOB, CTPAJaI0LIUX
ot PKD.

ITonpobHOE onMcanne n300peTeHus

B ogHOM BapuaHTe OCYIIECTBICHUS TaHHOE U300pEeTEHUE HATIPABJIEHO Ha COEIMHEHUE,
Mpe/ICTaBIIEHHOE CTPYKTYpHOU hopmytoii (1), nimm ero papmaneBTUIECKH IPUEMIIEMYIO COJIb.
[TepBbIit HAOOP 3HAYCHMIA U TPEAITOYTUTEILHBIX 3HAUCHUH JIJIsI IEPEMEHHBIX CTPYKTYPHOM
dhopmynel (I) IpeacTaBiIeHbI B CIISAYIOMNX a03anax:

R! MPEICTABIISAET COOOM 3aMEIICHHYIO UIIM HE3aMEIIEHHY IO apPUIIHHYIO TPYIIITY, TAKYIO KaK

3aMelleHHas WM He3aMellleHHas (heHubHas rpynna. [IpeanoururensHo, R! IIPEICTABIISIET
co00¥ apWIIbHYIO I'PYIITY, HEOOS3aTEIBHO 3aMEIIEHHYIO OJTHUM UJIM 00JIee 3aMECTUTEIISIMMU,

BBIOpAHHBIMU U3 TAJIOTeHA, aJIKUJIA, TaJI0AJIKUIIA, Arl, —OR3O, -O(ramoankuna), —SR3O, -NO,
, -CN, -NCS, -N(R*!),, -NR*'c(0)R*", -NR*!C(0)0OR**, -NR*NC(O)NR?"), -C(O)RY, -C
(S)R¥, -c(0)0R, -0C(0)R*, -C(O)N(R?}),, -S(0),R*, -SO,NR?!),, -S(0)R?2, -SO3R¥,
NR*SO;NR?),, -NR*'SO,R¥, -V (-Ar!, -V(-ORY, -V -O(ranoankuna), -Vy-SR*°, -V,-NO,
,-Vo-CN, -V-NR?),, -Vo-NR*'C(O)R¥, -V(-NR?*!'CO,R ¥, -V -NR3*")C(O)NR?!),, -V(-C
(O)R*, -v,-C(SRY*, -v(-CO,RY, -v-0C(O)RY. -V-C(ONR?))-, -V(-S(0),R*, -V-SO,
NR?Y,, -V-S(O)R?2, -V-SO;R Y, -V-NR*!SO,N(RY),, -V-NR*'-SO,R*?, -0-V-Ar!, -0-V,
NR),, -S-Vg-Arl, -S-VINR?),, -NR*D-v-Arl, NR-V-NR?),, -NR*!C(0)-V,
NR?Y),, -NR*'C(0)-V(-Ar!, -C(0)-Vo-NR?),, -C(0)-Vy-Ar!, -C(S)-V(-NR3),, -C(S)-V,,
-Ar!, -C(0)0-V-N(R?!),, -C(0)0-V-Ar!, -0-C(0)-V{-N-(R>'),, -0-C(0)-V(-Ar!, -C(O)NR?!
)-Vi-NR* ), -CONR)-V-Ar', -8(0),-V-NR )5, -5(0),-VorAr', -SONR?)-V-NR),
,-SO,NR3)-V(-Ar!, -S(0)-V-N(R>'),, -S(0)-V-Ar', -8(0),-0-V|-N(R3!),, -5(0),-0-V-Ar!
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, NRV'S0,-V(-N(R*),, -NR*'S0,-V(-Ar!, -O-[CH,],-O-, -S-[CH,],-S- nu -[CH2] - Boee
[IPEANIOYTUTEIIBHO, R! MIPE/ICTABIISIET COOOM apUITBbHYIO TPYIIITY, TAKYIO KaK (heHUIbHAS
rpyIra, Heo0s3aTeIbHO 3aMEIIEHHYIO OJTHUM WUJIK OoJiee rajoreHoM, IiuaHo, HuTpo, Cl-
Cé6anxunom, C1-Céranoanxuionm, -OR>, -SR¥, NR3),, Ar!, -v-ORY, -v-NR?)),, -V,
“Ar',-0-Vg-Ar!,-0-V-NR3),, -S-V-Arl, -S-V-NR3),, -NR3)-v-aAr!, NR3)-v,-NR?Y,

, —O—[CHz]p—O—, —S—[CHz]p—S— WU —[CH2]q—. bonee npeanouturensHoO, R! MpeJicTaBiseT codoi

(heHUITBHYIO TPYIITY, HeOOSI3aTEIIbHO 3aMEIICHHYIO OJTHAM WIIH 00JIee 3aMECTUTEIISIMHU,
BBIOpAHHBIMU U3 TPYIIIBI, BKIIFOYAFOIEH rajgoreH, nyano, Hutpo, C1-Coéanku, Cl1-
Coéranoankui, Cl-Céankunamuno, C1-CoéauankunaMuto, apui, apuinokeu, -OH, C1-C6

ankokcy, -O-[CHy]y-O- u -[CHy] - Emte 0oJ1ee MPeANOYTUTEIBHO, R! MIpeJICTaBIISIET COOOM
(permmpHyrO TPy, HEOOs3aTENbHO 3aMelieHHy 0 -OH, -OCH3, -OC,H s nin -O-[CH, ] ,-O-.

0
E1e 60s1ee mpeAnoYTUTENBHO, R! NPECTABIISIET COOOR | <] r:@7 raer
9]

npeacTasisieT cooolt 1, 2, 3 uinm 4, npeAnoyTuTenbHo 1 umm 2.

Y nipencrasisieT coboit -H, ruaponuzupyemyto rpymiy Wik 3aMeleHHY0, U
He3aMeILeHHYIO aJKuIbHYo rpynny. [IpuMmepsl ruapoausupyeMsix rpymil BkirouaroT -C(O)
R, -C(O)OR, -C(O)NRR', C(S)R, -C(S)OR, -C(O)SR nim -C(S)NRR'. IIpeanoururenbHo, Y
npeacrasinseT coooit -H, -C(O)R, -C(O)OR unu -C(O)NRR'; 6os1ee mpeanoyTurenpHo, -H.

Kaxnpii R? 1 R? Hesasucumo npeacTaBisieT cooot -H, 3aMeleHHy 0 Wiiu He3aMeIleHHY IO
anmupaTUUECKYIO TPYIIITY, WIK 3aMEIICHHYIO, WJIM He3aMEeIIIEHHYIO apWIbHYIO TPYIIITY, WU R?
v R3, B3SIThIE BMECTE C aTOMOM a30Ta N(RZR3 ), 00pa3yroT 3aMeIIeHHOE UJIK He3aMEIIEHHOe
HEApOMATHUYECKOE TETEPOLUKIINYECKOe KobLo. [IpeamnoururensHo, R>uR’ , B3SITbIE BMECTE
C aTOMOM a30Ta N(R2R3 ), 00pa3yroT 5- Wiu 6-4IEHHOE, HE00s3aTeIbHO 3aMEIICHHOe

HEApOMATHUYECKOE FETEPOLMKIIMUECKOE KOJIbLO. bosee nmpeanoYTuTenpHo, -N(R2R3)
MPEICTABIISIET COOOM HEOOA3aTEILHO 3aMEIIIEHHYIO MUPPOJIMIUMHUIBHYIO, a3e TUAMHUIIBHYIO,
MUTIEPUIMHUIIBHYIO, TTUTIEPA3UHWIBHYIO UM MOPGOIMHWIBHYIO Tpyiy. Eie 6oee

IIPEANIOYTUTEIIBHO, —N(RZR3 ) IpeACTaBIseT COOOM He3aMEIIEHHYIO MTUPPOJIUIMHUIBHYIO,
A3eTUIMHUIBHYIO, TTUTIEPUIMHUITBHYIO, TTUTIIEPA3SUHUIBHYIO WM MOPQOIMHWIBHYIO TPYIIITY,
MPEANOUYTUTEIIBHO, HE3AMEILIEHHYIO MUPPOJIMINHUIBHYIO TPYIIY.

[Tonxoasiue 3amecTuTenu A1t alnMbaTUIECKUX U APUIIHHBIX TPYIIIT IPEACTABICHBI R’u
R3, Y KQXKIbIH U3 MOAXOASIINX 3aMECTUTENIEN 1 HEAPOMATUUECKOTO TeTEPOLUMKINYECKOTO
KOJIbLA, ITPEACTABIEHHOT O N(R2R3), HE3aBUCUMO BKJIIOYAET rajoreH, ajJIKWil, TaJ0aIKuUI,
-OR™, -O(ranoankun), -SR*, -NO,, -CN, -NR*),, -NR*'C(0O)R*, -NR*'C(0)OR*?, -N(R*!

)C(ONR*),, -COIRY, -C(S)R™, -C(0)ORY, -OC(O)R™, -C(ON(R*),, -5(0),R*, -SO,
NRM),, -S(0)R*, -SO3RY, Ar?, V,-Ar?, -V,-OR*, -V,-O(ranoanxun), -V,-SR*, -V,-NO,,
-V,-CN, -V,-NR*),, -V,-NR*C(O)R?, -V,-NR*CO,R*?, V,-NR*)C(O)NR*),, -V,-C
(O)R™, -V,-C(S)R™, -V,-CO,R™, -V,-0C(0)R™, V,-C(ONR*),-, -V,-S(0),R*™, -V-S0,
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N(R41)2, —VZ—S(O)R42, —VZ—SO3R40, —O—V2—Ar2 5 —S—Vz—ArZ. [IpeamnoyTUTeIbHO. KaXKABIN U3
TTOJIXOISIIIUX 3aMECTUTENIeH TS anu(paTUIECKUX U aPUIIBHBIX TPYIII, TPEACTABIICHHBIX R’ u
R3, Y TTOAXO/ISIIIMX 3aMEeCTUTENIeN JJ11 HEApOMAaTUUECKOTO TE€TEPOLMKINYECKOr 0 KOJIbIIa,
IIPEACTABIEHHOTO N(R2R3), HE3aBUCUMO BKJIIOYAET rajloreH, ajIKWil, FaJoajIKuil, -OR4O, -0
(ranmoankun), -SR*, -NO,, -CN, -N(R*!),, -C(O)R*, -c(S$)R*, -c(0)0R*, -0C(0)R*, -C(0)

NRM),, Ar?. V,-Ar?, -V,-OR¥, -V,-O(ranoankun), -V,-SR*?, -V,-NO,, -V,-CN, -V,-N(R*)),
, -V,-C(O)R®, -V,-C(S)R*, -V,-CO,R*, -V,-0C(O)R*, -0-V,-Ar? 1 -S-V,-Ar. Bouee

MIPEANTOYTUTEITHHO, KaXKIBIN U3 IMTOIXO/ISIIMX 3aMECTUTEIeH 1T aTudaTHUECKUX M a PUITHHBIX
rpyIiH, IPeaCTaBICHHBIX RZuR> , U MTOAXOASIIMX 3aMECTUTEIICH JIJIsT HEapOMaTUYECKOTO

FeTEPOUMKIINYECKOTO KOJIbIIA, TPEACTABIEHHOTO N(RzR3 ), HE3aBUCUMO BKJIIOYAET T'aJIOTEH,
C1-Cl10ankumn, C1-ClOranoanku, -O(C1-Cl0ankun), -O(dpenmn), -O(C1-Cl0ramoankun), -S
(C1-Cl10ankun), -S(dpennn), -S(C1-Cl0ramoankun), -NO,, -CN, -NH(C1-C10ankur), -N(C1-

Cl10amkuin),, -NH(C1-Cl0ramoankun), -N(C1-Cl0ramoanakumn),, -N(berun), -N(dberun),, -C
(0O)(C1-Cl10ankum), -C(0O)(C1-Cl0ranoankuin), -C(O)(denwnn), -C(S)(C1-Cl0anku), -C(S)
(C1-Cl0ramoankun), -C(S)(penun), -C(0O)O(C1-Cl0ankur), -C(O)O(C1-Cl0ramoankun), -C
(0)O(pennn), penn, -V,-benun, -V,-O-penu, -V,-O(C1-Cl0anku), -V,-O(C1-C10
rajoakui), V,-S-henur, -V,-S(C1-Cl0axkun), -V,-S(C1-Cl0ranoankuin), -V,-NO,, -V,-CN,
-V,-NH(C1-C10ankui), -V,-N(C1-Cl10ankui),, -V,-NH(C1-Cl0ranoasnkun), -V,-N(C1-
Cl0ranoankun),, -V,-NH(dpenun), -V,-N(denun),, -V,--C(O)(C1-Cl0ankun), -V,-C(O)(C1-
ClO0ramoankum), -V,--C(O)(penun), -V,-C(S)(C1-Cl0ankun), -V,-C(S)(C1-Cl0ranoankun),
-V,-C(S)(benumn), -V,-C(0O)0(C1-Cl0amkumn), -V,-C(0O)0(C1-Cl0ranoankui), -V,-C(O)O
(permn), -V,-OC(O)(C1-Cl0ankum), -V,-OC(0)(C1-ClOramoankun), -V,-OC(O)(pennn),
-O-V,-denun u -S-V,-denun. Eme 6omee mpeAnoOYTUTENTHFHO, KAXKIBIN U3 TOIXOASIINX

3aMecTUTENeN s aTupaTUIeCKUX U apWIBHBIX TPYIII, TTPEICTABIEHHBIX R’ u R3, 151
MOAXOJALIUX 3aMECTUTENIEH 111 HEApOMATUYECKOI'O FETEPOLMKIINYECKOTO KOJIbIIA,

MPEJCTABICHHOTO N(R2R3), HezaBucuMo BiJTrouaet rajiored, C1-CSankui, C1-CSranoaiku,
ruapokcu, C1-C5ankokcu, HUTpo, imano, C1-CS5ankokcukapbonun, C1-CS5ankunkapOooHu,
C1-Csranoankokceu, amuno, Cl1-CSankunamuno u C1-CSauankuiaMuHo. X TpeAcTaBiIseT

cobom —(CR5 R6)n—Q—; Q mpexncrasinseT coboit -O-, -S-, -C(0)-, -C(S)-, -C(0)0O-, -C(S)0-, -C(S)
S-, -C(O)NR’-, -NR-, -NR’C(0)-, -NR’C(O)NR’-, -OC(0)-, -SO5-, -SO-, -S(0),-, -SO,NR -

WJIA —NR7SOZ—; uR* npeAcTaBIsieT coOot -H, 3amMeneHHyo v He3aMeIleHHYIO

amudaTUUECKyI0 TPYIIY, WK 3aMEIICHHYIO, WIM He3aMEeIlIEHHYIO apUIbHYIO TPYIIIY.
[TpeanoururensHo, Q mpeacTasiset codoii -O-, -S-, -C(0)-, -C(S)-, -C(0)0-, -C(S)0-, -C(S)

S-,-C(O)NR’-, -NR’C(O)NR’-, -OC(0)-, -SOj3-, -SO-, -S(0),-, -SO,NR- it -NR’SO,-. Bosee
MPEeANOUTUTEIbHO, Q npeacTasiseT codoit -O-, -S-, -C(0)-, -C(S)-, -C(0)O-, -C(S)0O-, -C(S)

S-, —C(O)NR7— i -OC(0O)-. Eme 6omee mpeanouturensHo, Q mpeacrapiset cooott -O-, -S-,
-C(0O)- unu -C(S)-.

AnbTepHATUBHO, X MpeAcTaBiIseT coodoi -O-, -S- unu —NR7—; u R* MpeICTaBIIsSIET COOOM
3aMEIIEHHYO WM HE3aMENICHHYIO a(paTUIECKyIO TPYIITY, WU 3aMEIIEHHYIO, UITH
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HE3aMELIEHHYIO apUJIBHYIO FPYIIILY.
B napyroit anprepHaTuBe X MpeacTaBiseTr cooomn -(CR5 R6)n-; uR* MPEACTABIISIET COOOM

3aMEIEHHYIO WM HE3AMENICHHYIO [UKIIMYECKYI0 aJKUIbHYI0 (Hanmpumep, C3-C8) rpymity,
WJIM 3aMEUIEHHYIO, MJIM HE3aMEIIEHHYIO HMKJIMYECKY10 allkeHWbHY10 (C3-C8) rpymmy,
3aMENICHHYIO WM HE3aMEIICHHYI0 apWibHYI0 Tpymiry, -CN, -NCS, -NO, wim rajgores.

B npyroii anbrepHaTuBe X nmpeacTaBisieT coOOON KOBAJEHTHYIO CBS3b; U R* MIPEICTABIISIET
co00li 3aMEeILEHHYIO WM HE3aMEILEHHYIO apUIIbHYIO TPYIITY.

[TpeanouruTensHoO, R MIPEJICTABIISET COOOM HEOOA3aTETHbHO 3aMEIICHHYIO aJTM(PATUUECKYIO,
TaKyI0 KaK HU3IINI aJIKWIT, WK apuiibHYI0 Tpyniy. boee nmpenmnoututensHo, R mpeacrasiser
0001 He0OsA3aTEIbHO 3AMEIICHHYIO apUIIbHYIO WM HU3IIYIO apUIAJIKWIbHYIO rpynny. Eie

OoJiee IPeANOUYTUTENIHHO, rR* BBIOpAH U3 TPYIIIIbI, BKIIFOYAOIIICH:

CH ];\ ’ ZH ’
—(Cszx ) _( 2)x . 5 —(CHz)x D/ 5 —( 2)}(@ )
N
M S ]
—em ey, —en ey~ — e
/ Nt/

0
— (CH,) , I , — (CH,), , _(CHZ)X@,
)
— (CH,), o
—(CH,) o\\ , 2 P , _(CHZ)x s/> ,

H
@] I S - T
— (CHz) U (cH,) Jre — (i) b w TRl v
/ 27 H 3 N /’ \

i Rty T
—(CHZJX Z]‘ ’ —(CHz)x 23 144 —(CHZ)X Z5 s

IJIe KaXXI0€ U3 KoJel A-Z5 ABIIeTCS HE00A3aTEIbHO U HE3ABUCUMO 3aMEIIEHHBIM; U
KaXIbIi X He3aBUCUMO TIpeICTaBIIsieT co0ol 0 itk 1, B YaCTHOCTH X MpeIcTaBiseT codoii 0.

Eme Ooitee MMpCAIIOYTUTCIIBHO, R4 npCaACTaBIIsACT co0oi1 HeoOSI3aTEIIbHO 3aMCIICHHYTIO

—(CH,), rpynmny. ATbTepHATUBHO, R* MpeCTaBIISIET COOOM HEOOA3aTEIILHO

3aMeIeHHYI0 (PeHWIBHYIO TPYIITY. AJTbTEpPHATUBHO, rR* MpeACTaBIISIET COOOM apUITBLHYIO

TPYIIY, 3aMEIICHHYO Ar’, TaKylo Kak (heHWIbHAS TPYIIa, 3aMeIcHHAS Ar. Crnenyet
OTMETHUTB, UTO, KaK IIOKA3aHO BBIIIE, KOJIbIA A-ZS5 MOTYT OBITh TPUCOCTUHEHBI K IEPEMEHHOMA
"X" crpykTypHOit hopmyisl (I) mocpenctBom -(CH,), - B TI0O0M yriiepoe KoJiblia Koer A-

7.5, KOTOPBIN HE HAXOJIUTCS B ITOJIOKEHUH, COSIMHSFOIIEM JIBE apUIbHbIE IpyIinbl. Hanpumep,

Crp.: 10
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M
R, mpeacTaBieHHbII (CH,) ?’ J:@ , O3HAYaeT, UTO R MIPUCOEAVHEH K IIEPEMEHHOM
S

"X" mocpencTBoM uiM KoJibla J, uinv kospua K.
[TpenmoururenbHbIC 3aMECTUTENN TS KaXKIOW U3 aTudaTUUECKOM TPYIIIbI U apUITLHOMN

T'PYIIILL, ITPEACTAaBIICHHBIX R4, BKJIFOYAsT HUBILUM aJIKHUJL, APUIIAJIKWII M KOJIbILA A—ZS, BKJIIOHArOT

rajloreH, ajKwui, raJIoaJIKuIl, Ar3, Ar3-Ar3, -ORSO, -O(ramoankun), -SR’ O, -NO,, -CN, -NCS,
NR,, -NR> ! c(O)R*, -NR>!C(0)OR*?, -NR>HC(O)NR?!),, -C(O)R*, -C(S)R, -C(0)
OR*?, -0C(O)R, -C(O)N(R’!), -S(0),R, -SO,N(R’!),, -S(O)R?, -SO;R, -NR’'SO,N(R}),
,-NR>!'SO,R*?, -V,-Ar?, -V-OR*, -V ,-O(ranoankun), -V4-SR*’, -V,-NO,, -V,-CN, V,-NR>'),
,-V,-NR>!'c(O)R, -v,-NR>!CO,R??, -V,-NR>)C(O)NR’"),, -V,4-C(O)R®, -V,-C(S)R,
-V4-CO,RY, -V4-0C(O)R™, -V ,-C(OINR’Y),-, -V4-S(0),R*’, -V,-SO,N(R!),, -V,-S(O)R™?
,-V4-SO3R*, -V, -NR>!SO,N(R}),, -V,-NR*ISO,R??, -0-V4-Ar?, -0-Vs-NR>Y),, -S-V,-Ar®
,-S-Vs-NR),, NR)-V,-Ar, -NR)-Vs-NR), -NR!'C(0)-V,-NR!),, -NR!C(0)-V,
A1, -C(0)-V4-N(R’"),, -C(0)-V4-Ar?, -C(S)-V4-N(R’1), -C(S)-V4-Ar?, -C(0)0-V5-NR),,
-C(0)0-V4-Ar?, -0-C(0)-V5-N(R>1),, -0-C(0)-V4-Ar’, -C(ONR)-V5-NR>1),, -C(ONR!
)-V4-Ar, -S(0),-V4-NR>Y),, -S(0),-V4-Ar, -SO,NRH-Vs-NR),, -SO,NR)-V4-Ar?, -S
(0)-V,-NR!), -8(0)-V4-Ar’, -S(0),-0-V5-N(R>!),, -§(0),-0-V,4-Ar, -NR’!S0,-V,-NR1),
, -NR*!SO,-V4-Ar’, -O-[CH,],-O-, -S-[CH,],-S- 1 -[CH2],-. BoJee MpeAmouTHTENBHO,
3aMECTUTEIH TS KAXKI0M U3 alTu(aTUIECKON TPYIIIIBI U APUITHHOM TPYIIITHI, TPEACTABICHHBIX
R4, BKJTIOUAs HU3IIWH aJIKWIT, apUITAJIKWII U KoJibla A-Z5, BkiatouaroT rajgoreH, C1-Cl0ankum,
C1-ClOramnoankwuin, Ar , Ar-Ar’ , -OR’ 0, -O(ramoankun), -SR™Y. -NO,, -CN, -N(R5 0)2, _NR’!
C(O)R, -c(0)R*, -C(0)0OR*", -OC(O)R, -C(O)N(R’"),, -V,4-Ar?, -V-OR, -v,-0
(ranmoankun), -V4-SR*, -V,-NO,, -V,-CN, -V,-N(R>!),, -V,-NR*'C(0)RY, -v,-C(O)R, -V,
-CO,R™, -V,-0C(O)R, V,-C(ONR’Y)-, -0-V4-Ar, -0-Vs-NR>),, -S-V-Ar, -S-Vs-NR'),
, -NRDH-V4-Ar, -NR)-Vs-NR),, -NR*'C(0)-V,-NR),, -NR*!C(0)-V-Ar?, -C(0)-V,
NRY),, -C(0)-V4-Ar?, -C(0)0-Vs-N(R>!),, -C(0)0-V,-Ar?, -0-C(0)-Vs-N(R!),, -0-C(0)
V4-Ar, -C(ONR)-V5-NR"),, -C(ONR’')-V,-Ar’, -O-[CH, ] ,-O- 1 -[CH,],-. Boree
MPEIOYTUTEITLHO, 3aMECTUTEIH JIJTs1 KAKIOM U3 ai(aTUIECKOM TPYIIIIBI U aPUITHHOM TPYIIITHI,

MIPEICTABIIEHHBIX R4, BKJTFOYAST HU3IIHM aJTKWIT, APUITAJTKIIT M KOJTbIIAa A-Z5, BKITIOYAIOT rajIoTeH,
mraHo, HuTpo, C1-Cl0ankun, C1-ClOranoankui, amudo, C1-Cl0ankunamuno, Cl-
C10auanKkuiaaMUHO, apuil, apuiioKcH, Tuapokcu, C1-10amkoxcu, —O—[CHZ]p—O— 15000 —[CH2]q

-. Eme 6o1ee mpeanouTUTeNnbHO, 3aMECTUTENH JUTST KaXI0M U3 anudaTUIecKoi rpymnibl U
aApUILHOMW T'PYIIIBI, TPEICTABICHHBIX R*, Brmouas Hu3MmMIL anku, apUJIAJIKUIT U KOJIblia A-

7.5, BKJIIOYAIOT raJIOreH, IMaHO, aMUHO, HUTPO, Ar3, C1-C6ankun, Cl1-Céramoankui, Cl-
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Cé6ankoxkcu, ruapokcu u C1-Céranoankokcu. Eme 0osee mpeamouyTUTEIbHO, 3aMECTUTEIH
JUTSE KQXX10M 13 anudaTUIeCKON U apUIIbHOM TPYIII, TTPeCTaBIEHHBIX R4, BKJIIOYAas HUBIIUHN
aJIKWI, apyuiIajKWI ¥ Koabua A-Z5, skitoyaroT -OH, -OCH3, -OC,Hs n —O—[CHz]p—O—.

[TpenmoururenbHo, (DEHUILHOE KOJIBLIO A SBIISICTCS HEOOS3aTEIbHO 3aMEIICHHBIM OJHUM
wim O00JTee 3aMECTUTEIISIMU, BBIOPAHHBIMH M3 TPYIIITHI, BKITFOYAIOIIEH TaJIoreH, IMaHO, HUTPO,
C1-Cl0ankui, C1-ClOramoankui, amuuo, C1-Cl0ankunamubao, C1-C10guaiKkuiiaMuHo,

-OR,-Ar’, -V,-Ar’, -V-OR’", -O(C1-C10ranoanxun), -V,-O(C1-C10ranoankun), -O-V4-Ar>
, -O-[CHz]p-O- U -[CH]q-. Bonee mpeanoyTuTenbHO, PEHUIIBHOE KOIBIO A SIBISETCS

HEOO0s3aTeIbHO 3aMEIIEHHBIM OJTHAM WA 00JIee 3aMECTUTEIISIMHU, BLIOPAHHBIMU U3 TPYIIITHI,
BKJIIOYAIOIIEH rajgoreH, ndano, HUTpo, C1-Cl0ankum, C1-ClOranoankui, amuHo, Cl1-
ClOankunamuno, C1-Cl0guankuiaMuHoO, apuil, apuiiokcH, ruapokcu, Cl-10ankokcew, -O-
[CHz]p-O— # -[CHp] - E1e 60s1ee mpeanoyTUTeNnbHO, heHUIBHOE KOJIBIO A SIBIISIETCS

HeoOs13aTeJIbHO 3aMCIICHHBIM OJHUM HIIN OoJtee 3aMCECTUTCIISAMMU, BI)I6paHHbIMI/I W3 I'PYIIIIHI,

Brrouaroeit -OH, -OCH3 u -OC,Hs. B wactHoctH, korna R* MPEACTABIISIET COOOM
(dbeHnITbHOE KOIBIO A, IO MEHBIIIEH Mepe, OJIMH U3 3aMECTUTeNel Kobla A HaXOIUTCS B
napa-TmoI0KeHHUH.

Kax bt R u R® nesasucumo npencrasisieT codoit -H, -OH, -SH, ranoreH, 3aMenieHHy1o
WJIM HE3aMEIICHHYIO HU3IIYIO aJJKOKCUTPYIIITY, 3aMEIIEHHYIO WIM He3aMEelIEHHYIO HU3IIYIO
AJIKUJITAOTPYIIITY, MJIU 3aMEIICHHYIO, MJIM HE3aMEIICHHY O HU3IIYIO aTu(aTUIeCKyO TPYIIITY.

[TpennouytutenbHO, KaXKIbli R’ u R® nesasncumo npeacrasinseT coooit -H; -OH; ranoren;
WJIM HUBIIYIO AJIKOKCH, WJIM HU3IIYIO AJIKWJIbHYIO rpyIiny. bosee npeanoyTuTenbHo, KaXx bl
R’ u R® Hezasucumo npeacrasisier cooort -H, -OH unu ranoren. Eme 6omnee
.S 6 .,

MPeanoYTUTENBHO, Kaxbllt R” 1 R” He3aBucumo npeacrasiser codoit -H.

Kaskoiit R’ HesaBucuMo npeAcTaBisieT cooot -H, 3amMenieHHyo in He3aMelleHHYIO
amibaTUUECKYIO TPYIIITY, WK 3aMEIICHHY0, WJTM He3aMEeIlIEHHYIO apUIIBHYIO TPYIIITY, WU R’

4 Tp4
u R”, B3saThIe BMecTe ¢ aToMOM a30Ta NR'R™, 00pa3yroT 3aMelleHHYI0 WM He3aMEeIIeHHY IO

HEapOMaTHUYECKYIO TeTePOIMKIIMIECKYIO rpyITy. [ IpeanoutuTeIbHO, KaXKabIi R’ HesaBrcnmo
npejcrasiser coboit -H, amudarrueckyro rpynmny uid pern. Eine 6oi1ee mpearnouTuTensHoO,

Kaskpii R HesaBHCHMO npeacraisieT coodort -H nmm C1-Coanku.
Kaxkmoe n He3aBUCHMO TIpeicTaBIIsIeT coooit 1, 2, 3, 4, 5 umu 6. [IpeamnouTuTenbHO, KaX10e
n He3aBMCUMO TIpeACTaBIIsSIeT coOot 1, 2, 3 win 4. AJTbTepHaTUBHO, KaX/10€ N HE3aBUCUMO
MpeacTaBIsIeT cooo 2, 3, 4 um 5.
Kaxnapiit p HE3aBUCMMO TipencTaBisieT coooti 1, 2, 3 unu 4, npeanouyTuTebHo 1 wiu 2.
Kaxxapiit q He3aBUCHMO MpeICcTaBIIsieT coOoti 3, 4, 5 Uiy 6, IPeNOUYTUTEILHO 3 WU 4.
Kaxnpiit p' HE3aBUCMMO MpencTaBisieT cooov 1, 2, 3 unu 4, npeanouyTuTesnbao 1 wiu 2.
Kaxnapiit ' He3aBUCMMO TpecTaBIsieT coOoti 3, 4, 5 Uiy 6, IPeNOUYTUTENBLHO 3 WU 4.
Kaxnasiit V) HezaBucumo npencrasisier coooit C1-C10ankuaeHoByIo rpymniLy,

npeanoytuteibHO C1-C4ankuieHoBYO TPYIIIY.
Kaxnpiii V| He3aBucumo nipecraniset codoit C2-C10ankuieHoBYO rpyniy, B YaCTHOCTU

C2-C4ankuieHoBYIO IpyIILy.
Kaxnapiit V, He3aBucuMo nipencrasisier coooit C1-C4ankuneHoBYIO TPYIIITY.

Kaxnpiit V4 HezaBucuMo nipeactanisieT codort C1-C10ankuiaeHoBYIO Fpyiy,
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npeanoutuTenbHo, C1-C4ankuiaeHoBYO TpymIIy.
Kax b1t V5 He3aBucuMo nipeactaniisieT codor C2-C10ankuiaeHoBYIo rpymniy,

npeanoutuTenbHo, C2-C4ankuaeHOBYIO TPYMITY.

Kax it Ar! MIPECTABIISIET COOOM apUIbHYIO I'PYMITy, He0OsS3aTeIbHO U HE3aBUCUMO
3aMEIIEHHYIO OJTHUM WUJIU O0Jiee 3aMECTUTEISIMU, BBIOPAHHBIMU U3 TPYIIIIbI, BKIIIOYAIOIIEH
rajioreH, aJiKujl, aMMHO, aJJKUIIAMUHO, TUAJIKUJIAMUHO, aJIKOKCH, HUTPO, IMaHO, TUIPOKCH,

rajJoajIkoKCH U raoaiakui. IIpeamoyTuTensHo, Ar! MpeACTaBIIIeT COOOM apUITHHYIO T'PYIIITY,
KaXXIyI0 HeoOS3aTeIbHO 3aMEIICHHYIO OJTHUM WJIM 00Jjiee 3aMECTUTEISIMU, BBIOPAHHBIMH U3
rpymisbl, BKItovatomieit rajgored, C1-Céankui, amuno, C1-Céankuiamuno, Cl1-
Coauankunamuuo, C1-C6ankokcu, HUTPO, MaHo, ruapokcu, C1-Céramnoankoxcu, Cl-
Coankoxcukapbonui, C1-Céankunkapoonun u C1-Céranoankuil. bojee mpeamnoyTuTeabHo,

Ar! MpeJICTABIISIET COOOM (DeHUITBHYIO TPYITY, KaXK1asi Heo0sI3aTeIbHO U HE3aBUCUMO
3aMeIleHa OJHUM UK 00JIee 3aMECTUTEISIMH, BBIOPAHHBIMU M3 TPYIIIThI, BKITFOYAIOIIEH
raiored, C1-Céankui, amuuo, Cl-Céankunamudo, C1-Comnankuinamudo, Cl-Céankoxcu,
HUTPO, maHo, ruapokcu, Cl1-Céranoankokcu, Cl1-Céankokcukapoonu, Cl1-
Coankunkapoonun u C1-Céranoankui.

Kax b Ar? MpEeACTAaBIISIET COOOM apUIIbHYIO TPYIIY, HEOOS3aTEIIbHO U HE3aBUCHMO
3aMEIEHHYIO OTHUM UJTU O0JIee 3aMECTUTEIISIMH, BRIOpAHHBIMU U3 TPYIIIIHI, BKITFOYAFOIIICH
ranoreH, C1-Céankui, Cl-Céranoankui, ruapokcu, C1-Coéankokcu, HUTpo, iaHo, Cl-
Cé6ankokcukapoonui, C1-Céankunkapoonu, C1-Céranoankokcu, amuno, C1-CoankuimaMuHo
u C1-C6auankuiaMuHO.

Kaspii Ar® HezaBucuMo MPEeACTABIISIET COOOM apUITBbHYIO TPYIITY, TAKYIO KakK (peHu,
Kakaast HeoOsI3aTeIIbHO 3aMeIleHa OTHUM UJIU O0Jiee 3aMECTUTEIISIMH, BRIOpaHHBIMU W3
TPYIIIBI, BKIIOYAOIIEH rajloreH, ajJKuil, aMUHO, aJTKUIAMUHO, TUATTKUIIAMUHO, aJTKOKCH,

HUTPO, IUAHO, THIPOKCH, TAJTOATKOKCH U TajoajakuI. [TpeamouTurenbHo, Ar® HezaBucuMo
MIPEAICTABISCT COOOM apUIIBbHYIO TPYIIIY, Kak/1as HeoOs13aTeIbHO 3aMellieHa OTHUM UITH OoJiee
3aMECTUTENISIMU, BBIOPAHHBIMU U3 TPYMIIbI, BKItoUatonieit rajgored, C1-Cl0ankumn, Cl-
ClOranoankui, ruapokcu, C1-Cl0ankokcu, HUTpo, imano, C1-Cl0ankokcukapoonui, C1-
ClO0ankunkap6onun, C1-ClOranoankokeu, amuno, C1-Cl0Oankunamuno u Cl1-

Cl0muankunamuto. Eme 0osiee mpearmouTUTeaIbHO, Ar HesaBucumo MpeACTaBIISIET COOOM
ApUWIBHYIO TPYIIIY, KaXaass HeoOs3aTeTbHO 3aMeIlleHa OJTHAM WK 00JIee 3aMeCTUTENSIMH,
BBIOpaHHBIMM U3 TPYIIEI, BKIIFoUarolei rajgoreH, C1-C4anku, C1-C4ranoankuil, THAPOKCH,
C1-C4ankokcu, HuTpo, mmano, Cl1-Cdankokcukapoonun, Cl1-Cdankunkapoonui, Cl-
Cdranoankokcu, amuHo, Cl-C4anxkuramuno u C1-C4auaakuiiaMuHoO.

Kax b R nesaBucumo MIPEJICTABIISICT COOOM BOJIOPOI; APUIBHYIO TPYIIY,
HeoOs13aTeIbHO 3aMEIIEHHYIO OJTHUM WM 00Jiee 3aMEeCTUTENISIMU, BHIOPAHHBIMU U3 TPYIIIHI,
BKJIIOYAIOIIIEH TaJIOTE€H, AJIKWII, AMUHO, AJIKUJIAMUHO, TUATTKMIIAMUHO, AJIKOKCH, HUTPO, LIMAHO,
TUAPOKCH, TATIOATIKOKCH, AJIKOKCUKAPOOHUIT, AJIKUIIKAPOOHUIT U TATOATKUIT; WU AJIKUITBHYIO
rpyIIy, HeoOs3aTeIbHO 3aMEIIEHHYIO OJTHUM UJTM O0Jiee 3aMECTUTEISIMU, BLIOPAHHBIMU U3
CPYHIIbl, BKIIFOYAOLIEH TaJION€H, aMUHO, AJIKWIAMUHO, JAAJIKAIIAMUHO, AJIKOKCU, HUTPO,
[IMaHO, TUAPOKCH, TAJIOATKOKCH, AJIKOKCUKAPOOHUIT U alKUIIKapOooHu. [IpeanoyTurenbHo,

KaKIbIi R3? yesaBucumo MPEJICTABIISIET COOOM BOJOPO; APWIbHYIO IPYIIILY, HEOOSI3aTEIBLHO
3aMEIIEHHYIO OJTHUM WUJIU O0Jiee 3aMECTUTEISIMU, BBIOPAHHBIMU U3 TPYIIIIbI, BKIIOYAIOIIEH
ranoret, C1-C6anxui, amuno, Cl1-Céankuimamuno, C1-Céauankunamubao, C1-C6ankoxcy,
HUTPO, aHo, ruapokcu, Cl-Céranoankokcu, Cl-Céankoxcukapoonui, C1-C6
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ankunkapoonun u C1-Céranoankut; i C1-C10ankuibHYIO TPYIITY, HEO0s3aTeIbHO
3aMEIEHHYIO OTHUM UJTU O0Jiee 3aMECTUTEIISIMH, BRIOpAHHBIMU U3 TPYIIIIHI, BKITFOYAFOIIICH
ranorex, amuHo, C1-Céankunamuno, C1-Clauankunamuto, C1-C6aakoKcH, HUTPO, IUaHO,
ruapokcu, Cl-Céranoankokcu, Cl1-Coankokcukapoonun u C1-Coéankunkapoonu. bosee

MPEAIIOYTUTEIIBHO, KaXKIbIN R nesasucumo MpeACTaBIISIET COOOM BOIOPO; GCHUITBHYIO
TpyIITy, He00S3aTEIbHO 3aMEIICHHYIO OJTHUM WJIH 00Jiee 3aMECTUTEIISIMU, BEIOPAHHBIMH U3
rpynisl, BKatovaroniei rajgored, C1-Coéankui, amuno, C1-Coéankunamuno, Cl1-
Comunankunamuto, C1-Cbéankokcu, HUTpo, idaHo, ruapokcu, Cl1-Céranoankokcu, Cl-
Coéankokcukapoonus, Cl1-Coankuinkapoonun u Cl-Céranoankui; i C1-Cl10ankuibHyo
CpYIIy, HEOOS3aTEIbHO 3aMEIICHHYIO OJTHMM WM 00Jiee 3aMECTUTEISIMU, BHIOPAHHBIMH U3
CpyMIIbL, BKJIIOYaomei rajgored, amuuo, Cl-Céankunamuno, C1-Clanankuiamuno, Cl1-
Co6ankokcu, HUTPO, iMaHo, ruapokcH, Cl1-Céramoankokcu, C1-Coéankokcukapoonun u Cl1-
CoankuikapOOHUII.

Kaxnawrit R3! HesaBucumo MPeICTaBIISIET COOOM R30, —C02R30, —SOZR30 WIN —C(O)R3 O; W
—N(R3 1)2, B3STBII BMECTE, IIPEJCTaBIIsIeT cCOO0M He0OA3aTeIbHO 3aMEIIICHHYO

HeapoOMaTHUYECKYIO FeTEPOLMKINYECKYIO rpyIiy. I IpeanouturensHo, Kaxabli R3! nesaBucumo
MpeICTaBIISIET COOOM R30, WIN —N(R31)2 MpeJICTaBIISIET COOOM HEOOA3aTEILHO 3aMEIICHHYIO

HEAPOMATUYECKYIO TE€TEPOLUKINYECKYIO TPYIIILY.

Kassiit R*? Hezasncumo MPEACTABIISIET COOOM apUITBLHYIO TPYIITY, HEOOSI3aTEIIbHO
3aMEIIEHHYIO OJTHUM UJIK OoJiee 3aMEeCTUTENISIMU, BBIOPAHHBIMU U3 TPYIIIIbI, BKIIOYAIOIIEH
rajioreH, aJKujl, aMUHO, ATKUJIAMUHO, JUATKUIIAMUHO, aJIKOKCH, HUTPO, IMAHO, TUIPOKCH,
raJIoaJIKOKCH, aJIKOKCUKapOOHMII, A IKMIIKApOOHUIT M TAJIOAJTKWIT; MW aJIKWIBHYIO TPYIIITY,
HE00s3aTebHO 3aMEIIIEHHYIO OJTHUM WIIM 00Jiee 3aMECTUTENISIMU, BBIOPAHHBIMU U3 TPYIIITHI,
BKJTIOYATOIIEH TaJIOTeH, aMUHO, aJIKWIAMUHO, TUAJIKUIAMUHO, aJTKOKCH, HUTPO, IIUAaHO,
TUJIPOKCH, TAJI0AJIKOKCH, AJIKOKCUKAPOOHWIT U alIKWIKapooHuit. [IpennoururenbHo, Kaxablii

R*? nesasucumo MIPEACTABIISIET COOOM apUIILHYIO TPYITITY, HEOOSI3aTEIIbHO 3aMEIICHHYO
OJIHWM WJIM OoJiee 3aMECTUTENSIMM, BBIOpAHHBIMU U3 TPYIIIBI, BKIIIOYaroled rajgoreH, Cl-
Cé6anxui, amuno, Cl1-Céankunamuno, C1-Céauankunamuuo, C1-CobaakoKkcu, HUTPO, IMAHO,
ruapokcu, Cl-Céranoankokcu, Cl1-Céankokcukapoonui, Cl-Céankunkapoonun u Cl1-
Céranoankui; uau C1-C10ankuibHyo TPYIITY, HE00sI3aTeIbHO 3aMEIICHHYIO OJTHUM WU
0oJiee 3aMECTUTEIISIMU, BRBIOPAaHHBIMU W3 TPYIIIBI, BKJIIOUAIOIIEH rajjoreH, aMuHo, Cl-
Coankunamuno, C1-Clauankunamuao, C1-C6ankokcu, HUTPo, IMaHo, Tuapokcu, Cl1-
Céranoankokcu, C1-Céankokcukapoonun u C1-CoankuinkapOoHuil. bosee mpearnoyTuTensHo,

KaKJIbIi R nesasucumo MpeJICTaBIIsIeT OO0 (PEHUITBHYIO TPYIITY, HEOOSI3aTETBLHO
3aMeIEHHBIN OJTHUM WM 00JIee 3aMeCTUTENISIMU, BBIOPAHHBIMM W3 TPYTIIBI, BKITIOUAIOIIEH
rainored, Cl-Céankui, amuuo, Cl-Céankunamuao, C1-Céomuankunamudo, C1-Céankokxcy,
HUTPO, IMaHO, TUaApOoKcH, Cl-Céranoankokcu u Cl-Céramoankui; i C1-C10ankunbHyo
TpyIITy, He00S3aTEIbHO 3aMEIICHHYIO OJTHUM WJIM 00Jiee 3aMECTUTEIISIMU, BEIOPAHHBIMH U3
TpYIIbI, BKIOYAIoIIeH rajored, amuHo, C1-Céankunamuno, C1-Clauankunamuso, Cl1-
Cé6ankokcu, HUTPO, MaHo, ruapokcu, Cl-Céramoankokcu, C1-Coankokcukapoonun u Cl1-
Co6ankunkapOOHUI.

Kax s R* nesasucumo MPEACTABIISIET COOOM BOJIOPO/I; apUIIBLHYIO TPYINITY, TAKYIO KaK
(dbeHubHAS TPYIIa, HeoOs3aTeIbHO 3aMEIIIEHHYIO OJTHAM WIIH 00JIee 3aMeCTUTEISIMHU,
BBIOpAHHBIMM U3 TPYTIIHI, BKTtouaroreii rajorex, C1-Céanku, C1-Céranoaakui, THAPOKCH,
C1-C6ankokcu, HUTpo, imano, Cl1-Céankokcukapobonun, Cl1-Céankunkapoonui, Cl-
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Céranoankokcu, amuHo, C1-Céankunamuno u C1-CéauankunamMuto; wim C1-C10ankuinbHyo
rpyImIly, He0OS3aTeIbHO 3AMEIIEHHYIO OJTHUM UJTM OO0JIee 3aMECTUTEISIMU, BBIOPAHHBIMU U3
rpynmsl, BKitrouyaromei rajgore, C1-Céramoankui, ruapokcu, C1-C6ankoKcH, HUTPO, IIMAHO,
C1-Cé6ankokcukapbonwi, C1-Céankunkapoonwi, C1-Céramoankokcu, amuto, Cl-
Coankwiamuuo u C1-CoauaaikuiaMuHO.

Kaxnsiit R*! Hesasucumo MPEACTABIISIET COOOM RY, —C02R40, —SOZR40 WIIN —C(O)R4O; WIIN

-N(R41)2, B3SIThIN BMECTE, IPEJICTABISET COOOI HEOOA3aTENBHO 3aMEILIEHHYIO
HEAPOMATUYECKYIO TETEPOLMKIMUECKYIO TPYIIITY.

Kax b R* HezaBucumo MpeJIcTaBIsgeT coOO0M apUIbHYIO TPYIITY, TAKYIO KakK (peHUITbHAS
rpymnma, Heo0sS3aTeTbHO 3aMeIeHHAs] OJTHUM WIIM 00Jiee 3aMECTUTEIISIMU, BEIOPAHHBIMH U3
rpynisl, BKaodarorei rajgoreH, C1-Coankun, C1-Céranoankut, ruapokcu, C1-Coéankoxcu,
HUTPO, Iano, C1-Coéankokcukapoonun, C1-Coankunkapoonui, C1-Céranoaakokcu, aMUHO,
C1-Céankunamuno u C1-CéauankunaMuuo; i C1-C10ankuibHyo rpymniy, HeoOs3aTeIbHO
3aMEIICHHYIO OHUM WUJIU OoJiee 3aMECTUTEISIMHM, BBIOpAaHHBIMU U3 TPYIIIBI, BKIFOUYAOIIEH
ranoreH, Cl-Céranoankui, ruapokcu, C1-Céankokcu, HUTpo, uuaHo, Cl-
Co6ankokcukapbonui, C1-Céankunkapoonui, C1-Céramoankokcu, aMuHo, C1-CoalKuIaMiuHO
u C1-C6auanKuiiaMyuHO.

Kassii R Hezasrcumo MpeACTaBIISIET COOOM BOJOPO/I; ApUIIBHYIO TPYIIITY,
HE0053aTENbHO 3aMEILEHHYIO OJHUM WK 00Jiee 3aMECTUTENISIMU, BBIOPAHHBIMU U3 TPYIIIIbI,
BKJIIOUAIOIIEH IaJIOreH, aJIKWII, AMUHO, AIIKWJIAMUHO, TMAIIKUIAMUHO, AIIKOKCH, HUTPO, LIUAHO,
TUIPOKCH, TAJIOAJIKOKCH, AJIKOKCUKAPOOHMII, AITKMIIKAPOOHWIT U TATI0ATKII; MU AJIKUIIHHYIO
rpymniy, Heo0s3aTeIbHO 3aMEIIEHHYIO OJTHUM WM O0Jiee 3aMECTUTENISIMU, BBIOPAHHBIMU U3
CPYIIIbI, BKIIOYAIOUIEH rajoreH, aMMHO, ATKWIIAMUHO, JUATIKUIAMUHO, aJIKOKCHU, HUTPO,
[IMAHO, TUAPOKCH, FAIOATKOKCH, AJIKOKCUKAPOOHWII, AJIKUIKAPOOHWIT U TaTOATKUIL.

[IpennouyTutenbHO, KaXKIbIH R5 HE3aBUCHMO TIPEACTaBIsIeT cOO0M BOAOPO/I; apUIIHHYIO
TPy, TaKyi0 Kak (peHWIbHAs rpyIa, Heo0s3aTeIbHO 3aMeleHHAs] OJTHUM WM 0oJiee
3aMECTUTEIISIMU, BBIOPAHHBIMU U3 TPYMIbI, BKItouatoniei raixored, C1-Céamkum, Cl1-
Céranoankui, rugpokcu, C1-Coéankokcu, HUTpo, nuano, Cl1-Céankokcukapoonui, Cl-
Coéankunkapoonun, Cl1-Céranoankokcu, amuHo, C1-Céankunamuno u C1-CoauankuiaMuHo;
w C1-C10aakuIbHYIO TPYIITY, HE00s3aTeIbHO 3aMEIIEHHYIO OJHUM WK OoJiee
3aMECTUTENISIMU, BBIOPAHHBIMU U3 TPYIIIbI, BKItoUatonieit rajored, C1-Céranoankun,
ruapokcu, C1-Céankokcu, HUTpo, imano, C1-Céankokcukapbonun, C1-CoéankunkapOoHu,
Cl-Céranoankokcu, amuno, C1-Céankuiamuao u C1-C6auaaikuiaMuHoO.

Kax bt R>! HesaBucumo MpeJICTaBIISIET COOOM R’ O, —C02R5 0, —SOZR5 O pu —C(O)R5 0, 150005
—N(R5 1)2, B3STBII BMECTE, IIPEACTaBIIsIeT cCOO0M HE0OA3aTeIbHO 3aMEIIICHHYIO

HEAPOMATUYECKYIO FETEPOLUMKIIMYECKYIO IpyIILy. [ IpeanouturesnnbHO, Kax bl R! mezaBucumo
MpeICTaBIISIET COOOM R’ 0, WIN —N(R3O)2 MpeJICTaBIIsSIeT COOO0M HEOOA3aTEIbHO 3aMEIICHHYIO
HEapOMATHUUYECKYIO T€TEPOUUKIMYECKYIO TPYIIITY.

Kaxnwri R>? HezaBucumo MIPEJICTABIISIET COOOM apUIbHYIO IPYNITy, HEOOsS3aTeIbHO
3aMEIICHHYIO OHUM WJIU IBYMS 3aMECTUTEISIMU, BBIOPAHHBIMU U3 TPYIIIIBI, BKIIOYAOIIEH
rajioreH, aJIKWJl, aMUHO, aJIKWIAMUHO, TUAJIKUJIAMUHO, AJIKOKCH, HUTPO, LIMAHO, TUJIPOKCH,
rajloajJKOKCH, aJIKOKCUKapOOHWII, A TKMIKAPOOHUIT U TaJTOATKWI; WU AJIKWIBHYIO TPYIIITY,
HeoOs3aTeIbHO 3aMEIIEHHYIO OJHUM WM 00JIee 3aMEeCTUTEIISIMU, BRIOPAHHBIMU M3 TPYIIIIHI,
BKJIFOYAIOIIEH TajIoreH, aMUHO, aJIKWIAMHHO, TUAIKUJIAMUHO, aJIKOKCH, HUTPO, [IMaHO,
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TUJIPOKCH, TAIOATTKOKCH, aJIKOKCUKAPOOHWIT, aJTKUIIKAPOOHUIT U TAJTIOATKHUIL.

[TpearmoyTuTeTbHO, KaX IbIi R>? He3aBUCHMO MPEICTABISAET COOOM apUITLHYIO TPYIITY, TAKYIO
Kak (peHuIIbHAS TPpYMIa, HeoOs3aTeIbHO 3aMEIIEHHYIO OJHUM UK 00JIee 3aMECTUTEIISIMU,
BBIOpPaHHBIMU U3 TPYIIEI, BKIItoUarolien rajgorex, C1-Coéankui, C1-Céranoankul, TMAPOKCH,
C1-C6ankokcu, HUTpoO, ano, C1-Céankokcukapoonuni, Cl1-Céankunkapoonui, Cl-
Céranoankokcu, amuHo, C1-Coankunamuno u C1-Coauankuinamuuo; wi C1-C10ankuibHy0
rpyIy, He00S3aTEIbHO 3aMEIICHHYIO OJTHUM WJIM 00Jiee 3aMECTUTEIISIMU, BBIOPAHHBIMH U3
rpyIIbl, BKItouatonieh rajoreH, C1-Céranoankui, ruapokcu, C1-C6ankokcu, HUTPO, IMaHo,
Cl1-Cé6ankokcukapoonui, Cl1-Céankunkapobonui, Cl-Céranoankokcu, amuHo, Cl1-
Cé6anxunamuuo U C1-C6auaikuiiaMUHoO.

Kaxxmprit R u R' He3aBucuMoO mipencrasisieT codoit -H; HusImyo aaudaTuiecKyro rpyIiy,
HeoOs13aTeTbHO 3aMEIIIEHHYIO OJHUM WM 00Jiee 3aMEeCTUTENISIMU, BHIOPAHHBIMU U3 TPYIIIIHI,
BKJItOUaromen rajoreH, -OH, -CN, -NCS, -NO,, -NH,, HU31111i1 aJTKOKCH, HU3IIUI TaJI0OATKOKCH

U ApWIT;, WK apUWIBHYIO TPYIITY, HEOOS3aTEeIbHO 3aMEIIIEHHYIO OJTHUM W OoJiee
3aMEeCTUTENISIMHU, BBIOPAHHBIMU U3 TPYMIIbL, BKItouatomel ranoret, -OH, -CN, -NCS, -NO,,

-NH,, HU31IMI1 AaTKOKCH, HU3LIUI Ta10aJIKOKCH, HU3IIYIO ATM(PaTUYECKYIO TPYIITY U HU3IIYIO

ranoanudaTuyeckyro rpymnmy; ik R u R', B3sTeie BMecTe ¢ aToMoM a3ota NRR', oOpasyror
HeapoOMaTHUYECKOE IeTePONMKIMIECKOe KOJIbI0, HE00S3aTeIbHO 3aMEIIIEHHOE OHUM WJIH
0oJ1ee 3aMECTUTENISIMU, BHIOPAHHBIMU U3 TPYIILI, BKIo4aromei: rajgored; -OH; -CN; -NCS;
-NO,; -NH,; HM31IMI1 aJIKOKCU; HU3IIKHI TaJIOATKOKCH; HU3IIYIO aTU(paTUYECKYIO TPYIIIY,

HeoOs13aTeIbHO 3aMEIIEHHYIO OJHUM WM 00JIee 3aMEeCTUTENISIMU, BHIOPAHHBIMU U3 TPYIIIIHI,
BKJItOUaromel rajoreH, -OH, -CN, -NCS, -NO,, -NH,, HU3111i1 aTKOKCH, HU3IIUI TaJIOATKOKCH

Y ApUJT; M ApUIIBHYIO IPYIITY, HEOOSI3aTEIbHO 3aMEIEHHYIO OJTHAM UJIU 00Jiee 3aMEeCTUTEISIMHY,
BBIOpAHHBIMHU U3 T'PYIIbI, BKIIOUatoulei ranorex, -OH, -CN, -NCS, -NO,, -NH,, Huzmui

AJIKOKCH, HU3IIHNH TaJI0AIKOKCH, HU3IIYIO aJ(aTUUECKYIO TPYIITY U HU3IITYIO
rajoanudaTudeckyro rpymnmy. IlpeamouarurenbHo, Kaxapiid R 1 R' He3aBUCUMO MpeIcTaBIIsieT
coboii -H; Hu3IIyro anmdaTHIecKyro TPYIITY; HU3IIYIO alli(aTHYECKYIO TPYIITY, 3aMEIIeHHY IO
(dheHUIIoM; WM apuIIbHYIO T'pyIny. boltee mpeanoururenbHo, Kaxabii R u R' He3aBUCHMO
npeacraisieT codoit -H, C1-Cdankun, heHun uim OeH3uI.

Bropoit Habop 3HaUEHU 71 TIEPEMEHHBIX B CTpyKTYpHOM hopMmyite (I) mpencraBiieH B
ceyronmx adb3amnax:

Y npencrasisiet coboit -H, -C(O)R, -C(O)OR unm -C(O)NRR', npeanouyturenbHo -H,

1 9
R’ mpencrasisieT coboit apuiibHYIO TPYIITY, HEOOS3aTeTbHO 3aMEIIEHHYIO OHUM WU
0oJiee 3aMeCTUTEIISIMHU, BBIOPAHHBIMM U3 TPYIIIBI, BKITFOYAFOIICH TaJIOTeH, aJTKUJT, TaTOaIKHII,

Ar!, -OR*, -O(ranoankuna), -SR*, -NO,, -CN, -NCS, -NR?*'),, -NR*'C(0)R*, -NR*!C(0)
OR*Z, -NR3*)C(ONR?), -c(O)RY, -C(S)R, -C(0)OR, -0C(O)R?, -C(O)N(R?!),, -S(0),
R, -SO,NR?Y),, -S(O)R??, -SO;R¥, -NR*ISO;N(R?),, -NR*!SO,R¥, -V (-Ar!, -V-OR?,
“Vy-O(ranoainkuia), -Vo-SR*’, -V4-NO,, -V-CN, -V-NR>'),, -V-NR*!C(O)RY, -v,-NR?!
CO,R*, -V-NR*HC(ONR?),, -V4-C(O)RY, -V -C(S)R?, -V,-CO,R*, -V,-OC(O)RY. -V,
-C(ONR?Y)-, -V(-S(0),R*, -V (-SO,N(R>!),, -V(-S(0)R??, -V(-SO3R*, -V -NR*'SO,N(R?),
,-Vo-NR*1-SO,R¥, -0-V(-Ar!, -0-V|-NR3),, -S-V(-Ar!, -S-VINR?Y),, -NR3)-v(-Ar!,
NR*D-V-NR3),, -NR*'C(0)-V-NR?Y),, -NR*'C(0)-Vy-Ar', -C(0)-V-NR?'),, -C(0)-V,,
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“Ar!, -C(S)-Vo-NR?Y),, -C(S)-Vy-Ar', -C(0)0-V-N(R?!),, -C(0)0-V(-Ar', -O-C(0)-V;-N-
(R*!),, -0-C(0)-Vo-Ar', -C(ONR?)-V{-NR),, -CONR)-V(-Ar', -8(0),-Vo-NR),,
-S(0),-Vo-Ar!, -SO,NR?)-V-NR3),, -SO,NR3)-V-Ar, -S(0)-V(-NR3'),, -S(0)-V-Ar!
,-S(0)2-0-V|-N(R*),,-5(0),-0-V(-Ar', -NR?'SO,-V-N(R*),, -NR?'S0,-V(-Ar', -O-[CH,],
-O-, -S-[CH,,-S- 1 -[CH, .

Kamﬂme SHAYCHUA U ITPCAITOUTUTCIIbHBIC 3BHAUCHUA AJI1 OCTAJIBHBIX IICPEMCHHBIX
CTPYKTypHOU (hopmyisl (I) HE3AaBUCUMO SIBJISIIOTCS] TAKUMU, KaK OMMCAHO BBIIIIE IJISI IEPBOTO
Habopa 3HaAUYEHUH.

Tpetuit HaOop 3HAYCHMI JIJI IEPEMEHHBIX B CTPYKTypHOU hopmyiie (I) mpeacTasiieH B

CIIEIYIONIMX YEThIpEX ab3anax.
Y nipencrasiset coboit -H, -C(O)R, -C(O)OR unm -C(O)NRR', npeanoututeabHo -H.

R! MPEICTABIISIET COOOM ApUITBHYIO TPYIITY, HEOOS3aTeIbHO 3aMEIIEHHYIO OJTHUM HITU
0oJiee 3aMeCTUTENISIMHU, BBIOPAHHBIMU U3 T'PYIIIIbI, BKIIIOYAOIIEH FajIoreH, aTKuil, TaT0aIKul,

Ar', -OR, -O(ranoanxuna), -SR*’, -NO,, -CN, -NCS, -N(R*!),, -NR*!c(0)R*", -NR?*!C(0)
OR>Z, -NR3*)C(ONR?), -c(O)RY, -C(S)R, -C(0)OR, -0C(O)R?, -C(O)N(R?!),, -S(0),
R, -SO,NR?Y),, -S(O)R??, -SO;R*, -NR*!SO;N(R?),, -NR*ISO,R¥2, -V (-Ar!, -V-OR?,
“Vo-O(ranoankuia), -Vo-SR*’, -V4-NO,, -V-CN, -V,-NR>'),, -V-NR*!C(O)RY, -v,-NR?!
CO,R*Z, -Vo-NR¥HC(ONR?Y),, -V(-C(O)RY, -V (-C(S)RY, -v-CO,RY, -V -0C(O)RY. -V,
-C(O)NR?Y-, -V-S(0),R¥, -V;-SO,NR?),, -V-S(0)R?2, -v0-SO3R*, -V -NR*'SO,N(R?),
,-Vo-NR*1-SO,R??, -0-V-Ar!, -0-V|-NR?)),, -S-V-Arl, -S-VINR?),, -NR3*)-v-Ar!,
NR*H-V-NR?),, -NR*'C(0)-Vo-NR?Y),, -NR3'C(0)-Vy-Ar', -C(0)-V(-NR>'),, -C(0)-V,
-Ar!, -C(S)-Vo-NR?Y),, -C(S)-V(-Ar', -C(0)0-V-N(R?}),, -C(0)0-V{-Ar!, -0-C(0)-V,-N-
(R, -0-C(0)-Vy-Ar', -COONR)-V-NR )y, -CONR*)-V-Ar', -S(0),-Vo-NR )y,
-S(0),-Vy-Arl,, -SO,NR3)-V -NR?!),, -SO,NRN-V-Ar, -S(0)-V(-NR?!),, -S(0)-V-Ar'

,-5(0),-0-V|-N(R™),,-8(0),-0-V(-Ar', -NR?'SO,-V(-N(R"),, -NR?!S0,-V-Ar, -O-[CH, ],
-O-, -S-[CH,],-S- 1 -[CH, .

R? u R, B3siTbie BMecTe ¢ aTOMOM a30Ta N(RZRS), 00pa3yroT 5- WK 6-4JIeHHOE,
HE00s3aTeNbHO 3aMEILIEHHOE HeapOMaTUYECKOE TeTepoLMKInUecKkoe Koblo. [Ipumepsr
MOJXOISIIMX 3aMECTUTENEN Il HEApOMATUYECKOT'O I€TEPOLMKIMUYECKOTO KOJIbIIA,

IIPEJICTABIIEHHOT' O —NR2R3, OTMCAHbBI B IEPBOM HaOOpe 3HAUSHUH 1J11 CTPYKTYPHOM (POpMyIIb
D.

3Ha4YeHUS U TPEANOYTUTEIbHBIC 3HAUEHUS 11 OCTATBLHBIX TIEPEMEHHBIX CTPYKTYPHOM
dbopmysl (I) ABISIOTCS TAKMMM, KaK OTIMCAHO BBIIIIE JIJIs1 IEPBOTO HAabopa 3HAYCHUIA.

YeTBepThiit HAOOP 3HAYCHMIA TSI TIEPEMEHHBIX B CTPYKTYpHOU hopmyie (I) mpencraBieH
B CJIEIyIONIUX ab3anax:

Y npencrasnser coooit -H, -C(O)R, -C(O)OR umm -C(O)NRR', npeanoututensHo -H.

R npencrasiser coOor apuiibHYIO T'PYIITY, HE00sS3aTeIbHO 3aMEIICHHYIO OTHUM WU 00Jiee

3aMECTUTEIISIMU, BRLIOPAHHBIMU U3 TPYIIIIBI, BKIIOUAIOIIEH raJIOTeH, aJIKWI, TaT0aTKWII, Arl,
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-OR*, -O(ranoankuna), -SR*’, -NO,, -CN, -NCS, -N(R*'),, -NR*!C(0)R*, -NR3!C(0)OR??,
NER*HCONR?, -c(0)R*, -c(S)R*, -c(0)OR, -0C(O)R¥, -C(O)N(R?'),, -S(0),R*,

-SO,NR?),, -S(0O)R?, -SO3R¥, -NR*!SO;N(R?),, -NR*ISO,R??, -V -Ar!, -V(-OR?, -v,-O
(rantoankuna), -Vy-SR>", -V;-NO,, -V-CN, -V,-N(R>1),, -V-NR} ! C(0)R*, -v-NR?!CO,R??
, -Vo-NR*HCOINR?),, -V-C(O)RY, -V-C(S)R¥, -v(-CO,R¥, -v,-0C(O)RY. -v,-C(0)
NR*D-, -V-S(0),R¥, -V(-SO,NR?),, -V(-S(0)R?, -V(-SO;R ¥, -v(-NR*'SO,NR?Y),, -V,
NR*1-SO,R*, -0-V-Ar', -0-V-NR?),, -S-V-Ar!, -S-VINR?),, -NR*)-vVy-Ar!, -NR?!
)-V-NR?!),, -NR*'C(0)-V(-NR™Y),, -NR3'C(0)-V(-Ar!, -C(0)-Vo-NR?),, -C(0)-V-Ar',

-C(S)-Vo-NR?1),, -C(S)-V(-Ar!, -C(0)0-V-N(R>!),, -C(0)0-V(-Ar', -0-C(0)-V-N-R3}),,
-0-C(0)-Vy-Ar', -C(ONR?*")-V|-NR3}),, -CONR?-V-Ar!, -S(0),-V(-NR>'),, -S(0),

Vo-Arl,, -SONR*H-V-NR?),, -SO,NR?*-V-Ar, -S(0)-V-NR?!),, -S(0)-V-Ar', -S(0),

-0-V-N(R), -8(0)-0-V(-Ar', -NRVSO,-V-N(R'),, -NRP'SO,-V(-Ar', -O-[CH,],-O-, -S-
[CH,],-S- 1 -[CHy] -

2 2
R°u R3, B3sIThIE BMecCTe ¢ aToMoM a3zoTta N(R R3), 00pa3yIoT 5- WK 6-4JIeHHOE,
HeoOs13aTeIbHO 3aMeIlIEHHOE HeapOMaTUUeCKOe TeTEPOILUKINIECKOE KOIbIIO,

Kax bt R u R® nesasucumo npeacrasisieT coooit -H, -OH, ranoren, Huzuryo
AIIKOKCUTPYMITY WIM HU3IIYIO AJIKWIBHYIO TPYIIY.

Kaxxnoe 3HaueHMs U TpeANIOYTUTEIbHbIE 3HAUEHHUS OCTAJIbHBIX IEPEMEHHBIX CTPYKTYPHOM
dbopmynsr (I) ABISIOTCS TAKMMHM, KaK OTIMCAHO BBIIIIE JIJIsI IEPBOTO Habopa 3HAUCHMIA.

[TsTe1it HAOOP 3HAUEHUI JUIS1 IEPEMEHHBIX B CTPYKTYpHOU opmyite (I) mpencrasiieH B
cienyoomumx adb3amnax:

Y nipeacrasnset coboit -H, -C(O)R, -C(O)OR unm -C(O)NRR', npeanoututenbHo -H.

R! MPEICTABIISIET COOOM ApUIIBHYIO TPYIIITY, HE0OS3aTEIbHO 3aMEIIEHHYIO OJTHUM HJTU
0oJiee 3aMeCTUTENSIMU, BBIOPAHHBIMU U3 I'PYIIIIbI, BKIIIOYAOIIEH FaJIOreH, alKuil, TaT0aIKul,

Ar!, -OR*, -O(ranoankuna), -SR*’, -NO,, -CN, -NCS, -NR?*'),, -NR*'C(0)R*’, -NR*!C(0)
OR*?, NR*HcO)NR?, -c(0)R*, -c($)RY, -c(0)0R*, -0C(0)R¥, -C(O)NR?'),, -S(0),
R, -SO,NR?Y),, -S(O)R??, -SO;R*, -NR*'SO;N(R?),, -NR*ISO,R¥, -V (-Ar!, -V-OR?,
“Vo-O(ranoankuia), -Vo-SR*’, -V4-NO,, -V-CN, -V,-NR>'),, -V-NR*'C(O)RY, -v,-NR?!
CO,R*, -V -NR*HCONR?),, -V,-C(O)RY, -V -C(S)R?, -V,-CO,R*, -V,-OC(O)R™. -V,
-C(ONR?Y)-, -V-S(0),R*, -V (-SO,N(R>!),, -V(-S(0)R??, -V(-SO3R*, -V -NR*'SO,N(R?),
,-Vo-NR*'-SO,R*?, -0-V-Ar', -0-V|-NR?),, -S-Vy-Ar!, -S-VINR?),, -NR3)-v-Ar,
NR*H-V-NR3),, -NR3*C(0)-Vo-NR?Y),, -NR3'C(0)-Vy-Ar!, -C(0)-V(-NR3'),, -C(0)-V,
-Ar!, -C(S)-Vo-NR?Y),, -C(S)-Vy-Ar', -C(0)0-V-N(R?}),, -C(0)0-V-Ar!, -0-C(0)-V,-N-
R*),, -0-C(0)-V(-Ar!, -C(ONR?)-V|-NR?),, -COINR)-V(-Ar!, -S(0)2-V-NR),,

Crp.: 18



10

5

20

25

30

35

40

45

RU 2578947 C2

-S(0),-Vy-Arl,, -SO,NR3)-V -NR?!),, -SO,NR?H-V-Ar, -S(0)-V(-NR?!),, -S(0)-Vo-Ar'!

,-5(0),-0-V|-N(R™),,-8(0),-0-V(-Ar', -NR?'SO,-V(-N(R),, -NR?!SO,-V-Ar, -O-[CH, ],
-O-, -S-[CH,,-S- 1 -[CH, .

R? u R, B3siTbIe BMecTe ¢ aTOMOM a30Ta N(R2R3), 00pa3yroT 5- WK 6-4JIeHHOE,
HE00s3aTeNbHO 3aMEIIEHHOE HEApOMATUYECKOE TeTEPOLMKIMIECKOE KOIBIIO.

R MPEICTaBIISIET COOOM aTM(paTUIECKYIO WIIH apUITBHYIO TPYIITY, KaXaas Heo0sS3aTelTbHO
3aMelleHa OJHUM WK Oosiee 3amecTuTeNsiMu. [IpumMepsl moAXOASIIMX 3aMECTUTENeH TaKue,
KaK OIMCAHO BBIIIIE, [IJIs IEPBOTO HAOOpa 3HAYCHUM.

Kaxnawrit R u R® mesaBucnmo npeacTasisgeT coboit -H, -OH, ramoreH, Hu3my0
AJIKOKCUTPYIIY WU HUBIIYIO AJIKWIBHYIO TPYIIIY.

Kaxxmoe 3HaueHue U MpeouTUTEIbHbIE 3HAUEHUS OCTAIBbHBIX IEPEMEHHBIX CTPYKTYPHOM
dhopmyis (I) HE3aBUCUMO SIBITSIETCSI TAKUM, KaK OTIMCAHO BHIIIIE /TSI TIEPBOTO HAOOpa 3HAUCHUIA.

[llecToit HAabOp 3HAYCHMIA JJTS TIEPEMEHHBIX B CTPYKTYypHOU popmyite (I) mpeacrasiicH B
clenyronmx adb3amnax:

Y nipencrasisiet coboit -H, -C(O)R, -C(O)OR unu -C(O)NRR', npennouyturenbHo -H,

R! MPEACTABIISIET COOOM apUIIBbHYIO TPYIIIY, HE0OS3aTEIbHO 3aMEIICHHYIO OJTHUM UJTU
0o0J1ee 3aMeCTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIIbI, BKIIOUAIOIIEH rajoreH, aJKuI, TaI0aIKul,

Ar!, -OR?, -O(ranoanxuna), -SR*, -NO,, -CN, -NCS, -N(R*'),, -NR3*!'c(0)R*, -NR?!C(0)
OR*2, -NR3*"C(O)NR?), -c(O)RY, -C(S)RY, -C(0)OR, -0C(O)R*, -C(OIN(R?"),, -S(0),
R, -SO,NR?Y),, -S(O)R??, -SO;R*, -NR*!SO;N(R?),, -NR*ISO,R¥, -V (-Ar!, -V(-OR,
“Vy-O(ranoainkuia), -Vy-SR*’, -V;-NO,, -V-CN, -V,-NR>'),, -V(-NR*!C(O)RY, -v,-NR?!
CO,R¥, -V-NR*HCONR?),, -V4-C(O)RY, -v-C(S)R?, -V,-CO,R*, -V,-OC(O)R™. -V,
"C(ONR?")-, -V(-S(0),R*, -V;-SO,NR?"),, -V-S(O)R?Z, -V;-SO3R*, -V -NR*'SO,N(R?),
,-Vo-NR*1-SO,R*, -0-V-Ar!, -0-V|-NR3),, -S-V(-Ar', -5(0),-0-V-N(R3),, -5(0),-0-V,,
-Ar', NRV'S0,-Vo-NR),, -NR?!'SO,-V(-Ar!, -O-[CH,],-O-, -S-[CH,],,-S- 1 -[CHy -
R? u R, B3stTbie BMecTe ¢ aTOMOM a30Ta N(RZRS), 00pa3yIoT 5- WK 6-UJIEHHOE

Heo0s3aTeIbHO 3aMCIICHHOC HEAPOMATHYCCKOC I'CTCPOLUKITMICCKOC KOJIbLO.

R MPEJICTABIISIET COOOM HEOOS3aTENbHO 3aMEIIEHHBIN IIUKIUYECKYIO AIIKUIIBHYIO TPYIITY
WIK HEOO0S3aTENbHO 3aMEIIEHHYIO UKIMUECKYIO0 AJIKEHUIbHYIO IPYIIY HE00s3aTeIbHO
3aMELIEHHYIO apuiibHYy10 rpymiy, -CN, -NCS, -NO, unu ranores. [Ipumepsl moaxoasmmx

3aMecTUTeNeN TaKKhe, KaK OMMCAHO BbIIIE /IS IEPBOro Habopa.

Kasxsii R u R® Hesasucnmo nipencrasisier co6oit -H, -OH, ranores, HU3MyO
AJIKOKCUT'PYIIITY MJIM HU3LIYIO AJIKWIBHYIO TPYITITY.

Kaxxmoe 3HaueHue U IperoYTUTEIbHbIE 3HAUEHHUS OCTAIbHBIX TIEPEMEHHBIX CTPYKTYPHOM
dbopmyisl (I) HE3aBUCUMO SIBJISIIOTCS TAKUMH, KaK OITMCAHO BBIIIIE JIJIs TIEPBOM Habopa
3HAYEHUH.

CenpMoit HAOOp 3HAUCHHM M ITPEIITOYTUTETHHBIX 3HAYCHUI JTTS IEPEMEHHBIX CTPYKTYPHOM
dbopmyne (I) mpeacTaBiieH B cleayomumx adb3anax:

Kaxnoe U3 3HaueHuit ¥ NpearnoYTUTEIbHbIX 3HAUECHUMN Rl, Y, RZ, R3, R 1 R He3aBHCHMO
SIBJISIETCS] TAKKMM, KaK OMKMCAHO BBIIIIE JJIs IECTOro Habopa.
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R* MpeACTABIISIET COOOM HEOOSI3aTEIHFHO 3aMEIEHHYTO IIUKIMYECKYIO aTKWIIbHYIO TPYIIITY,
WJIM HEOO0SI3aTeIbHO 3aMEIICHHYIO [UKIIMUECKYIO ATKEHUIHHYIO TPYIIY, UM HeoOs13aTeTbHO
3aMEIIeHHYIO apUIIBHYIO TPYIITY, B YACTHOCTH, HE00S3aTeIbHO 3aMEIICHHYIO apUIIBHYIO
rpymmny. [Ipumepsl NOAXOAAIIMX 3aMECTUTEIICH SIBJISIFOTCS TAKMMU, KAK OTMIMCAHBI BBILIIE JIJTS
IepBoro Hadopa.

Kaxxnoe 3HaueHue 1 mpeAnoYTUTENIbHbBIE 3HAUEHHUS OCTAJIbHBIX IIEPEMEHHbI: CTPYKTYPHOM
dhopmybl (I) HE3aBUCUMO SIBJISIFOTCS TAKMMH, KaK OTTMCAHO BBIIIIE /IS IEPBOM Habopa
3HAYEHUM.

Bo BTOpOM BapuaHTe OCYIIECTBIIEHUS COSIMHEHUE JAHHOTO U300 PETEHUS MPEICTABIICHO
cTpykTypHOi dhopmynoi (I1), (I, (IV), (V), (VI), (VII) umu (VIII):

OH
Rl \\N(RZRH
HN
7 (CRSR®) ,—Q— s
© (11),
OH
Rl S (RZR3)
HN
Jy— (CReR®) ,—0—Rs
© (1T1),
OH
Rl \\N(RZRH
HN
>]7(CH2) _—0—rs
© (17),
OH
Rt N(RPRS)
HN
>— (CRSR®) n/H\Rq
0
(V)
OH
- N (R2R?)
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OH
Rt e (R2R%)
HN
>/—O—R‘*
0 (VII),
OH
R1 Ty (R2R3)
HN
?7\1\1 (CR7R4)
© (XIII),

W ero (papManeBTUYECKH mpueMsieMoi coitbio. [1epBbIit HAOOP 3HAUEHMIA 1J151 TEPEMEHHBIX
cTpykTypHbIX popmyi (II)-(VTII) mpencraBiieH B clieAyomuUXx ad3anax:

R! MIpEACTABIISIET COOOM (heHWIHHYIO TPYIITY, HEOOSI3aTEIbHO 3aMEIICHHYIO OJTHUM WU
OoJiee 3aMeCTUTEIISIMU, BBIOPAHHBIMU W3 TPYIIIIBI, BKJIIOUAOIIEH IajoTeH, [MaHo, HUTpo, C1-

Cé6anxmt, C1-Céranoanxur, - OR?, -SR¥, -N(R3!),, Ar!, -v(-OR*®, -v(-NR?Y),, -V(-Ar!,
-0-Vo-Arl, -0-V-NR3),, -S-Vy-Ar!, -S-V-NR3Y),, -NR3)-Vy-Ar!, -NR¥D-v-NR?,,

-O-[CHz]p-O-, -S-[CHz]p-S- WU -[CHZ]q-. [IpennouturensHoO, R! MpeJICTaBIISIET COOOM

(heHUITBHYIO TPYIITY, HEOOSI3aTEIIFHO 3aMEIICHHYIO OJTHUM WIIH 00JIee 3aMeCTUTENISIMH,
BBIOPAHHBIMHU U3 T'PYIIIBI, BKIIOYATOIICH rajoreH, npano, HuTpo, C1-Céankui, C1-
Céranoankui, Cl-Céankunamuno, C1-CoaunankuiaMuHo, apui, apuinokcu, -OH, C1-
Céankoxcy, —O—[CHz]p—O— U —[CHz]q—.

Ar! MIpEJICTaBIIIET COOOM apUIbHYIO TPYIIY, KaXKa1ass HeoOsI3aTeIbHO 3aMellleHa OTHUM
WM 0oJiee 3aMeCTUTENISIMU, BEBIOpAHHBIMU W3 TPYIIIbI, BKItOYatomiei rajgored, C1-Céanku,
amuHo, C1-Céankunamuno, C1-Céauankunamuuo, C1-Co6aakokcu, HUTPO, IIMaHO, TUIPOKCH,
Cl1-Céranoankokcu, C1-Céankokcukapoonui, C1-Céankunkapoonun u C1-Céramoaakui.

[TpenmoururenbHoO, Ar! MpeACTaBIISIET COOOM (PeHUIIBHYIO TPYIITY, KaXKaasi HeoOs3aTeIIbHO
Y HE3aBUCUMO 3aMeIlleHa OJTHAM WM 00JIee 3aMeCTUTENSIMU, BBIOPAHHBIMU W3 TPYTIIIHI,
Brutrouaroeit rainoretd, Cl-Céankui, amuno, Cl-Céankunamudo, C1-CoaualkuiiaMiuHo,
C1-C6ankokcu, HUTPO, aHo, ruapokcu, C1-Céramoankokcu, C1-CbankokcukapOOHuI,
C1-C6 ankunkapoonus u C1-Céranoankui.

R nesasucumo MIPEICTABIISICT COOOM BOIOPOT; APUIBLHYIO TPYIIY, He0O0SI3aTEIbHO
3aMEIEHHYIO OTHUM UJTU O0JIee 3aMECTUTEIISIMH, BRIOpaHHBIMU U3 TPYIIIHI, BKITFOYAFOIIICH
ranored, C1-Cé6ankui, amuno, Cl-Céankunamuao, C1-Céaunankuinamuto, C1-C6ankoxcH,
HUTPO, aHo, ruapokcu, Cl-Céranoankokcu, Cl1-Cobankokcukapoonui, Cl1-
Coanxkunkapoouus u Cl1-Céranoankui; wim C1-C10aakuibHyIO TPyIITy, HE00S3aTEILHO
3aMEIICHHYIO OHUM WUJIU OoJiee 3aMECTUTEISIMM, BBIOpAHHBIMU U3 TPYIIIBI, BKIFOYAOIIEH
rasiorex, amuHo, C1-Céankunamuno, C1-Conuankunamuto, C1-Cb6aakoKCcH, HUTPO, IUAHO,
ruapokcu, Cl-Céramoankokcu, C1-Céankoxkcukapoonu, C1-Céankunkapoonun u Cl1-

Coranoankun. [TpeanodtuTensHo, R nesapucumo MIPEICTaBIsAET COOOM BOAOPO; (DEHUITEHYIO
CpYIIY, HEOOS3aTEIbHO 3aMEIICHHYIO OJTHUM WM 00Jiee 3aMECTUTEISIMU, BHIOPAHHBIMH U3
rpymnisl, Bkaovatonieit rajgored, C1-Céankui, amuno, C1-Céankunamuno, Cl1-
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Comunankunamuto, C1-Cbéankokcu, HUTpo, iMaHo, ruapokcu, C1-C6 ramoankokcu, Cl-
Coéankokcuxapoonus, Cl-Coankunkapoonun u Cl-Céranoankui; uinm C1-C10ankuiabHyo
TpyIIly, HeoOsS3aTeIbHO 3aMEIICHHYIO OJTHUM UJTM OOJiee 3aMECTUTEISIMH, BLIOpAHHBIMU U3
CpyIIlbL, BKJIIOYaoei rajgored, amuuo, Cl-Céankunamuno, C1-Coanankuiamuno, Cl1-
Co6ankokcu, HUTPoO, MaHo, ruapokcH, Cl-Céramoankokcu, C1-Coankokcukapoonu, Cl1-
Coanxunkapoonui u C1-Céramoankui.

Kaxawrit R3! wesaBucumo MpeJICTaBIIsIeT cCOOOi R> O, U —N(R31)2 MpeICTaBIISIET COOOM

HeoOs13aTeIbHO 3aMEIIIEHHYI0 HeapOMaTHUYECKYIO FeTepoluKInUecKyo rpynmny. [Ipumepsr
TTOJIXOJISIIIIUX SIBJISTFOTCSI TAKUMH, KaK OTMMCAHO BBIIIE B IEPBOM HAOOPE 3HAUCHUM JIJIS
cTpykTypHOU popmynsi (I).

R’u R3, B3SITbIE BMECTE C AaTOMOM a30Ta N(R2R3), 00pa3yioT 5- uim 6-4jJeHHOoeE,
HeoOs13aTeIbHO 3aMEILIEHHOE HEapOMaTUUECKOe TeTEPOLMKIINYECKOe KOJblo. [Tpumepsl
MOJIXOASIIUX 3aMECTUTEIeH JIJIsI HeapOMaTHUYECKOT0 TeTEPOIMKINYECKOTO KOJIbIIA,

MPEICTABJIECHHOT O “NRR?, sB15110TCS1 TAKMMM, KK OIMCAHO BBILLE B MepBOM HAOOpe 3HAUCHUIA
JUIsE CTpYKTypHOU hopmyibl (I).

R MIPEICTaBIISIET COOOM aM(aTUIECKYIO WIIU ApUITBHYIO TPYIITY, KaXaast Heo0sS3aTelTbHO
3aMelleHa OJTHUM WM 00JIee 3aMeCTUTENISIMU, OTTMCAHHBIMMU BBIIIIE B IEPBOM HAOOPE 3HAUCHUIA
TS CTPYKTYypHOU popmyisl (I).

Kax b R’ uR® I cTpYKTYypHBIX hopmyd (1), (IIT) u (V) He3aBUCUMO MPEICTABIISET
coboti -H, -OH, rajoreH, HU311yI0 aTKOKCUTPYIIITY WIK HU3IIYIO AJIKWJIbHYIO TPYIITY.

st ctpyktypHOoit popmysl (VIII) R’ npeacrasiseT coooi -H nau C1-Coanku,
npeanouTuTenbpHo -H.

Kaxiple 3HaueHUs M TPEANOUYTUTENIbHBIE 3HAUEHUS OCTAIbHBIX [IEPEMEHHBIX CTPYKTYPHBIX
dbopmyn (II)-(VIII) He3aBUCUMO SIBISIOTCS TAKUMH, KaK OMMCAHO BBIIIE B TIEPBOM HAOOpe
3HAYECHUH 7151 CTPYKTYpHOI hopmyis ().

Bropoit Habop 3HaueHUH IS IEPEMEHHBIX B CTPYKTYPHBIX popmynax (II)-(VIII)
MPEACTABIIEH B CIEAYIOIIMX a03anax:

R! MPEICTABIISIET COOOM (heHUIBbHYIO T'PYIIY, He0OsI3aTeIbHO 3aMEIIEHHYIO OJHUM WU
0oJiee 3aMeCTUTEIISIMU, BBIOPAHHBIMU W3 TPYIIIIHI, BKIIOUAOIIEH TajIoTeH, MaHo, HUTpo, C1-

Cé6anxmi, C1-Céranoanxmn, OR?, -SR¥, -N(R3!),, Ar!, -v(-OR*®, -v(-NR3)),, -V(-Arl,

-0-Vy-Ar, -0-V-NR?),, -S-V-Ar', -S-V-NR>),, -NR*)-V-Ar!, -NRD-V-NR3),,
—O—[CHz]p—O—, —S—[CHz]p—S— WU —[CH2]q—. [TpeanouturensHoO, R' ipencrasisieT cobon
(heHUITBHYIO TPYIITY, HEOOSI3aTEIFHO 3aMEIICHHYIO OJTHUM WK 00JIee 3aMeCTUTENISIMH,
BBIOpAHHBIMU U3 TPYIIIBI, BKIIFOYATOIIEH TajoreH, nuano, Hutpo, C1-Coéankui, Cl-

Coéranoankui, Cl-Céankunamuno, C1-CéauankuiaMuHo, apuil, apuiokcu, -OH, Cl1-
Co6ankokcy, -O-[CHz]p-O- U -[CHz]q-.

Ar! MPEACTABIISICT COOOM apUIbHYIO TPYIIITY, KaXk/1ass HeoOs3aTeIbHO 3aMellleHa OTHUM
uiM 0oJiee 3aMeCTUTEIISIMHU, BEBIOpaHHBIMM W3 TPYIIIBI, BKItoYaroliei ranored, C1-Céanku,
amuto, C1-Céankunamuno, C1-Coauankunamuuo, C1-Coaakokcu, HUTPO, IIMAHO, TUIPOKCH,
Cl1-Céranoankokcu, Cl1-Coankokcukapoonui, C1-Coankunkapoonut u C1-Céramoankul.

[TpenmoururenbHO, Ar! MpeACTaBIISIET COOOM (PEHUITBHYIO TPYIITY, KaKaasi HeoOsI3aTEIIbHO
Y HE3aBUCHMO 3aMellleHa OJTHAM WIIM 00JIee 3aMeCTUTENISIMU, BBIOPAHHBIMM U3 TPYIIIIHI,
Brutrouarouieit raioretd, Cl1-Céankui, amuno, Cl-Céankunamudo, C1-CoauaikuiaMuHo,
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C1-C6ankokcu, HUTpo, maHo, ruapokcu, C1-Céranoankokcu, C1-CbankokcukapOoOHuI,
Cl1-Céankunkapoonun u C1-Céramoankus.

R nesasucumo MIPEICTABIISIET COOOM BOIOPOT; APUIIBLHYIO TPYIIY, He00SI3aTeIbHO
3aMEIEHHYIO OTHUM UJIU OOJiee 3aMECTUTEIISIMH, BRIOpAHHBIMU U3 TPYIIIIHI, BKITFOYAFOIIICH
rainored, Cl-Céankui, amuuo, Cl-Céankunamuao, C1-Céoauankunamuao, C1-Cbankokcu,
HUTPO, iuaHo, ruapokcu, Cl-Céranoankokcu, Cl1-Cobankokcukapoonui, Cl1-
Céankunkapoonun u C1-C6 ranoankuit; uin C1-C10aakuibHyIO TpyIIy, He00A3aTeTbHO
3aMEIICHHYIO OHUM WUJIU OoJiee 3aMECTUTEISIMM, BBIOpAaHHBIMU U3 TPYIIIBI, BKIIOUYAOIIEH
rasioreH, amuHo, C1-Céankunamuno, C1-Conuankunamuuo, C1-Cb6aakoKcH, HUTPO, IMAHO,
ruapokcu, Cl-Céranoankokcu, C1-Céankoxkcukapoonui, C1-Céankunkapbonun u Cl1-

Coranoankun. [TpeanodrurensHo, R nesasucumo TIpeJICTaBIIsAeT COOOM BOIOPO; (DEHUITEHYIO
TCpyIIy, He0OsA3aTeIbHO 3aMEIICHHYIO OJHUM UJIK OO0Jiee 3aMECTUTEISIMH, BLIOpAHHBIMU U3
rpynisl, BKItovatonieit rajgored, C1-Céankun, amuno, C1-Céankuiamuno, Cl1-
Coauankunamuno, C1-C6ankokcu, HUTPO, MaHo, ruapokcu, C1-Céramnoankokcu, Cl-
Céankokcukapoonui, C1-Céankunkapoonun u C1-Céranoankut;, unu C1-C10ankunbHyO
TpyIy, He00S3aTETbHO 3aMEIICHHYIO OJTHUM WJIM 00Jiee 3aMECTUTEIISIMU, BRIOPAHHBIMH U3
IpYIIbI, BKJIOYaoIlen rajored, amuHo, C1-Céankunamuuo, C1-Coauankuinamuto, Cl1-
Cé6ankokcu, HUTPO, MaHo, ruapokcu, Cl-Céranoankokcu, C1-Coankokcukapoonu, Cl1-
Coanxkunkapoonuin u C1-Cérangoankui.

Kaxawrit R>! HesaBucumo MpeJICTABIISIET COOOM R3O, U -N(R31)2 MpeICTABIISIET COOOM

HeoOs3aTeNbHO 3aMEIICHHYI0 HeapOMaTUUECKYIO T€TePOLMKINIECKYIO TPYIIITY.

—N(R2R3) MIPEeACTABISAET COOOM MUPPOIMANHWIBHYIO, 3¢ TUIUHWIBHYIO, ITUIIEPUIMHUIBHYIO,
MUTIEPa3UHUITIBHYIO WK MOPGOIMHUIIBHYIO TPYIITY, HEOOS3aTeIIbHO 3aMEIIEHHYIO OTHUM
uim 0oJiee 3aMeCTUTEIISIMHU, BBIOpaHHBIMM W3 TPYIIIEI, BKItoYaroliei rajgored, C1-CSanku,
C1-Csranoankui, ruapokcuit, C1-CSankokcu, HUTpo, nuano, Cl1-CSankokcukapoonu, Cl-
CSankunkapoonun unu C1-CSranoankokcu, amuHo, C1-CSankunamuno u Cl-
C5auanKuiIaMuHO.

R* MPEACTABIISIET COOOM aTMPaTUYECKYIO UIIU APUIIBHYIO TPYIITY, KAXKIasi HE00sS3aTeIbHO
3aMelleHa OHUM UK OoJiee 3aMecTUuTeNsIMU. [ Ipumepbl TOAXOASIINX 3aMECTUTEIIEH SIBIISTIOTCS
TaKUMHU, KaK OIMMCAHO BBIIIE B IEpBOM HaOOpe 3HAUCHUI TSl CTPYKTYpHOU popmyisl (I).

Kaxnwrit R uR® IU1s1 CTPYKTYpHBIX hopmyt (I1), (IIT) u (V) HE3aBUCUMO MPEICTaBISET
coboti -H, -OH, ranoreH, HU3MIYIO aTKOKCUTPYIIITY WIK HU3IIYIO AJIKUJIBHYIO TPYIIITY.

st ctpyktypHOi popmynsl (VIII) R’ npeacrasisieT coooi -H nmu C1-Coankui,
npeanouTuTensHo -H.

Kaxxnoe u3 3HaueHUi U PeAIIOYTUTENBHBIX 3HAUEHUI OCTAJIBHBIX ITEPEMEHHBIX
cTpyKTypHBIX popmyit (I1)-(VIII) He3aBUCUMO SIBIISIFOTCS TAKMMH, KAK OTTMCAHO BBIIIIE B IEPBOM
HaOope 3HaUeHUM 115 CTpYKTypHOUH hopmydbl (I).

Tpetnit HaOOp 3HAUEHUIT AJIsI IEPEMEHHBIX B CTPYKTYpHBIX (hopmynax (II)-(VIII)
MPEACTABIIEH B CIEAYIOIIMX ab3anax:

R! MpEACTABIISIET COOOM (DeHWIHHYIO TPYIITY, HEOOSI3aTEIbHO 3aMEIICHHYIO OJTHUM WU
OoJiee 3aMEeCTUTEIISIMU, BBIOPAaHHBIMU W3 TPYIIIIBI, BKIIOUATOIIEH TajoTeH, IaHo, HUTpo, C1-

Cé6anxmi, C1-Céranoanxun, OR?, -SR¥, -N(R3!),, Ar!, -v(-OR*®, -v(-NR>Y),, -V(-Ar!,
-0-Vo-Arl, -0-V-NR?),, -S-Vy-Ar!, -S-V-NR3D),, -NR3)-Vy-Ar!, -NR¥D-v-NR?,,

-O-[CHz]p-O-, -S-[CHz]p-S- WU -[CHZ]q-. [TpennouturensHo, R! MpeICTaBIISIET COOOM
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(heHUITbHYIO TPYIITY, HEOOSI3aTEIIbHO 3aMEIIEHHYIO OJTHUM UJIM 00Jiee 3aMECTUTEIISIMH,
BBIOpPAHHBIMU U3 TPYIIIIbI, BKIIIOYAIOIIEH rajoreH, nuano, Hutpo, C1-Céankui, Cl1-
Coéranoankui, Cl-Coéankunamuno, C1-CoéauaakuiaMuHo, apui, apunokcu, -OH, C1-
Cé6ankoxcen, -O-[CH,],-O- 1 -[CH]g-.

Ar! MPEACTABIISIET COOOM apUILHYIO TPYITITY, KaXK/1as HeoOs3aTeTbHO 3aMeIlleHa OTHAM
WM O0Jiee 3aMECTUTEISIMH, BEIOPAaHHBIMH U3 TPYIIBI, BKIIFOUatoiei ranoreH, C1-Coamku,
amuno, C1-Céankunamuno, C1-Céauankuiamuuo, C1-Coaakokcu, HUTPO, IUAHO, TUJIPOKCH,
Cl1-Céranoankokcu, Cl1-Coankokcukapoonus, C1-Céankunkapoonun u C1-Céramoankul.

[TpeanourturensHo, Ar! MpeACTABIISIET COOOM (PeHUITBHYIO TPYINITY, KaX1ast Heo0s3aTeTbHO
Y HE3aBUCHMO 3aMellleHa OJTHAM WIIH 00JIee 3aMeCTUTENSIMU, BBIOPAHHBIMM U3 TPYIIIIHI,
BrITtouaromeit rajoreH, C1-Céankui, amuno, Cl1-Céankunamuao, C1-CoauaitkuiaMuHoO,
C1-C6ankokcu, HUTPO, maHo, ruapokcu, Cl-Céranoankokcu, C1-CobankokcukapOoOHUI,
C1-Céankunkapoonun u C1-Céragoankui.

R nesasucumo MPEACTABIISIET COOOM BOJIOPO/I; apUIILHYIO TPYIITY, HEOOSI3aTEIIbHO
3aMEIICHHYIO OHUM WUJIU OoJiee 3aMECTUTEISIMHM, BBIOpAaHHBIMU U3 TPYIIIBI, BKIIIOYAOIIEH
raiored, C1-Cé6ankui, amuuo, Cl-Céankunamutdo, C1-Comnankuinamudo, C1-Céankoxcy,
HUTPO, aHo, ruapokcu, Cl-Céranoankokcu, C1-Céankokcukapoonu, Cl1-
Céanxkunkapoonun u Cl1-Céranoankur; i C1-C10aakuipHyo Tpymiy, He00s3aTeIbHO
3aMEIICHHYIO OJTHUM MJIU 00JIee 3aMECTUTEIISIMM, BRIOpaHHBIMU U3 TPYIIIIHI, BKITFOYAFOIIICH
raynoreH, amuHo, C1-Céankunamuno, C1-Céauankunamuuao, C1-C6aakoKcu, HUTPO, IUAHO,
ruapokcu, Cl-Céranoankokcu, C1-Céankokcukapoonu, Cl1-Céankunkapoonun u Cl1-

Coranoankui. [TpeamouTuTenbHo, R nesasucumo MIPEICTABIISIET COOO0M BOIOPO; (PeHUIBHYIO
TpyITy, He00S3aTEIbHO 3aMEIICHHYIO OJTHUM WJIM 00Jiee 3aMECTUTEIISIMU, BEIOPAHHBIMH U3
rpynisl, BKIovatoniei ranored, C1-Coankui, amuno, C1-Coéankunamuno, Cl1-
Cé6auankunamuno, C1-Cbankokcu, HUTPO, LMaHo, rugipokcu, C1-Céranoankoxcu, Cl-
Coankokcukapoonus, Cl1-Coankunkapoonun u C1-Céramoankui; uinu C1-C10ankuibHyo
CpYIITy, He00s3aTeIbHO 3aMEIICHHYIO OJHUM UJIK 0O0JIee 3aMECTUTEISIMH, BRLIOPAHHBIMU U3
CpyIMIIbL, BKIOYaoei rajgored, amuuo, Cl-Céankunamuno, C1-Coauankunamuno, Cl-
Co6ankokcu, HUTPo, IMaHo, ruapokcH, Cl-Céramoankokcu, C1-Coankokcukapoonu, Cl1-
Coankunkapoonus u C1-Céranoankui.

Kaxnawrit R31 HE3aBUCHMO TIPEACTaBIIsIeT coO0i R3O, uim -N (R31)2 MpeCTaBIISIET COOOM

HeO00s3aTeIbHO 3aMCIICHHYIO HCAPOMATHUUYCCKYIO I'CTCPOIUKIIMYCCKYIO I'PYIIITY.

-N(RzR3 ) MpeACTaBIIsIeT COOON MUPPOIUANHUIIBHYIO, A3€TUIMHUIIbHYIO, TUIIEPUANHUIIBHYIO,
MUIIEePA3SMHUIBHYIO UM MOP(POIMHUIBHYIO TPYIITY, HEOOSI3aTEIbHO 3aMEIICHHYIO OJTHUM
WM 00Jiee 3aMeCTUTEIISIMU, BBIOpAHHBIMU W3 TPYIIIbI, BKItOYatomiei rajgored, C1-CSankun,
C1-Csranoankui, ruapokcuit, C1-C5ankokcu, HUTpo, iimaHo, C1-CSankokcukapbonun, Cl-
CSankunkapoonun uinm Cl1-CSranoankokcu, amuHo, C1-CSankunamuno u Cl1-
C5aanKuIaMuHO.

R* MPEICTABIISIET COOOM HEOOSI3aTENIbHO 3aMEIIEHHBIN apuil UM HE0OS3aTeIbHO
3aMEIICHHYIO HU3IIYIO apUIAIKWIBHYIO Tpyniny. [TpuMepsl MOIXOIAIIMX 3aMeCTHTENeH
SIBJISIFOTCS TAKUMM, KaK OTIMCAHO B TIEPBOM HAOOpe 3HAUEHUM 1JIs CTPYKTYPHOM (OPMYJIbI

.
Kax b R’ uR® I cTpyKTYypHBIX opmyd (1), (IIT) u (V) HE3aBUCUMO MPEICTABIISET
coboti -H, -OH, rajoreH, HU3M1Y0 aTKOKCUTPYIIITY WIM HU3IIYIO AJIKUJIbHYIO TPYIIITY.

st ctpyktypHoit popmynsl (VIII) R’ npeacTaBisieT coooi -H.
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[Tpenmoururensro, Q B cTpykTypHO# hopmysie (II) mpeacrasisier coboit -O-, -S-, -C(O)-,

-C(S)-, -NR"(CO)- w1 -C(O)NR -,

Kaxxoe u3 3HaueHni U PeIIOYTUTENbHBIX 3HAUEHUI OCTAJIBHBIX ITEPEMEHHBIX
cTpykTypHBIX hopmyi (II)-(VIII) He3aBUCHMO SIBIISIETCS TAKUM, KaK OIMCAHO BBIIIIE B IEPBOM
Habope 3HaueHui A cTpykTypHo# Gopmyinsl (I). [IpeanoyTurensHo, 1715 CTPYKTYPHOM

dbopmynsr (IT) Q mpeacrasnsieT codott -O-, -S-, -C(0)-, -C(S)-, -NR7(CO)- WIN -C(O)NR7-.
YeTrBepThlli HAOOP 3HAUCHMI IS TIEPEMEHHBIX B CTPYKTYPHBIX hopmyinax (I1)-(VIII)
IIPEACTABIIEH B CIEAYIOLIMX a03auax:

R! MpeACTaBIISIET cOOOM (DeHWIBHYIO TPYIIITY, HEOOSI3aTeIbHO 3aMEIIEHHYIO OJTHUM WU
0o0J1ee 3aMeCTUTEIISIMU, BBIOPAHHBIMU U3 TPYMIIbI, BKJIFOYAIOLIEH rajloreH, IMaHo, HuTpo, Cl-

Cé6anxui, C1-Céranoanxun, OR, -SR¥, -NR3!),, Ar!, -V-OR*, -V-NR?!),, -V-Ar!,
-0-Vy-Ar', -0-V-NR?),, -8-V-Ar!, -S-V-NR>),, -NR?)-V-Arl, -NR3D-V-NR3),,

—O—[CHz]p—O—, —S—[CHz]p—S— WU —[CH2]q—. [IpennoururensHoO, R! MpeACTABIISIET COOOM

(heHUITBHYIO TPYIITY, HEOOSI3aTEIFHO 3aMEIICHHYIO OJTHUM WIIK 00JIee 3aMeCTUTENSIMH,
BBIOpAHHBIMU U3 TPYIIIIBI, BKIIFOYATOIIEH TajoreH, nuano, Hutpo, C1-Coéankui, Cl-
Coéranoankui, Cl-Céankunamuno, C1-C6 nuajakuiaaMyuHo, apull, apuiokcu, -OH, Cl1-
Co6ankokcy, -O-[CH]p-O- 5 -[CH2]q-.

Ar! MPEACTABIISIET cOOOM (heHUITBHYIO TPYITITY, KaXK/1as Heo0sS3aTeTbHO U HE3aBUCUMO
3aMelleHa OHUM UIIH OO0Jiee 3aMECTUTEIISIMU, BBIOPAHHBIMM U3 TPYIIIbI, BKIIOUAIOMIEH
raiored, C1-Céankui, amuuo, Cl-Céankunamutdo, C1-Comnankuinamudo, Cl-C6éankoxcy,
HUTPO, MaHo, ruapokcu, Cl-Céranoankokcu, C1-Céankokcukapoonu, Cl1-
Coankunkapoonun u C1-Céranoankui.

Kaxnpiit R nezasucumo MIpeACTaBIISIET COOOM BOAOPO; (GESHUIIBHYIO TPYIIITY,
HEOO0s3aTeTbHO 3aMEIIEHHYIO OHUM WIIU 0O0JIee 3aMECTUTEIISIMU, BRBIOPAHHBIMU U3 TPYIIITHI,
Brurrouaromieit rainored, Cl-Céankui, amuno, Cl-Céankunamuao, C1-C6aualkuiiaMiuHo,
C1-C6ankokcu, HUTPO, nMaHo, ruapokcu, Cl-Céranoankokcu, C1-Co6ankoKkCcuKapOOHMIT,
Cl1-Céankunkapoonun u C1-Céranoankui; i C1-Cl0ankuiabHyo rpyniy, He00s3aTeNbHO
3aMEIICHHYIO OJHUM MJIU 00JIee 3aMECTUTEIISIMM, BBIOpAHHBIMU M3 TPYIIIIbI, BKIIFOYATOIIICH
rasiorex, amuHo, C1-Céankunamuno, C1-Conuankunamuno, C1-Cb6aakoKcH, HUTPO, IMAHO,
ruapokcu, Cl-Céranoankokcu, C1-Céankokcukapoonui, Cl-Céankunkapbonun u Cl1-
Co6ranoanakui.

Kaxnawiit R He3aBucHMO MpeJICTaBIIsIeT cCoOOi R3 0, U —N(R31)2 MpeICTaBIISIET COOOM
HeoOs13aTeIbHO 3aMEIIIEHHYI0 HEeapOMaTHYECKYIO IeTePOLUKIMUECKYIO TPYIIITY.

—N(R2R3) MIPEJICTABIISIET COOOM MMPPOIUIMHUIBHYIO, A3€TUIMHUIBHYIO, TUIIEPUIMHUIIBHYO,
MUIEPA3UHUIIBHYIO WK MOP(OJIMHWIBHYIO T'PYIITY, KOTOpasi HE00s3aTeIbHO 3aMelleHa
OJHUM WUJTK O0JIee 3aMECTUTEIISIMU, BBIOpAaHHBIMU U3 TPYIIIHI, BKITIOUYaroIie rajore, Cl-
CSanxun, C1-CSranoankui, ruapokcuii, C1-C5ankokcu, HUTpo, mano, Cl-
CS5ankokcukapoonui, C1-CSankunkapoonwt uimm C1-C5 ranoankokcu, amudo, C1-
CSankunamuno u C1-C5auaakuiaMuHoO.

R* MIPEICTABIISIET COOOM HEOOS3aTEILHO 3aMEIICHHBIN apUIT MJIM HEOOs3aTEIIbHO
3aMeIIEHHYI0 HU3IIYIO apWIAIKWITBHYIO TpymiTy. [TpruMepsl TOAXOIAIINX 3aMECTUTEIeH s

R* aBnstotest TaKMMH, KaK IPEJCTABIICHO BHIIIE B IEPBOM HA0OPE 3HAUCHMIA JIJI CTPYKTYPHOM

dbopmynsl (I). [IpeanoyturensHo, rR* BBIOpAH U3 TPYIIIIbI, BKIIOYAIOIICH:

Crp.: 25



5

10

5

20

25

30

35

40

45

RU 2578947 C2

i S S
el
N 5 0
_(CHz)x@, —(CHz)x~E@\> , _(CHZ)X@, —(CHz)x_g/I .
VY N\.\_/,.//

o 0

0
—(CH;) ,, J (CH,) —_(CH,) {)
P 24w P 24 X N s
- Vi

H
— (CH,), Uy —(CH) fte 'y —(cH,) v (CHz) WX | v |,

—(CH,), z1 , — (CH,), %3 u —(CH,J, Zh s
N/" A e

Kaxnoe u3 xomen A-Z5 sBisieTcsi HE00S3aTEIbHO U HE3ABUCUMO 3aMELLEHHBIM.

Hns crpyktypHoit popmyinst (VIID) R npeacrasmser coboit -H.

Kaxxnoe u3 3HaueHni ¥ NpeaIIOYTUTENbHBIX 3HAUEHUI OCTAJIBHBIX ITEPEMEHHBIX
cTpyKTypHBIX popmyit (I1)-(VIII) He3aBUCUMO SIBIISIFOTCS TAKMMU, KAK OITMCAHO BHIIIIE B IEPBOM
HaOope 3HaUYeHMI 171 cTPYKTYypHOM popmyisl (I). Korna coenruenne 1aHHOT0 U300 peTeHUS
MpeCTaBIeHO CTPYKTYpHOU hopmystoi (111) umm (IV), v ero apmaneBTUIECKH TPUEMIIEMOi
COJIBIO, N MPEACTABIISIET coboii 1, 2, 3 wiu 4. ATbTepHATUBHO, KOT'/1a COeIMHEHUE TAHHOTO
U300peTeHUs MTPEICTABIICHO CTPYKTYypHOU popmytoit (V) wu (VI), unmum ero papmaneBTHIeCKu
MIPUEMJIEMOM COJIBIO, N MIPEACTABIISET coOot 3, 4 uiu 5.

[TsTe1it HAOOP 3HAUEHMIA 715 IEPEMEHHBIX B CTPYKTYpHBIX hopmynax (II)-(VII) HezaBucumo
SIBJISIETCS] TAKKMM, KaK OIpeJIeJIEHO B IEPBOM Habope, BTOpoM Habope, TpeTbeM Habope,
YeTBEPTOM Habope, MITOM Habope, IIecTOM Habope WK ceIbMOM Habope 3HAUSHUI 111
MEPEMEHHBIX TSl CTPYKTypHOU hopmydsr ().

B TpeTbeM BapuaHTe OCYILIECTBIIEHHUSI COEIMHEHUE TAHHOTO U300 PETEHUS TTPEICTABIIEHO
cTpykTypHO# popmyoii (IX) mmm (X):

OH

R1 Ty (R2R3)
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OH
Rl ~n (R2R3)
HN O

)—(CHZJH

]

(X)
WK €T0 (hapManeBTUUECKU ITpUeMIIeMOM coIbto. [1epBbIit HAOOP 3HAUCHHMI /TSI TTEPEMEHHBIX
B cTpYKTYpHBIX opmyiiax (IX) u (X) onpeseseH B CAeAYIONMX ad3amax:

R! MpeACTaBIISIET COOOM (heHUITHHYIO TPYITITY, HeOOSI3aTEIIbHO 3aMEIICHHYIO OJTHUM WU
0oJee 3amMecTUTeIIMU. [IpUMephl MOAXOSIIMX 3aMECTUTEIIEH BKITFOYAIOT raJIOTeH, IMaHo,

Hutpo, C1-Céankui, Cl-Céranoanaku, - OR3O, -SR3O, -N(R3l)2, Arl, -VO-OR3O, -VO-N(R3 1)2
,-Vo-Arl, -0-Vy-Ar!, -0-V-NR?'),, -S-V-Ar!, -S-V-NR?),, -NR*N)-Vy-Ar', -NR3)-v,

—N(R3 1)2, —O—[CHz]p—O—, —S—[CHz]p—S— U —[CHZ]q—; MIPEANIOYTUTEIIBHO, R! MIPeICTaBIISIET COOOM

(eHUITBHYIO TPYIIITY, HEOOS3aTENbHO 3aMEIIEHHYIO0 OJHUM WM 0OJIee 3aMECTUTEIISIMH,
BBIOpaHHBIMU M3 rPyIbl, BKiovaronier -OH, -OCHj3, -OC,H;s 1 -O-[CH,],-O-.

-N(R2R3) MPEACTABIISIET COOON MUPPOIUIAMHUIBHYTO, A3€TUAMHWIBHYTO,
MMUITePUIMHUIIBHY IO, TTUIIEPA3UHUIIBHYIO WM MOP(OIMHUIBHYIO TPYIIITY, KOTOpas
HeoO0s3aTeIbHO 3aMeIlleHa OJTHUM WK 00JIee 3aMeCTUTEISIMU, BEBIOPAHHBIMH U3 TPYTIIIHI,
BKJrovaroreit rajorex, C1-CSankui, C1-CSranoankui, ruapokcui, C1-C5ankokcu, HUTPo,
mano, C1-CSankokcukapoonun, C1-CSankunkapoonun win C1-C5ramoankokcu, aMUHO,

C1-Csankunamuto u C1-C5auankuiaMUHO; TPEAIIOUTUTENIBHO, —N(RzR3 ) IpeACTaBIseT
00011 He3aMEIIEHHYIO TMPPOIUINHUIBHYIO, 3¢ TUIMHUIBHYIO, TUIICPUTUHUITBHYIO,
MUJICPA3SMHUIBHYIO UM MOP(OIIMHUIBHYIO TPYIIITY.

DenmtbHOE KOJIBLO A SBIIsIETCS HE00s13aTEJILHO 3aMEIIEHHBIM OJHUM UIIK OoJIee
3aMECTUTEIISIMHU, BRLIOPAaHHBIMU U3 TPYIIIIBI, BKIIOUAIOIIEH rajloreH, nuano, HuTpo, Cl-

C10axkun, C1-Cl0ranoanxui, amudo, C1-ClOaakunamuno, C1-C10quaakuiaMiHoO, -OR> 0,
-Ar?, -V4-Ar’, -V-OR*, -0(C1-C10ranoanxun), -V4-O(C1-Cl0ranoankun), -O-V4-Ar, -O-
[CH2],-O- 1 -[CHy] -

Ar MpeJICTaBIIsIeT OO0 (PEHUITBHYIO TPYIITY, KaXKaasi Heo0s3aTeIbHO U HE3aBUCUMO
3aMelleHa OJHUM WU O0JIee 3aMECTUTEIISIMU, BRLIOPAHHBIMU U3 TPYIIIIBI, BKIIOUAIOIEH
raiored, Cl1-Céankui, amuuo, Cl-Céankunamudo, C1-Comunankunamudo, C1-Céankokxcy,
HUTPO, uaHo, ruapokcu, Cl-Céranoankokcu, Cl1-Coankokcukapoonui, Cl1-
Coankunkapoonun u C1-Céranoankui,

Kax b R° nesaBucumo MIpeJICTaBIISIET COO0M BOOPOT; (PEHUITBLHYIO TPYIIITY,
HEOO0s3aTeTbHO 3aMEIIEHHYIO OTHUM HITA 0O0JIee 3aMECTUTEIISIMHU, BRBIOPAHHBIMU U3 TPYIIITHI,
BrJrrouaroiteit raitored, Cl-Céankui, amuuo, Cl-Céankuinamubao, C1-CoaualkuiaMiuto,
C1-Cé6ankokcu, HUTPO, maHo, ruapokcu, Cl-Céranoankokcu, C1-CobankokcukapOOHUI,
C1-Coankunkapoonun u Cl1-Céranoankut; uid C1-C10anKkuabHy0 Tpynny, HeoOs13aTeIbHO
3aMeIEHHYIO OJTHUM UK O0Jiee 3aMEeCTUTEIISIMU, BRIOpAHHBIMU U3 TPYIIIbI, BKIIFOYAOIIICH
ranoreH, amuHo, C1-Céankunamuno, C1-Conuankunamuto, C1-Cb6aakoKCcH, HUTPO, IUAHO,
ruapokcu, Cl-Céranoankokcu, C1-Céankoxkcukapoonui, C1-Céankunkapbonun u Cl1-
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Céranoankun.

Hns ctpyktypHo# popmyitel (IX) n mpencrasnsieT codoii 1, 2, 3 v 4. JI1st CTpyKTYpHOM
dhopmynsl (X) n mpeacTaBiaseT codoi 3, 4 umu 5.

Kaxnoe U3 3HaueHuit U NpeanoYTUTEIbHBIX 3HAUEHUI OCTAIbHBIX IEPEMEHHBIX
CcTpyKTYypHBIX hopmyit (IX) u (X) HE3aBUCUMO SIBJISETCS TAKUM, KaK OTPEIESIEHO BBIIIIE TIEPBOM
Habope 3HAUEHUH 7151 CTPYKTYypHOU popmyisl (1).

Bropotii Habop 3HaUEHMI U TTPEATIOYTUTENIHHBIE 3HAUECHUS [IJ151 [IEPEMEHHBIX B CTPYKTYPHBIX
dhopmynax (IX) u (X) onpeneseH B CAeAYIONMX ad3amax:

R! MIpEACTABIISIET COOOM (heHWITHHYIO TPYITITY, HeOOSI3aTEIIbHO 3aMEIICHHYIO OJTHUM WU
OoJ1ee 3aMeCTUTENSIMU, BBIOpaHHBIMU M3 rpymibl, BKItovatomei -OH, -OCH3, -OC,H;s 1 -O-

[CH,],-O-.

—N(R2R3) MIPEACTABIISIET COOO MTUPPOITUIUHUIL.

DdenmtbHOE KOJBLO A SBIIsIeTCS He00s3aTEIIbHO 3aMEIIEHHBIM OJHUM WK OoJ1ee
3aMECTUTEIISIMU, BRIOPAHHBIMHU U3 TPYIIIbI, BKIIOYAIOIIEH rajoreH, iuano, HUTpo, Cl-
Cl0ankun, C1-ClOranoankui, amuno, C1-ClOankunamuno, C1-C10auankuiaMuHoO, apuil,
apuiiokcu, rugipokcu, C1-Cl0ankokcw, —O—[CHz]p—O— U —[CHz]q—. [IpennouturensHo,

(beHMIbHOE KOIBLO A ABIIAETCS HEOOS3aTEIbHO 3aMELEHHBIM OJJTHUM WK OoJiee
3aMECTUTENSIMU, BBIOpaHHBIMU U3 Tpynibl, Bkimtoyatoeit -OH, -OCH3 nnmu -OC,Hs.

Hns ctpykrypHo#t popmyibl (IX) n mpencrasnsiet coboii 1, 2, 3 wu 4. J11st CTpyKTYpHOU
dbopmynbl (X) n mpeAcTaBiaseT codoi 3, 4 unu 5.

Kaxnoe U3 3HaueHui U NPeAnoYTUTEIbHBIX 3HAUEHUI OCTAIbHBIX TIEPEMEHHBIX
cTpyKTypHBIX hopmy (IX) u (X) HE3aBUCUMO SIBIISTFOTCS TAKUMH, KaK OTTUCAHO BBIIIE B
MepBOM HabOpe 3HaAYCHMI JJ1s1 CTPYKTYpHOM hopmysl (I),

Tpetnit HaOOp 3HAUEHUIT TSI TIEPEMEHHBIX B CTPYKTYpPHBIX popmynax (IX) u (X)
HE3aBUCUMO SIBIISIETCSI TAKUM, KaK OIPE/IETIEHO B IEPBOM HAOOpe, BTOPOM HAOOpe, TPETheM
Habope, Y4eTBEPTOM HAOOPE UJTH MSATOM HabOpe 3HAUCHUH [IJ1s1 CTPYKTYpHBIX hopmy (II)-
(VIII).

B yeTBepTOM BapuaHTe OCYIIECTBIICHUSI COETMHEHUE TAHHOTO U300 PETEHHUS MPEACTABIICHO
cTpykTypHO# popmynoii (XI), (XII) nmm (XIII):

OH
Rl ~x (RZR3)
HN
>ﬁ (CRSRE) ,—R*
0 (1X),
OH
Rt e (R2R%)
HN
)— (CH,) —R*

© (XII),
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OH
Rl HH“N(RER%
HN

=

© (XIII),

WM ero (papManeBTUUECKH IMpUeMiIeMol colbio. IlepBhliit HAOOp 3HAUCHUM U
MPEMOYTUTENTBHBIX 3HAUEHUI JJTS TEPEMEHHBIX CTPYKTYpPHBIX hopmyt (XI)-(XIII) onpenenen
B CJIEAYIOIIMX a03anax:

R! MIPENICTABISIET COO0M (PEHMITBHYIO TPYIITY, HeOOSI3aTeIbHO 3aMEIIEHHYIO OTHUM WU
0oJ1ee 3aMEeCTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIIbI, BKIIIOYAIOLIEH rajloreH, uaHo, HuTpo, C1-

Cé6ankun, Cl-Céranoaikui, OR3O, -SRSO, -N(R31)2, Arl, -VO-OR30, -VO-N(R3 1)2, -VO-Arl,
-0-Vo-Arl, -0-V-NR?),, -S-Vy-Ar!, -S-V-NR?Y),, -NR3)-Vy-Ar!, -NR*D-V-NR?,,

—O—[CHz]p—O—, -S—[CHz]p—S— WU —[CHz]q—. [IpennouturensHoO, R! MpeICTaBIIsSIET COOOM

(heHUITBHYIO TPYIIITY, HeOOSI3aTEIIbHO 3aMEIICHHYIO OJTHUM WIIH 00JIee 3aMECTUTEIISIMHU,
BBIOpPAHHBIMU U3 TPYIIIIbI, BKIIIOYAIOLIEH rajoreH, uuano, Hutpo, C1-Céankui, Cl1-
Coéranoankui, Cl-Coéankunamuto, C1-CoéauaakuiaMuHo, apui, apuinokcu, -OH, C1-
Coéankoxcen, -O-[CH,],-O- n -[CH2]-.

Ar! MPEACTABIISIET COOOM apUIIbHYIO TPYIIITY, KaX1ass He0Os3aTeIbHO 3aMeIlleHa OJTHUM
Wi 00Jiee 3aMECTUTEIISIMH, BEIOPAaHHBIMH U3 TPYIIBI, BKIIFOUatoiei rainoreH, C1-Coamku,
amuHo, C1-Cé6ankunamuno, C1-CéauankuinamMuao, C1-C6akoKCH, HUTPO, IUAHO, TUIPOKCH,
Cl1-Céranoankokcu, Cl1-Coankokcukapoonus, C1-Céankunkapoonun u C1-Céramoankul.

IIpennouturensHo, Ar! MIPEICTABIISICT COOOM (heHUIBbHYIO T'PYIIY, KaXkaas HeoOs3aTeIbHO
Y HE3aBUCUMO 3aMellleHa OJTHAM WK 00JIee 3aMeCTUTENSIMU, BBIOPAHHBIMM W3 TPYTIIIHI,
BrIrtouaromeii raiored, C1-Céankui, amuno, Cl-Céankunamuao, C1-CoauaitkuiaMuHoO,
C1-C6ankokcu, HUTPO, maHo, ruapokcu, Cl-Céranoankokcu, C1-CobankokcukapOOHUI,
Cl1-Céankunkapoonun u C1-Céragoankui.

R nesasucumo MPEACTABIISIET COOOM BOJIOPO/I; apUIIBLHYIO TPYIITY, HEOOSI3aTEIIbHO
3aMEIIEHHYIO OJTHUM WUJIK O0oJiee 3aMECTUTEISIMM, BBIOpAHHBIMU U3 TPYIIIIBI, BKIIOYAIOIIEH
raiored, C1-Cé6ankui, amuuo, Cl-Céankunamutao, C1-Cogunankunamudo, C1-Céankoxcy,
HUTPO, aHo, ruapokcH, Cl-Céranoankokcu, C1-Céankokcukapoonu, Cl1-
Coéankunkapoonun u Cl-Céramoankun; uian C1-C10ankuinbHyo TpyIiny, HeoOs13aTeIbHO
3aMeIEHHYIO OTHUM WUJIU O0JIee 3aMECTUTEIISIMH, BRIOpAaHHBIMU U3 TPYIIIHI, BKITFOYAFOIIICH
ranorex, amuHo, C1-Céankunamuno, C1-Comuankunamuto, C1-C6aakoKcH, HUTPO, IUaHO,
ruapokcu, Cl-Céranoankokcu, Cl1-Coéankokcukapoonui, Cl-Céankunkapoonun u Cl1-

Coranoainkui. [TpeanoutuTeasHo, R nesaucumo MIPEJICTABISET COOOM BOAOPO; (PEHUITbHYIO
TpyITy, He0OS3aTETbHO 3aMEIICHHYIO OJTHUM WJIN OOJiee 3aMECTUTEIISIMU, BEIOPAHHBIMH U3
rpynisl, BKIovaroniei rajgored, C1-Coéankui, amuno, C1-Coéankunamuno, Cl1-
Comuankunamuto, C1-Céankokcu, HUTPo, imaHo, ruapokcu, Cl1-Céranoankokcu, Cl-
Coéankokcukapoonus, Cl1-Coankunkapoonun u Cl-Céranoankui; uinn C1-Cl10ankuibHyo
CpYIIY, HEOOS3aTEIbHO 3aMEIICHHYIO OJTHUM WJIM 00Jiee 3aMECTUTEISIMU, BHIOPAHHBIMH U3
CpyIIIbL, BKIOYaoei rajgored, amuuo, Cl-Céankunamuno, C1-Coauankuiamuno, Cl1-
Co6ankokcu, HUTPo, iMaHo, ruapokcH, Cl-Céranoankokcu, C1-Coankokcukapoonu, Cl1-
Coéankunkapoonun u C1-Céramoankun.
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Kassii R Hezasucumo MpEeACTaBIISIET COOOM R, —N(R31)2 MPEICTABIISIET COOOM

HE0053aTENbHO 3aMEILIEHHYIO0 HEAPOMATUUYECKYIO TE€TEPOLMKIIMYECKYIO IpyIy. [Ipumepsl
MOAXOSIIIMX 3aMECTUTENICH SBIIIOTCS TAKUMHU, KaK OIMCAHO BBIILIE B IEPBOM HAOOpE 3HAUEHUI
J1s1 CTpYKTypHOU (hopmyibl (I).

R? u R, B3saTbIe BMecTe ¢ aTOMOM a30Ta N(R2R3), 00pa3yroT 5- WK 6-4JIeHHOE,
HE00s3aTeNbHO 3aMEIlIEHHOE HEAapOMAaTUIECKOE TeTePOIMKINUecKoe KoIblo. [Tpumepsr
IMOAXOJSIIINX 3aMECTUTEIIEH I HEAPOMATUYECKON I€TEPOLMKINYECKON I'PYIIIIEI,

MPEJICTABICHHOMN —NR2R3, SIBJISTFOTCS TAKMMHU, KaK OITMCAHO BHIIIIE B IEPBOM HAOOpe 3HAUCHUI
TUIs CTPYKTYypHOU popmyisl (I).
R? MIPEICTABIISIET COOOM HEOOSI3aTEILHO 3aMEIICHHYIO apUIIbHYIO rpyImy. [Tpumepsl

NOAXOAIMX 3amMecTuTerneit s RY spmsores Takumy, Kax MPEACTABIICHO BBIIIIE B TIEPBOM
HaOope 3HaUeHMI s CTPYKTypHOUH hopmydbl (I).

Kasapid R u RO s CTPYKTYypHOU (popMyiibl (XI) HE3aBUCUMO MpeACTaBIsieT codoit -H,
-OH, ranoreH, HU3IIYIO aJIKOKCUTPYIIIY WM HU3LIYIO ATKWIbHYIO TPYIIILY.

Kaxnoe n3 3HaueHWit U IPEANOYTUTEIBHBIX 3HAYEHUI OCTATIBHBIX IIEPEMEHHBIX
CTPYKTYpHBIX hopmy (XI)-(XIII) He3aBUCUMO SIBIISIETCS TAKUM, KaK OTTMCAHO BBIIIIE B TIEPBOM
Habope 3HaueHMI 11 CTPYKTYpHOU popmysl (I).

Bropotii Habop 3HaUeHUl U TPENOUYTUTEIbHBIX 3HAUEHUMN 1J1s IEPEMEHHBIX CTPYKTYPHBIX
dbopmyn (XI)-(XIII) ompeneseH B CIeAyONIMX a03amax:

R! MpeACTAaBIISIET COOOM (hDEHWIBHYIO I'PYIITY, HEOOSI3aTEIbHO 3aMEIICHHYIO OJTHUM WU
0oJiee 3aMEeCTUTEIISIMU, BBIOpAHHBIMU U3 TPYIIIBI, BKITIOUAIOIIEH TajoTeH, IMaHo, HUTpo, C1-

Cé6anxui, C1-Céranoanxun, OR™, -SR¥, NR3),, Ar!, -V-ORY, -V-NR?!),, -V-Ar!,
-0-Vg-Ar!, -0-V-NR?),, -S-Vy-Ar!, -S-V-NR?),, -NR?*)-Vy-Ar!, -NR*D-V-NR?,,

—O—[CHz]p—O—, —S—[CHz]p—S— u —[CH2]q—. IIpennouturensHoO, R! MIpeJICTaBIISIET COOOM
(heHUITBHYIO TPYMITy, He0OS3aTeIbHO 3aMEIIEHHYIO OJHUM WJIU O0JIee 3aMECTUTEIISIMU,
BBIOpPAHHBIMU U3 TPYIIIIbI, BKIIFOYAIOIIEH TajoreH, nuano, Hutpo, C1-Céankui, Cl1-

Coéranoankui, Cl-Coéankunamuno, C1-CoéauaakuiaMuHo, apui, apuinokcu, -OH, C1-
Co6ankokcy, —O—[CHz]p—O— U —[CHz]q—.

Ar! MPeACTABIISIET COOOM (heHUITBHYIO TPYIITY, KaXa1as Heo0sS3aTeTbHO U HE3aBUCUMO
3aMelleHa OHUM WITH O0JIee 3aMECTUTEIISIMU, BBIOPAHHBIMM U3 TPYIIIIBI, BKIIOUAIOIIEH
raiored, C1-Céankui, amuuo, Cl-Céankunamunao, C1-Cognankunamuao, C1-Céankoxcy,
HUTPO, IMaHo, TuapokcH, C1-Céranoankokcu Cl-Coankokcukapoonu, C1-CoankuinkapOoHuT
u C1-Céramoanakuil.

Kaxnpiit R>? nezasucumo MpeJICTaBIIsIET COO0M BOOPOI; (PEHUITBHYIO TPYIIILY,
HeoOs3aTeIbHO 3aMEIIEHHYIO OJHUM WM 00JIee 3aMEeCTUTEIISIMU, BRIOPAHHBIMU M3 TPYIIIIHI,
Brutrouaronieit rainored, Cl1-Céankui, amuno, Cl-Céankunamudo, C1-CoauaikuiiaMmuHo,
C1-C6ankokcu, HUTpo, aHo, ruapokcu, C1-Céramoankokcu, C1-CbankokcukapOoOHuI,
C1-Céankunkapoonun u Cl-Céranoankui; wim C1-Cl10ankuiabHyo rpyniy, He00s3aTeNbHO
3aMEIIeHHYIO OJTHUM WUJIU OoJiee 3aMECTUTEISIMM, BBIOpAHHBIMU U3 TPYIIIIBI, BKIIOYAOIIEH
rasioreH, amuHo, C1-Céankunamuno, C1-Céonuankunamuno, C1-Cb6aakoKcH, HUTPO, LIMAHO,
rugpokcu, Cl-Céranoankokcu, Cl1-Céankokcukapoonui, Cl1-Céankunkapoonun u Cl1-
Coéraioaiakui; u

KaXIbIH R3! HesaBucnmo MPEICTABIISIET COOOM R30, 1280071 -N(R3 1)2 MpeJICTaBIISIET COOOM
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HE00s3aTeNbHO 3aMEIIEHHYIO HEAPOMATUYECKYIO TETEPOLUKINIECKYIO TPYIIITY.

-N(R2R3) MIPEJICTABIISIET COOOM MMPPOITUIMHUIIBHYIO, A3€TUIMHUIBHYIO, TUIIEPUIMHUIIBHY O,
MUIIEPA3UHUIBHYIO WK MOP(OJTUHWIBHYIO TPYIITY, KOTOpasi HE00s3aTeIbHO 3aMelleHa
OJIHUM WJIU O0Jiee 3aMECTUTENSIMU, BBIOpAHHBIMU U3 TPYIIIbI, BKIIIOYarome rajgoreH, Cl-
CS5anxun, C1-CSranoankui, ruapokcuii, C1-C5aakokcH, HUTpo, mano, Cl-
CSankokcukapoonui, Cl-CSankunkapoonun uinm Cl-CSranoankokcu, amuno, Cl1-
CS5ankuwiamuno u C1-C5auaakuiaMuHoO.

4 MPEICTABIISIET COOOM HEOOSM3aTeNbHO 3aMENIEHHYI0 apuiIbHYIo rpymiy. [Tonxonsiue
3aMECTUTEIIM U TPEATIOUYTUTEIbHbIE 3AMECTUTEIIH SIBIISIFOTCS TAKUMHU, KAK MTPEICTABIICHO BBIIIIE

B IIepBOM Habope 3HaYeHuM 11t CTPYKTYpHO# hopmydsl (I). [IpeanoururensHo, R* BBIOpaH
U3 IPYIIIbI, BKJIFOYAIOLLEH:

B\ 5 5 4@ N\ 5 0,
N 0
;:@nﬂﬂf/‘
S 5 g N
o % x “‘\
Z3 U %5 .
Al o

Kaxnoe u3 xoien A-Z5 HeoOs13aTeIbHO U HE3aBUCUMO 3aMellieHo. [IpennoyturenbHo,
Kaxkaoe u3 Kouel A-Z5 HeoOsI3aTeIbHO M HE3aBUCUMO 3aMEIeHO OJTHUM WIIH OoJiee

3aMECTHUTCIISAMMU, BbI6paHHbIMI/I u3 Ar 3 uAr 3—A1‘3, rac 3Ha4YCHUA U ITPEATNIOUYTUTCIIbHBIC 3BHAUYCHMAS
AI'3 SABJIIAIOTCS TAKUMH, KaK OIIMCAHO BBIIIC IJIA IICPBOT'O Ha60pa 3HAYCHUH 11 CTp}/KTypHOfI

dbopmysr (I). [IpeanoururensHO, Ar’ MPEACTABIISIET COOON apUIIBbHYIO TPYIIITY, KaX1as
HeoOs13aTeIbHO 3aMellieHa OJHUM WJIU O0Jiee 3aMECTUTENSIMU, BBIOPAHHBIMU U3 TPYIIIIHI,
BrJTrouaroied rajored, C1-Cl0ankumn, C1-ClOranoankui, ruapokcu, C1-C10aakokcu, HUTPO,
maHo, C1-Cl0ankokcukapoonui, C1-ClOankunkapoonui, C1-Cl0ragoankokcu, aMMHO,

C1-Cl0ankunamuno u C1-Cl0auankunamuzo. bosee npeanodTurenbHo, Ar’ MPEACTABIISIET
co0ol apuIIbHYIO TPYIIIY, KaXkaasi HeoOs3aTeIbHO 3aMellleHa OJHUM UK OoJiee
3aMECTUTEIISIMU, BRIOpAaHHBIMU U3 TPYIIbI, BKItouatoniei ranored, C1-Camkui, C1-
Cdranoankui, ruapokcu, C1-C4ankokcu, HUTpo, nuaHo, C1-Cdankokcukapoonun, Cl-
Cdanxunkap6onun, C1-C4ranoankokcu, amuHo, C1-Cdankumamuno u C1-C4auaakuiaMuHoO.

Kasxasii R u RS TS CTPYKTYpHOM (popmytsl (XI) He3aBUCHMO TIpenicTaBisieT cobotrt - H,
-OH, rasioreH, HU3LIYIO aJTKOKCUI'PYIIILY WM HU3LIYIO aJKWIBHYIO TPYIILY.

Kaxxnoe u3 3HaueHU ¥ MPeaIIOYTUTENbHBIX 3HAUEHUI OCTAIBHBIX TEPEMEHHBIX
CcTpYKTYpHBIX hopmy (XI)-(XIII) He3aBUCUMO SBIISIETCS TAKUM, KaK OTIMCAHO BBIIIIE B IEPBOM
Habope 3HaueHUI 11 CTPYKTYpHOU popmysl (I).

Tpetuit HaOOp 3HAYEHUI JUIs1 IEPEMEHHBIX CTPYKTYpHBIX hopmyn (XI)-(XII) onpeneneH
B CIIEAYIOIIMX a03anax:
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R! npencrasnser coboit (beHUITBHYIO TPYIITY, HEOOSI3aTEILHO 3aMEIICHHYIO OJTHUM WU
0oJiee 3aMeCTUTEIISIMU, BBIOPAHHBIMU W3 TPYIIIIBI, BKIIOUAOIIEH TajoTeH, MaHo, HUTpo, C1-

Cé6anxmi, C1-Céranoankui, -OR>, SR -N(R3!),, Ar!, -v(-OR*®, -v(-NR3),, -V(-Ar!,
-0-Vp-Arl, -0-V-NR3),, -S-Vy-Ar!, -S-V-NR3D),, -NR3)-Vy-Ar!, -NRYD-v-NR?,,

-O-[CHz]p-O-, -S-[CHz]p-S- u -[CH2]q-. [IpennouturensHoO, R! MpEeICTABIISIET COOOM
(heHUITBHYIO TPYIITY, HeOOSI3aTEIIbHO 3aMEIICHHYIO OJTHUM WIIH 00JIee 3aMeCTUTENISIMHU,
BBIOpAHHBIMU U3 TPYIIIBI, BKIIFOYAFOIEH rajgoreH, nyano, Hutpo, C1-Coéanku, Cl1-

Céranoankui, Cl-Céankunamuno, C1-CoéauankuiaMuHo, apui, apuinokeu, -OH, C1-
Céankoxcy, —O—[CHz]p—O- # -[CHy] -

Ar! MpeACTaBIISIET COOOM (heHUITBbHYIO TPYIIITY, KaK1asi HeoOS3aTeIIbHO U HE3aBUCUMO
3aMelleHa OJHUM WA 00JIee 3aMECTUTEIISIMU, BLIOPAHHBIMU U3 TPYIIITBI, BKITIOUAIOIEH
rainored, Cl-Céankui, amuuo, Cl-Céankunamuao, C1-Céoauankunamudo, C1-Cbankokcu,
HUTPO, IaHo, Tuapokcy, C1-Coéranoankokcu C1-Coankokcukapoonus, C1-CoankumkapOoHUT
u C1-Céragoaikui.

Kax b R nesaBucumo MpeACTaBIISIET COOOM BOAOPOA; GEHUIBHYIO TPYIIITY,
He0O0s3aTeIbHO 3aMEIIEHHYIO OHUM WITH OO0JIee 3aMECTUTEIISIMU, BBIOPAaHHBIMU U3 TPYIIITHI,
BrIntouaromeit rajored, C1-Céankui, amuno, Cl-Céankunamuao, C1-CoauaikuiiaMuHoO,
C1-C6ankokcu, HUTPO, maHo, ruapokcu, Cl-Céranoankokcu, C1-CobankokcukapOOHUI,
C1-Coankunkapoonun u Cl1-Céramoankut; uird C1-C10anKuabHyO Tpynny, HeoOs3aTeIbHO
3aMEIEHHYIO OJTHUM UK O0Jiee 3aMECTUTEIISIMH, BRIOpAHHBIMU U3 TPYIIIIHI, BKITFOUAFOIIIEH
ranorex, amuHo, C1-Céankunamuno, C1-Comuankunamuto, C1-C6aakoKCcH, HUTPO, IUAHO,
ruapokcH, Cl-Céramoankokcu, C1-Céankokcukapoonui, C1-Céankunkapoonun u Cl1-
C6ranoanakui.

Kassii R Hezasucnmo MpeACTaBIISIET COOOM R30, WY —T(R31)2 MpeACTaBIISIET COOOM
HE0053aTEIbHO 3aMEILIEHHYIO HEAPOMATUYECKYIO TETEPOLMKINYECKYIO T'PYIIILY.

—N(R2R3) MpeJICTaBIISIET COOOM HE3aMeIIEHHYIO TUPPOIUANHWIBHYIO, a3eTUIMHUIIBHYIO,
MUTIEPUIMHUIIBHYIO, TTUTIEPASUHWIBHYIO UJTH MOPGOIUHUWIBHYIO TPYIIITY.

R MPEACTABIISIET COOON OMaPUIIBHYIO T'PYIITY, TAKYIO KaK OudeHuIbHas IpyIa,
HE00s3aTebHO 3aMEIIIEHHYIO OJTHUM WIIU O0JIee 3aMECTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIITHI,

BKJIFOUAIOIEH TajoreH, iMaHo, aMMHO, HUTPO, Ar , C1-Cé6ankun, Cl-Céramoankur, Cl-
Coéankoxcu, ruapokcu U C1-CéraaoaakoKcu.

Kaskmoiit R% n RS JU1 CTPpYKTypHOM hopmyiibl (XI) He3aBUCHMMO TTpeAcTaBiseT coboii -H,
-OH, ranoreH, HU3I1YIO AJIKOKCUTPYIIITY UM HU3IIYIO AIKWIBHYIO IPYIILY, IPEATIOYTUTEIILHO
-H.

Kaxnoe 13 3HaueHui U NpeanoYTUTEIbHBIX 3HAUEHUI OCTAIbHBIX IEPEMEHHBIX
cTpyKTYypHBIX hopmy (XI)-(XIII) He3aBUCHMMO SBJISIOTCS TAKUMHU, KaK OIMMCAHO BBIIIIE B
MepBOM Habope 3HaAYeHUI AJIsI CTPYKTYpHOU hopmyisl (I).

UYerBepThiit HAOOP 3HAUCHUI [T ITEPEMEHHBIX CTPYKTYpHBIX (hopmyi (XI)-(XIII) onpenenen
B CJIeyIOIIMX ab3anax:

R! MIpEACTABIISIET COOOM (heHWIHHYIO TPYIITY, HEOOSI3aTEIbHO 3aMEIICHHYIO OJTHUM WU
0oJiee 3aMECTUTENSIMU, BBIOPAHHBIMU U3 TPYIIIbI, BKItovatomen -OH, -OCHj3, -OC,Hs 1 -O-
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8]
[CH;],-O-. ITpeamnoururensHo, R! IPECTABIISIET COOOM | <] . raer
0

MpeaCTaBIIsIeT coOolt 1, 2, 3 uiau 4, mpeAnoYTUTENIbHO 1 Hiau 2.
—N(R2R3) MpeJICTaBIISIET COOOM HE3aMEIIEHHYIO TUPPOIUANHWIBLHYIO TPYIIITY.

R* MPEICTABIISIET COOOM OMAPUIIBHYIO T'PYIITY, TAKYIO Kak OudeHunpHas rpyrmma,
HE0053aTENbHO 3aMEIIEHHYIO OJTHUM WM 00JIee 3aMECTUTENSIMU, BBIOPAHHBIMU U3 TPYIIIHI,

BKJIIOYAIOIIEH TajIoreH, IMaHo, aMUHO, HUTPO, Ar , C1-Cé6ankumn, Cl-Céramoankui, Cl-
Coéankokcu, ruapokcu U C1-CoraaoakoKcu.

Kaxzasiit R° u RS s cTpykTypHOU popmyns (XI) He3aBUCUMO TIpeICTABIISIET COOOI

-H, -OH, rasiores, HU31IYy10 AJIKOKCUI'PYIITY WIM HU3LIYIO aJIKMIBHYIO TPYIILY,
nmpeanoyTuTesbHo -H.

n SIBIISIETCS LEIBIM YKCIOM OT 1 10 4.

Kaxxnoe u3 3HaueHnit ¥ MpeIIOYTUTENbHBIX 3HAUEHUI OCTAJIBHBIX ITIEPEMEHHBIX
cTpykTypHbIX hopmyi (XI)-(XIII) HE3aBUCMMO SBIISIETCS TAKMM, KaK OITMCAHO BBIIIE B IEPBOM
HaOope 3HaUeHUM 151 CTPYKTypHOUH hopmydbl (I).

[TsThIit HAOOP 3HAYEHUI U TPEAMTOYTUTEIBHBIX 3HAUSHHI SISl IEPEMEHHBIX CTPYKTYPHBIX
dbopmyn (XI)-(XII) onpeneseH B cleayoNMX ad3anax:

R! MIpeACTAaBIISIET COOOM (heHWIHHYIO TPYIITY, HEOOSI3aTeIbHO 3aMEIICHHYIO OJTHUM WU
0oJiee 3aMECTUTENISIMU, BBIOPAHHBIMU U3 TpYIIIbl, BKItovatomen -OH, -OCHj3, -OC,Hs 1 -O-

0]
[CH;],-O-. IIpeanoyrurensHo R! IPEJICTABIISAET COOOH | <] . ,Taer
o

MpeacTaBisieT codbolt 1, 2, 3 uiu 4, mpeAnoYTUTENbHO 1 uiu 2.

—N(R2R3) MPEACTABIISIET COOOW MUPPOIUIMHUIL.
R* IIPENICTABIISIET COOOMA , HE00S13aTENIbHO 3aMEIIEHHbIN OJHUM WM Oostee

3aMECTUTCIISAMU, BI)I6paHHI)IMI/I W3 I'PYIIIIHI, BKJIIOUYAIOIIEH IaJIOTEH, onaHO, aMUHO, HUTPO,

Ar3, C1-Cé6ankun, Cl-Céranoankui, Cl-Céankokcu, rugpokcu u C1-CéranoaakoKkcu.
n IMpeJcTaBiIsieT codoi 1.

Kaxasiit R° u RS s cTpykTypHO# popmynsl (XI) HezaBUCMMO mpeacTaBiseT codoi -H,
-OH, ranoreH, HU3I1YIO ATIKOKCUTPYIIITY UK HU3IIYIO AJIKWIBHYIO IPYIITY, IPEATOUYTUTETLHO
-H.

Kaxmoe 3 3HaueHuit U1 NpearoYTUTENIbHbIX 3HAYEHUHA OCTAJIbHBIX ITEPEMEHHBIX
CTpYKTYpHBIX hopmy (XI)-(XIII) He3aBUCUMO SIBIISIETCS TAKUM, KaK OTTMCAHO BBIIIIE B IEPBOM
Habope 3HaUeHMI T CTPYKTYpHOU popmysl (I).

[IIecToit HAaOOp 3HAUECHMIA JJIs IEPEMEHHBIX B CTPYKTYPHBIX hopmynax (XI)-(XIII)
HE3aBUCHUMO SIBJISIETCS] TAKUM, KaK OIIPEEIIEHO B IIEPBOM HabOpe, BTOPOM HAOOPE, TPEThEM
Habope, 4eTBepTOM Habope, MATOM Habope, 11ecToOM Habope WM ceIbMOM Habope 3HAaUEHUN
T CTpYKTypHOM (hopmyibl (I).

B nATOM BapuaHTe OCYIIECTBICHUS COEAMHEHUE TaHHOTO U300pETEHUs TPEACTABIIEHO
CTpyKTypHOI hopmytoi (XIV) umm (XV):
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OH
R1 N (RZR3)
HN
J—0—(CH,),——R®
0
(XIV),
OH
Rl ™~y (RZR3)
HN
?\g_(Csz}c R?
(XV),

WM ero (papManeBTUUECKH IpuemiieMoti cobio. [1epBolit HAOOp 3HAUEHUM U
MPEAMOYTUTEILHBIX 3HAUECHUM IS IEPEMEHHBIX B CTPYKTYPHBIX popmyiax (XIV) u (XV)
TAKOM, KaK OMPEJEICHO B CIEAYIOIUX ab3anax:

R! MpeACTAaBIISIET COOOM (heHWIBHYIO TPYIITY, HEOOSI3aTeIbHO 3aMEIICHHYIO OJTHUM WU
0o0J1ee 3aMeCTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIIbI, BKIIFOYATOIIEH rajloreH, iuaHo, HuTpo, Cl-

Co6anxun, C1-Céranoaiikui, —OR3O, _SR? 0, —N(R3 1)2, Arl, —VO—OR30, —VO—N(R31)2, —Vo—Arl,
-0-Vy-Ar, -0-V-N(R?),, -S-V-Ar!, -S-V-NR>!),, -NR*)-V-Ar!, -NR3D-V-NR3),,

—O—[CHz]p—O—, —S—[CHz]p—S— u —[CHz]q—. [IpennouturensHoO, R! MPEeICTABIISIET COOOM

(heHUITBHYIO TPYIIITY, HEOOSI3aTEIIbHO 3aMEIICHHYIO OJTHUM WIIH 00JIee 3aMeCTUTENSIMH,
BBIOPAHHBIMHU U3 T'PYIIITHI, BKITIOUYAFOIIEH rajioreH, uano, HUTpo, C1-Céanxui, Cl-
Coéranoankui, Cl-Céankunamuno, C1-CéoauankuiaaMuHo, apuil, apuiokcu, -OH, Cl1-
Co6ankokcy, -O-[CHz]p-O- U -[CHz]q-.

Ar! MpeJICTaBIIsSIET cOOOM (DeHUITBHYIO TPYITY, KaXK1asi HeoOs3aTeIbHO U HE3aBUCUMO
3aMeIleHa OJHUM UJIM 00JIee 3aMECTUTEISIMH, BBIOPAHHBIMU W3 T'PYIIIThI, BKITFOYAIOIIEH
raiored, Cl1-Céankui, amuuo, Cl-Céankunamutao, C1-Coanankunamudo, C1-Céankoxcy,
HUTPO, IMaHO, TUaApOoKcH, Cl1-Céranoankokcu u C1-Céramoankui.

Kaxnpiit R> nezasucumo MpeACTaBIISIET COOOM BOIOPOA; GESHUITBHYIO TPYIIITY,
HeoOs13aTeIbHO 3aMEIIIEHHYIO OJHUM WM 00JIee 3aMEeCTUTEIISIMU, BRIOPAHHBIMU M3 TPYIIIIHI,
Brutrouarouieit raigored, Cl1-Céankui, amuno, Cl-Céankunamudo, C1-CoauaikuiiaMmuHo,
C1-C6ankokcu, HUTPO, aHo, ruapokcu, Cl-Céranoankokcu, C1-CbankokcukapOoOHUI,

C1-Céankunkapoonun u C1-Céranoankuit; i C1-C10anKuiIbHYIO TpyIIILy, HEOOI3aTETbHO
3aMEIICHHYIO OJTHUM MJIU OOJiee 3aMECTUTEIISIMM, BRIOpAHHBIMU M3 TPYIIIIHI, BKITFOYAFOIICH
rajnoreH, amuHo, C1-Céankunamuno, C1-Céauankunamunao, C1-C6aakoKcu, HUTPO, IUAHO,
ruapokcu, Cl-Céranoankokcu, C1-Céankokcukapoonu, Cl-Céankunkapoonun u Cl1-
Coérajoankui.

Kasxsii R*! Hesasrcnmo MpEeACTaBIISIET COOOM R,y -N(R31)2 MPEACTABIISIET COOOM

HeoOs3aTeNbHO 3aMEIIEHHYI0 HeapOMAaTHUECKYIO T€TePOLMKINIECKYIO TPYIIITY.

-N (R2R3) MIPEJICTABIISIET COOOM MUPPOITUIMHWIBHYIO, A3€TUIUHUIIBHYIO, TUTIEPUIMHUIIBHYTO,
MUTIEPa3UHUITBHYIO WITH MOPGOIUHUIIBHYIO TPYIITY, HEOOS3aTeIIbHO 3aMEIIEHHYIO OTHUM
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uiM 0oJiee 3aMeCTUTEIISIMHU, BEBIOpaHHBIMM W3 TPYIIIBI, BKItoYaroliei ranored, C1-CSanku,
C1-Csranoankui, ruapokcuii, C1-C5ankokcu, HUTpo, iuano, C1-CSankokcukapbonun, Cl-
CSanxkunkapoonun unn C1-CSramoankokcu, amutao, C1-CSankunamuno u Cl-
C51uanKuiIaMyuHoO.

k mpeacrasnsiet codoii 0, 1, 2, 3, 4, 5 unu 6.

RS npeacrasisieT cooolt -H riam HeoOA3aTenbHO 3aMENIEHHbIN apuJl, UJIK HEO0S3aTeIbHO
3aMEIIEHHYIO HU3IIYIO AJIKUIbHYIO rpymiy. [ IpuMepsl MOAXOSIIMX 3aMeCTUTEIEH SIBIISIIOTCS
TaKUMHU, KaK OIMUCAHO IJIs IEPBOTO Habopa 3HAYEHUI TSl CTPYKTYpHOU hopmyrsl (I).

[TpennoururenbHoO, R® BBIOpAH U3 I'PYIIIbI, BKIIOYAIOIIEH:

B\ g g 4@ N\ 5 o\
™ @] / 0
5 g ﬁ N
’ ¥ 4’ ST e
73 u z5 .
| L

Kaxnoe u3 xomnen A-Z5 aBisieTcs HeOOS3aTEIbHO U HE3aBUCUMO 3aMelieHHbIM. [1prmMepbl
MOAXOASIINX 3aMECTUTEIeH T R SBIISIOTCS TAKUMH, KaK MPEJCTaBIEHO BBIIIE B TIEPBOM

Habope 3HaUEHUH 15 R*s crpykTypHo# popmyie (I). boiee mpeanouyTurensHo, R®
MpeACTaBIISIET COOOM rpymmy. ATbTepHAaTUBHO, R® MIPEACTABIISIET COOOM apUITBbHYIO

CPYIIIY, 3aMEIIeHHYIO Ar’, TaKylo Kak (heHWIbHAS TPYIIIa, 3aMeleHHAs Ar’, Izie 3HAUeHMs

Y IPEAITIOYTUTEIIbHBIE 3HAUEHHUS Ar® SIBISFOTCS TAKUMH, KaK OIMCAHO BBILLE B CTPYKTYypHOM
dhopmyie (I).

Kaxxnoe u3 3HaueHU ¥ MPeAITOYTUTENbHBIX 3HAUEHUI OCTAIBHBIX TEPEMEHHBIX
CTpyKTypHBIX popmyi (XIV) u (XV) HE3aBUCUMO SIBJISIETCS TAKUM, KaK OMMCAHO BBIIIIE B
MepBOM HaOOpe 3HAUCHUM 7151 CTPYKTYpHOU popmysl (I).

Bropoti Habop 3HAaUEHUH 171 IEPEMEHHBIX B CTPYKTYPHBIX popmymnax (XIV) u (XV)
OIIpe/IeIICH B CIIEAYIOLIMX ad3anax:

R' mpencraBisier co60ii GeHUITbHYIO TPYIITY, HEOOS3aTeIbHO 3aMEIEHHYIO OHIUM WU
0oJ1ee 3aMECTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIIbI, BKIIIOYAIOLIEH rajloreH, uaHo, HuTpo, C1-

Céankui, Cl-Céranoaikui, -OR30, -SR30, -N(R3 1)2, Arl, -VO-OR30, -VO-N(R31)2, -Vo-Arl,

-0-Vo-Arl, -0-V-NR?),, -S-Vy-Ar!, -S-V-NR?Y),, -NR3)-Vy-Ar!, -NR¥D-V-NR?,,
-O-[CHy],-O-, -S-[CH,],-S- 1 -[CH2],-

Ar! MpeACTaBIISIET COOOM (PeHUIIbHYIO TPYIIY, KaXk/aas HeoOs3aTeIbHO 3aMelIeHa OHUM
WM 0oJIee 3aMECTUTEIISIMU, BRIOpAaHHBIMU M3 TPYIIIIbI, BKIIIOUatomel rainorex, C1-Céanku,
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amuHo, C1-Céankunamuno, C1-Céauankuiamuao, C1-C6akoKCH, HUTPO, IMAHO, TUIPOKCH,
Cl1-Céranoankokcu, Cl1-Coankokcukapoonus, C1-Coankunkapoonun u C1-Céramoankul.

Kax b R*° nesaBucumo MIpeJICTaBIIsIeT COO0M BOAOPOT; (PEHUITBHYIO TPYIIITY,
HE0O0s3aTeTbHO 3aMEIIEHHYIO OHUM HIIM 0O0JIee 3aMECTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIITHI,
BrJrrouarolteit rajored, Cl-Céankui, amuuo, Cl-Céankuinamubao, C1-CoaualkuiaMiuHo,
C1-C6ankokcu, HUTPO, maHo, ruapokcu, Cl-Céranoankokcu, C1-CobankokcukapOOHUI,
C1-Céankunkapoonun u C1-Céranoankui; i C1-Cl10ankuiabHyIo rpynimy, Heo0s3aTeIbHO
3aMEIICHHYIO OHUM WUJIU OoJiee 3aMECTUTEISIMM, BBIOpAaHHBIMU U3 TPYIIIBI, BKIIOUYAOIIEH
ranored, C1-Céankui, amuuo, Cl-Céankunamudo, C1-Comunankuinamudo, Cl-Céankoxcu,
HUTPO, MaHo, ruapokcH, Cl-Céranoankokcu, C1-Céankokcukapoonu, Cl1-
Coankunkapoonun u C1-Céranoankui.

Kaxnawrit R31 HE3aBUCHMO TIpECTaBIIsIeT coO0i R3O, uim -N (R31)2 MpeCTaBIISIET COOOM

HeO00s3aTeIbHO 3aMCIICHHYIO HCAPOMATHUUYCCKYIO I'CTCPOIUKIIMYCCKYIO I'PYIIITY.

-N(R2R3) MPEJICTABIISIET COOON HE3aMEILIEHHYIO TUPPOJIUIUHUIBHYIO, a3 TUIMHUIBHYIO,
MUIIEPUIUHUIIBHYO, ITUITEPAZUHUITBHYIO UM MOP(OJIMHUIIBHYIO TPYIIITY, TPEANOUYTUTEIBHO,
HE3AMEIIEHHYIO TUPPOJIMANHUIBHYIO TPYIIITY.

3HauyeHUs U IPEANIOYTUTENIbHBIE 3HAUEHUS JI151 K 1 R® sBrisorest Taknmu, Kax IIPEICTABIIEHO
BBIIIIE B IEPBOM HAaOOpe 3HAUCHMI T CTPYKTYPHBIX hopmyr (XIV) u (XV).

Kaxxnoe u3 3HaueHui U NPeAnOYTUTEIbHBIX 3HAUEHUI OCTAIbHBIX ITIEPEMEHHBIX
CTPYKTYpHBIX hopmy (XIV) u (XV) He3aBUCUMO SIBIISIETCS] TAKUM, KaK OIMCAHO BBIIIIE B
MepBOM Habope 3HaUeHUI JJIsI CTPYKTYpHOU hopmysl (I).

TpeTuit HaOOp 3HAYCHUI JIJI IEPEMEHHBIX B CTPYKTYPHBIX popmynax (XIV) u (XV)
OIpe/ieIEH B CIIEYIOIMX a03anax:

R! MIPEICTaBIISIET COOOM (heHUIBbHYIO I'PYIIY, He0OsS3aTeIbHO 3aMEIIEHHYIO OHUM WU
0oJiee 3aMeCTUTENSIMU, BBIOpaHHBIMU U3 T'pyIbl, BKItovaromen -OH, -OCH3, -OC,Hs 1 -O-

o
[CHz]p—O—. [TpeanouturensHO R! MpeJICTaBIIsIeT coOOOM O [ <] . roe R
O

MpecTaBisieT cooolt 1, 2, 3 uiau 4, mpeAnoYTUTeNbHO 1 umu 2.
—N(R2R3) MPEJICTABIISIET COOON MUPPOIIUIUHUIIL.

Kaxxnoe u3 3HaueHuit U MperoYTUTEIbHbIX 3HAUCHUH 1714 K 1 R® HesaBucnmo sBstercs
TaKuM, KaK IPEJICTaBIEHO BBIIIE B IIEPBOM HAOOPE 3HAUCHUI ISl CTPYKTYPHBIX (popMyIt
(XIV) u (XV).

Kaxxmoe u3 3HaueHult ¥ MperOYTUTEIbHBIX 3HAUEHUI OCTAIBHBIX TTEPEMEHHBIX
CTPYKTYpHBIX hopmyt (XIV) u (XV) He3aBUCUMO SBIISICTCS TAKUM, KaK OIMMCAHO BBIIIIE B
MepBOM Habope 3HaAYeHUI )11 CTPYKTYpHOU hopmytsl (I).

UeTBepThlit HAOOP 3HAUEHUI Tl IEPEMEHHBIX B CTPYKTYPHBIX (hopmynax (XIV)-(XV)
SIBJISIETCS] TAKKMM, KaK OIpeJIesIeHO B IEPBOM Habope, BTOpoM Habope, TpeTbeM Habope,
yeTBEepTOM Habope, IsIToM Habope, IiecTOM Habope UK ceIbMOM Habope ISl CTPYKTYPHOI
dbopmyisr (I).

B miecrom BapuaHTe OCYIIECTBIICHUS COEIMHEHUE TAaHHOTO U300pETEHUs TPEACTaBIEHO
CTpYKTypHOU (popmyoii (XXI):

Ctp.: 36



10

5

20

25

30

35

40

45

RU 2578947 C2

oY
(B) o H
N "
NH
BR300 H (B}
O K
X
“~pa
(KXT)

WM ero (papManeBTUUECKH ITpueMiIieMoi comibio. [1epBoiit HaOOp 3HAUEHUI U
MPEIMOYTUTEILHBIX 3HAUCHUM JJIS1 IEPEMEHHBIX B CTPYKTYypHOU hopmyite (XXI) sBasroTCst
TaKUMHU, KaK OIMPEJIEIICHO B CIEAYIONUX ab3anax:

Kaxnprit A u B HezaBucumo nipescrasiser coooi ramoreH, ruapokcu, C1-Céankun, Cl-
Céranoankui, Cl-Céankoxcu win C1-C6rajioaakokcu.

k' mpencrasisiet coboit 0, 1 umm 2.

k" mpencrasinsieT coboit 0, 1 unu 2. IpennouyrurenbHo, k" nmpencrapisieT cooor 0 um 1.
Bbonee npeanoututensHo k" mpencrasiseT codoii 1.

m' npeacrasisieT codoit 0, 1 unu 2. [IpeanouTurenbHo, m' mpeacTasiIseT codoi 1.

Kaxxnoe 13 3HaueHuit U NpeAnOYTUTEIbHBIX 3HAUEHUI 7151 OCTAIbHBIX IEPEMEHHBIX
CTPYKTYpHOU opMmybl (X XI) HE3aBUCUMO SIBIISIOTCS TAKUMH, KAK OTIMCAHO BBIIIIE B IEPBOM
HaOope 3HaUeHUM 151 CTPpYKTypHOU hopmyibl (I).

Bropoii Habop 3HAUEHUIT ISl IEPEMEHHBIX B CTPYKTYpHOU hopmyrie (XXI) mpencrasieH
B CJIeyIOLIMX ab3anax:

Y npeacrasiser coboit -H, -C(O)R, -C(O)OR umm -C(O)NRR', npeanmoutureabHo -H.

Kaxxmoe u3 3HaYeHMI U ITPEITOYTUTEIBHBIX 3HaUeHul 1 A, B, k', k" 1 m' He3aBuCHMO
SBJISIETCS TAKMM, KK OITMCAHO BBIIIIE B IEPBOM HAOOPE 3HAUCHMUIA [Tl CTPYKTYPHOM (hOPMYJIIbI
(XXI).

Kaxxnoe u3 3HaueHuit U NPeANOYTUTEIbHBIX 3HAUEHUI 7151 OCTATIbHBIX IIEPEMEHHBIX
CcTpyKTypHOU popmyiibl (XXI) HE3aBUCUMO SIBIISIETCS] TAKUM, KaK OIMCAHO BBIIIE B TIEPBOM
Habope 3HAUEHUH 17151 CTPYKTYpHOH popmyisl (1).

Tpetuit HaOOp 3HAYCHMIT JIJIsI IEPEMEHHBIX B CTPYKTYpHO# opmyde (XXI) mpeacrasieH
B CIIEAYIOIIMX ab3anax:

R nesasucumo MPEACTABIISICT COOOM BOJOPO/I; apUIIbHYIO IPYIITY, HEOOS3aTEIIbHO
3aMEIIEHHYIO OTHUM UJTU O0JIee 3aMECTUTEIISIMH, BRIOpAaHHBIMU U3 TPYIIIIHI, BKITFOYAFOIIIEH
ranored, Cl-Céankui, amuuo, Cl-Céankunamuao, C1-Céomuankunamuao, C1-Cbankokcu,
HUTPO, nuaHo, ruapokck, Cl-Céranoankokcu, C1-Coankokcukapoonu, Cl-
Céankunkap6onun u Cl-Céranoankun; uian C1-C10ankuinbHyo IpyIiny, He00s3aTeIbHO
3aMEIIeHHYIO OJHUM WUJIU OoJiee 3aMECTUTEISIMHM, BBIOpAHHBIMU U3 TPYIIIIBI, BKITIOYAOIIEH
rasiorex, amuHo, C1-Céankunamuno, C1-Comuankunamuuo, C1-Cb6aakoKcH, HUTPO, IUAHO,
ruapokcu, Cl-Céranoankokcu, C1-Céankoxkcukapoonui, Cl1-Céankunkapbonun u Cl1-

Coranoankui. [IpeanouTuTensHoO, R? nezasucumo MIpeICTaBIIsIeT COOOM BOAOPO/T; (DeHUIBLHYIO
rpyIIy, HeoOs3aTeIbHO 3aMEIIEHHYIO OJTHUM UJIK OO0Jiee 3aMEeCTUTEISIMH, BLIOPAHHBIMU U3
rpynisl, Bkatovatonieit rajnored, C1-Céankui, amuno, C1-Céankunamuno, Cl1-
Coauankunamuto, C1-Cbankokcu, HUTPO, MaHo, ruapokcu, C1-Céramnoankokcu, Cl-
Coankokcukapoonus, C1-Coankunkapoonut u C1-Céramoankui; unu C1-C10anKuiabHy0o
TpyIy, He00S3aTEIbHO 3aMEIICHHYIO OJTHUM WJIM 00Jiee 3aMECTUTEIISIMU, BEIOPAHHBIMH U3
CpYIIIbI, BKJIOYaoIIeH rajored, amuHo, C1-Cé6ankunamuno, C1-Coauankuinamuto, Cl1-
Cé6ankokcu, HUTPO, MaHo, ruapokcu, Cl-Céranoankokcu, Cl1-Coankokcukapoonui, Cl1-
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Coéankunkapoonun u Cl1-Céramoankun. bosee npeamnoyTuTenbHO, R*" nesaBucnmo
npeacraBisieT coooit Bogopo; uin C1-C10alKuIIbHYIO TPYITITY, He00sS3aTeITbHO 3aMEIICHHYIO
OJIHUM I 00JIee 3aMECTUTEIISIMU, BRIOpaHHBIMU U3 TPYIIIIbI, BKIIFOYAIOIIIEH raJoreH, aMUHO,
Cl1-Céankunamuno, C1-Céauankunamuuo, C1-Cbéaakokcu, HUTPo, quaHo, ruapokcu, Cl1-
Coéranoankokcu, Cl1-Céankoxkcukapoonui, C1-Céankunkapoonun u C1-Céranoankui. Emie

0oJiee MPeANOUYTUTENIBHO, R*" nesaBucumo NpeAcTaBIsieT codoit Bogopoa, umu Cl-
C10aakubHYIO TPYIITy, HE00s3aTEIbHO 3AMEIIEHHYIO OJHUM WK 00Jiee 3aMECTUTEIISIMHU,
BBIOPAHHBIMHU U3 I'PYIIIbI, BKItoYatouen ramored, C1-Céankokeu, C1-Coéranoaakokcu v
TUAPOKCH.

Kaxknoe u3 3HaueHU U MPeINOYTUTEIbHBIX 3HaueHul I A, B, Y, k', k" 1 m' He3aBHUCHMO
SIBJISIETCS TAKMM, KaK OTIMCAHO BBIIIIE BO BTOPOM HA0OPe 3HAUEHUH [IJISI CTPYKTYPHOM (POPMYJTBI
(XXD).

Kaxnoe U3 3HaueHui U MpeInoYTUTEIbHBIX 3HAUSHUI JJ151 OCTAIbHBIX IEPEMEHHBIX
CTpyKTypHOM hopmyibl (XXI) He3aBUCUMO SIBJISIETCS TAKUM, KaK OMMCAHO BBIIIE B IEPBOM
Habope 3HaueHMI 11 CTPYKTYpHOU popmysl (I).

YeTBepThiit HAOOP 3HAUEHUIA SISl IEPEMEHHBIX B CTPYKTYpHOM hopmyrie (XXI) mpeacraBieH
B CIIEAYIOIIMX a03anax:

Y npencrasiser coboit -H.

Kaxnoe u3 3HaueHui ¥ NpeInoYTUTEIbHbIX 3HAUECHUMN JJIs R’ 0, A, B, k', k" um' He3aBUCUMO
SIBIISICTCSI TAKWM, KaK OITMCAHO BHIIIIE B TPETheM HAOOPE 3HAUCHMI 1JTSI CTPYKTYPHOM (DOPMYITBI
(XXD).

Kaxnoe U3 3HaueHuit U NpeanoYTUTEIbHBIX 3HAUSHUI 7151 OCTAIbHBIX IEPEMEHHBIX
CTpyKTypHOM hopmyibl (XXI) HE3aBUCUMO SIBJISIETCS TAKUM, KaK OMMCAHO BBIIIE B IEPBOM
Habope 3HAUEHUH 711 CTPYKTYpHOU popmybl (1).

B ceapMoM BapuaHTe OCYIIECTBICHUSI COEAMHEHUE TAHHOTO U300PETEHUS ITPEACTABIIECHO
cTpykTypHOI hopmytoi (XXII), (XXIID), (XXIV), (XXV), (XXVI), (XXVII), (XX VIII), (XXIX),

(XXX) nimm (XXXI):
oY
(A) o H
N "
NH
R300 o H (B)
(CRR.)
Q
N
R‘l

(XKIT)
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OH
(Y sl
N "
NH
R300 H (B)

0 k"
R‘l
(XHHKI)

’
WM ero (papManeBTHUECKH MpUeMiIeMol colbio. IlepBhIii HA0Op 3HAUECHUI U
MPEANOYTUTEIBHBIX 3HAUEHU JJIs1 IEPEMEHHBIX B CTPYKTYPHBIX popmynax (XXII)-(XXXI)
SIBJISTFOTCS] TAKUMU, KaK OIPeJIeICHO B CIASAYIOIIUX ad3amax:
Kaxmoe u3 A u B He3aBucUMO mpeicTaBiseT coool rajgoreH, ruapokcu, C1-Céanku, Cl1-
Céramnoankui, Cl-Céankoxcu win C1-C6rajioajakokcu.

Kaxnpiit R* nezasucumo MpeACTABIISIET COOOM BOIOPO; GEHUIBHYIO TPYIIITY,
HeoOs13aTeIbHO 3aMEIIIEHHYIO OJHUM WM 00JIee 3aMEeCTUTENISIMU, BHIOPAHHBIMU U3 TPYIIIIHI,
Brittouaromieit rajored, C1-Céankui, amuno, Cl-Céankunamuao, C1-CoauaikuiaMuHo,
C1-C6ankokcu, HUTPO, maHo, ruapokcu, Cl-Céranoankokcu, C1-CoéankokcukapOoOHuI,
C1-Coanxunkapoonun u C1-Céramoankur, uid C1-C10anKuabHYO TpyHny, HeoOs3aTeIbHO
3aMEIEHHYIO OTHUM UJIU O0JIee 3aMECTUTEIISIMH, BRIOpAHHBIMU U3 TPYIIHI, BKITFOYAOIIICH
ranorex, amuHo, C1-Céankunamuno, C1-Comuankunamuto, C1-C6aakoKCcH, HUTPO, [IUaHO,
ruapokcu, Cl-Céranoankokcu, Cl1-Coankokcukapoonui, Cl-Céankunkapoonun u Cl1-

Céranoankun. [IpeanodyrurenasHo, R*" nesasucumo npenacrasisier coooit Bogopoa wim Cl-
C10aaKuIbHYIO TPYHITy, HE0Os3aTEeIbHO 3aMEIIEHHYIO OJHUM WM 00JIee 3aMECTUTEIISIMH,
BBIOPAHHBIMH U3 TPYIIITHI, BKITOUatoIiel rajoreH, amuao, C1-Coankuramuno, Cl-
Comunankunamuno, C1-Céankokcu, HUTpo, imaHo, ruapokcu, Cl1-Céranoankokcu, Cl-
Coéankokcukapoonui, C1-Céankunkapoonun u C1-Céranoankui. bosee npeanoyTurenbHo,

R® HesaBuCHMO npeactaisieT cooort Bogopoa uin C1-Cl0ankuiabHyTO TPYIIILY,
HeoOs13aTeIbHO 3aMEIIIEHHYIO OJHUM WM 00Jiee 3aMECTUTENISIMU, BBIOPAHHBIMU U3 TPYIIIIHI,
Brimrouaromett raoreH, C1-Céankokcu, C1-Coéranoakokcu U TUIPOKCH.

Kaxnoe k' HezaBucumo npeacrasisiet codoit 0, 1 wu 2.

Kaxnoe k" He3aBrucuMo TipeactaBiseT coooit 0, 1 umm 2.

Kaxnoe m' HezaBucumo npeacrasiset codoit 0, 1 wiu 2. [lpeanouyrurenbHo, Kaxaoe m'
MpeIcTaBIIsIeT cobolt 1.

Kasxkmoe n He3aBUCHMO TIpeIcTaBIIsIeT cooolt 1, 2, 3, 4, 5 umu 6. [IpearmouTuTenbHO, Kaxk10e
n B CTPYKTYpHBIX popmyiax (XXV) u (XXVI) He3aBUCHMO TIpeACTaBIseT coboi 1, 2, 3 umun
4, ¥ KaXxJ10€ n B CTPYKTYpHBIX hopmynax (XXII) nmm (XXIV) He3aBUCUMO TIPEJCTaBIISIET
coboii 2, 3, 4 unu 5.

Kaxnoe 13 3HaueHuit U1 MpeaIOYTUTENIbHBIX 3HAYEHUH 151 OCTAJIbHBIX MEPEMEHHBIX
cTpyKTYypHBIX hopmy (XXII)-(XXXI) HE3aBUCUMO SIBJISIETCS TAKUM, KaK OTIMCAHO BHIIIIE B
MepBOM Habope 3HaYeHUI JJIsI CTPYKTYpHOU hopmysl (I).

Bropoit Habop 3HaueHUN IS IEPEMEHHBIX B CTPYKTYPHBIX GopMmynax (XXII)-(XXXI)
MPEJICTABIIEH B CJIEYIONIUX a03anax:

Kaxnapii R*s CTPYKTYpHBIX (hopmyiax (XXII)-(XXVIII) He3aBUCMMO TIpeACTaBISET COOOM
amaTUYECKyIO WM apUITBHYIO TPYIIITY, KaXK/1asi He00sS3aTeIbHO 3aMeIeHa OTHUM WITH OoJtee
3aMECTUTENISIMU, OTIMCAHHBIMHU BBIILIE B IEPBOM HAOOPE 3HAUEHUI JIJ151 CTPYKTYPHOM (hOPMYJIbI

Crp.: 41



10

5

20

25

30

35

40

45

RU 2578947 C2

(D). IlpennmouTuTenbHO, KAXAbIA R*s CTPYKTYpHBIX popmyrax (XXII)-(XXVIII) nezaBucumo
MPEACTABIISIET COOON HEOOSA3aTEIbHO 3aMEILIEHHBIN apUIT WIIM HEOOS3aTeNIbHO 3aMEIIEHHYIO
HUBIIYIO apWIATKUIIbHYIO rpynity. [ IpuMepsl TOoaX0asIMX 3aMECTUTEIIEN SIBISIOTCA TAKUMU,
KaK OTIMCAHO B TIEPBOM HaOOpe 3HaYCHMI TSI CTPYKTYpHOU hopmysr (I).

Kaxnasiit R B cTpykTypHBIX hopmynax (XXIX)-(XXXI) He3aBUCUMO TIPECTABIISIET COOO
ApWIBHYIO CPYIIY, HEOOS3aTEIbHO 3aMELIEHHYIO OJTHUM UJIU 00JIee 3aMECTUTEIISIMH,
OIMCAaHHBIMHU BBIIIIE B IEPBOM HAOOpe 3HAUEHUM IS CTPYKTYpHOU popmyasl (I).

Kaxzsiit RO u RS B CTpYKTYpHBIX popmynax (XXII), (XXIII), (XV) u (XXIX) He3aBUCUMO
npeacrasiset coooit -H, -OH, ranoren, C1-Céankoxcurpyniy uian C1-CoaakuabHyIO Tpymmy.

st ctpyktypHoit popmynbl (XX VII) R’ npeacraisieT codomt -H nmm C1-Coankun,
npeanouTuTensHo -H.

Kaxxmoe u3 3HaueHMI U MPEITOYTUTETBLHBIX 3HaUeHU! 11 A, B, R30, k', k", mun
HE3aBUCUMO SIBJISIETCS] TAKUM, KaK OIMCAHO BBIILIE B IEPBOM HAOOPE 3HAUEHUI JJ151 TIEPEMEHHBIX
B CTPYKTYpHBIX popmyrax (XXII)-(XXXI). [1peamnouTurenbHo, KaXkI0€ n B CTPYKTYPHBIX
dbopmynax (XXV) u (XXVI) He3aBUCHMO TTpeIcTaBIsseT cobdoii 1, 2, 3 wim 4, 1 Kaxk10e n B
CcTpyKTypHBIX popmynax (XXIII) umm (XXIV) He3aBUCUMO MIpeaCTaBISIET OO0k 2, 3, 4 uiu
5.

Kaxxnoe u3 3HaueHuit U NPeAnOYTUTEIbHBIX 3HAUEHUI 7151 OCTAIIbHBIX IIEPEMEHHBIX
cTpyKTypHBIX hopmy (XXII)-(XXXI) HE3aBUCUMO SIBIISIETCSI TAKUM, KaK OIMMCAHO BBIIIIE B
MepBOM Habope 3HaYeHUI JJIsI CTPYKTYpHOU hopmytsl (I).

TpeTuit HaOOp 3HAYCHUI JJIs IEPEMEHHBIX B CTPYKTYPHBIX hopmymax (XXII)-(XXXI)
MPEACTABIIEH B CIEAYIOIIMX ab3auax:

Kaxnpii R*s CTPYKTYpHBIX (hopmyiax (XXII)-(XXVIII) He3aBUCMMO TIpeACTaBISET COOOM
HE00s3aTENbHO 3aMEILIEHHbBINA apUI UJIM HEOOSI3aTEIbHO 3aMEIICHHYIO HU3LIYIO
APWIATKWIbHYIO rpynity. [IpuMepsl NoaXoasimx 3aMeCTUTEIIEN ABISIOTCS TAKUMU, KaK

OTIMCAHO B MEPBOM Habope 3HaueHMI 11 CTpYKTypHOU popmysl (1). Kaxxasrii R*B
CTPYKTYPHBIX popMmyriax (XXIX)-(XXXI) He3aBUCUMO ITPEICTABIISIET COOOH apUITBHYIO TPYIIITY,
HEO0s13aTeIbHO 3aMELIEHHYIO OHUM WIIU 00JIee 3aMECTUTENSIMU, OITMCAHHBIMU BBIIIIE B IEPBOM
HaOope 3HauUeHUM 1151 CTpyKTypHOU hopmyibl (I).

Kaxzpiit R u R® aiis CTPYKTYpHBIX popmya (XXII), (XXIII), (XXV) u (XXIX) He3aBUCUMO
npencrasisieT coooit -H, -OH, ranoren, HU311y0 alTKOKCUTPYIILY WM HU3LIYIO AJIKWIBHYIO

CpyIILy.
Jist ctpyktypHOoit popmynsl (XX VIII) R’ npeacTaBisieT cooort -H.
Q B cTpyktypHOii hopmye (XXII) mpencrasinser coboti -O-, -S-, -C(0)-, -C(S)-, NR’(CO)-
i -C(O)NR -,

Kaxxmoe u3 3HaYeHMI U ITPEITOYTUTETLHBIX 3HaUeHU! 11 A, B, R30, k', k", mun
HE3aBUCUMO SIBJISIETCS] TAKUM, KaK OIMCAHO BBIIIIE B IEPBOM HAOOPE 3HAUEHUIA JJ1sI TEPEMEHHBIX
B CTPpYKTYpHBIX popmynax (XXID)-(XXXI). [TpeamnodTurensHo, KaKI0€ N B CTPYKTYPHBIX
dbopmynax (XXV) u (XXVI) He3aBUCUMO TIpeIcTaBisIeT coboit 1, 2, 3 unu 4, 1 Kaxx10e n B
CTpYKTYypHBIX popmynax (XXIII) umm (XXIV) He3aBUCUMO IIPEACTABIISIET CO00M 2, 3, 4 uiu
5.

Kaxxnoe U3 3HaueHui U NpeanoYTUTEIbHBIX 3HAUEHUI 7151 OCTAIbHBIX IEPEMEHHBIX
CcTpyKTYpHBIX hopmy (XXII)-(XXXI) HE3aBUCHMO SIBJISIETCS TAKUM, KaK OTIMCAHO BHIIIIE B
MepBOM Habope 3HaYeHUI AJIsI CTPYKTYpHOU hopmytsl (I).

UeTBepThlit HAOOP 3HAUEHUI 17151 IEPEMEHHBIX B CTPYKTYPHBIX hopmyrax (XXII)-(XXXI)
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MPEeICTABIICH B CIICAYIOIUX a03anax:

Kasxpii RY B CTPpYKTYpHBIX popmymax (XXII)-(XXVIII) He3aBUCUMO BBIOpaH U3 TPYIIITHI,
BKJIIOYAIOIIEH:

5 5
_(CHZJX (CH,) @ (CH,) D — (CH,) x@ ,
0
—en ey, ey~ fr), —em
o / Nt/

o

- ) ]
—(CH,) J , — (CH,), , —ICH;), N/ ,
)
— (CH, ), ©
—(CH,} o\\ , z P , —(CH,), S />
— N
S H N

H
0 M 5 ~ e,

— (CH,) , v/ e, o — (e fw oy Gt Ty :
Nt/ N N

i Rty T
— (CH,) z1 |, —(CH,), Z3 u — (CH,J), Z5 |,
N/ A P

II€ KaXIbIM X HE3aBUCUMO MpeAcTaBiseT coodoi 0 umu 1, u kaxaoe u3 kouen A-Z5
HeoOs3aTeJIbHO U HE3aBUCUMO 3aMEIIEHO.

Kaskmoiit RY B cTpyKTypHBIX hopmymax (XXIX)-(XXXI) He3aBUCUMO BBIOpAH U3 TPYIIIIHI,
BKJIIOYAIOLIEH:

SN S S NN N S o,
N J@/M Z o o> 7 N
N 0 o
;:@@ﬂﬁ‘>
5 Mg N N
H
H
o - 5.
U, \,—ﬁw N, X
J@[\/) @N N/’ N N P
= =y
Z3 U 25 .
el

1€ KaXXJJ0€ U3 KOJICI] A-7Z5 HEoOs3aTEeIIbHO Y HE3aBUCUMO 3aMCIICHO. Hpe,Z[HO‘-ITI/ITCJ'II)HO,

Kkaskpii R B CTPYKTYpHBIX popmynax (XXII)-(XXXI) He3aBUCUMO SIBIISIETCS
MOHOIMKIIUYECKUM.
ITpuMepsI MOAXOAAIIMX 3aMECTUTENIEN TS KoJiel A-Z5 ABISAIOTCA TAKUMU, KAK OIIMCAHO
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B epBOM Habope 3HaAYCHUI IS CTPYKTYpHOM popmysr (I).
[TpennmouturensHO, B CTPYKTYpHBIX hopmymax (XXIX)-(XXXI), kaxxgoe u3 komuen A-Z5
HEo053aTeNIbHO U HE3aBUCHMO 3aMEIIIEHO OJTHUM UIK O0JIee 3aMECTUTENSIMU, BBIOPAHHBIMU

u3 Ar® n Ar’-Ar’, re sHaueHus u MPEANOYTUTEIIFHBIC 3HAUCHUS Ar® SBIISIOTCS TAKMMH, KaK
OIMCAHO BBIIIIE JIJIs IEPBOTO HAOOpa 3HAUEHUI 1Sl CTPYKTYpHOU hopmyrsl (I).

[TpenmoururenbHO, Ar’ MPEACTABIISIET COOOM apUIILHYIO TPYINTY, KaXk1ash Heo0s3aTeIbHO
3aMelleHa OHUM WM O0Jiee 3aMECTUTEIISIMU, BBIOPAHHBIMM U3 TPYIIIIbI, BKIIOUAIOMIEH
raniored, C1-Cl0ankui, C1-ClOranoankun, rugpokcu, C1-Cl0ankokcu, HUTpo, iuaHo, Cl1-
Cl0ankokcukapbonun, C1-Cl0ankunkapoonui, C1-ClOranoankokcu, amuao, C1-C10

ankuinamuHo u C1-Cl0auankuiaMuto. boiiee npeanoYTuTenbHO, Ar MPeJICTABIISIET COOOM
apWJIbHYIO TPYIITY, KaXaas HeoOs3aTelIbHO 3aMellleHa OJTHUM UM OoJjiee 3aMEeCTUTEIISIMM,
BBIOpaHHBIMM M3 TPYIIIILI, BKITFoUaroltei rajnorex, C1-C4anku, C1-C4ranoaakuil, THAPOKCH,
C1-C4ankokcu, HuTpo, nuano, Cl-Cdankoxcukapobonun, Cl1-Cdankunkapoonui, Cl-
Cdranoankokcu, amuto, Cl-C4anxunramuno u C1-C4auankuiiaMuHoO.

Kaxnoe 3 3HaueHuit U NpearoOYTUTENIbHbIX 3HAYEHUMN 15 R’ , R6, R7, R30, Q. k', k",m'nu
N HE3aBUCUMO SIBJISIETCS] TAKUM, KaK OINKCAHO BBIIIIE B TPETheM HAOOpe 3HAUCHUM IS
MEPEMEHHBIX B CTPYKTYpHBIX hopmyrax (XXII)-(XXXII). [IpeanouturenbHo, Kaxa0e n B
CTPYKTYpHBIX popMmynax (XXV) u (XXVI) HezaBucuMo 1ipeacTasiseT cobdoit 1, 2, 3 unu 4, u
Kaxoe n B cTpyKTypHbIX popmynax (XXIII) umm (XXIV) He3aBUCUMO MPEACTABISET COOOI
2,3, 4wm 5.

Kaxxnoe U3 3HaueHui U NpeanoYTUTEIbHBIX 3HAUEHUI 7151 OCTAIbHBIX IEPEMEHHBIX
cTpyKTYypHBIX hopmy (XXII)-(XXXI) He3aBUCUMO SIBIISIETCS TAKUM, KaK OITMCAHO BBIIIIE B
MepBOM HaOOpe 3HaAYCHUI J1sI CTPYKTYpHOU hopmytsl (I).

[TsThIit HAOOP 3HAYEHUIT UTS IEPEMEHHBIX B CTPYKTYPHBIX popmymax (XXII)-(XXXI)
MPEACTABIIEH B CIEAYIOIIMX ab3anax:

Kaxzpiit R* B cTpyKTypHBIX popmynax (XXII)-(XXVIII) HezaBucHMO IpeCTaBISET COOOi

— (CH,) ,rae x npeacrasiset coooit 0 mmm 1. Kaxxaprit R*B CTPYKTYPHBIX (hopMymax

(XXIX)-(XXXI) HE3aBUCUMO MpEACTaBIsIeT COOOM a .

Kaxxmoe xombio A sBIsieTcst HeoOs13aTeIbHO 3aMeIeHHbIM. [IpuMepbl moaxoasimx
3aMeCTUTeNel JIsl Kosel A sIBJITIOTCS TAKUMM, KaK OIIMCAHO B IEPBOM HAOOpe 3HAYCHMIA JTIs1
cTpykrypHoi hopmysl (I). [TpenmoururenbHO, KOO A HE0OS3aTEIBHO 3aMEIIEHO OTHUM
WM O0JIee 3aMECTUTEISIMU, BBIOPAHHBIMU U3 TPYIIIHI, BKIIOYAIOIIEH rajoreH, IMaHo, aMUHO,

HUTPO, Ar3, C1-Cé6ankun, Cl1-Céranoankui, C1-Céankoxcu, ruapokcu u C1-Céraioaakokcu.
Ar mipeicTaBIIsSIeT COOOM apUITBbHYIO TPYIIITY, KaXK1as Heo0s3aTeIbHO 3aMeleHa OJHUM
uiM 0oJiee 3aMeCTUTEIISIMHU, BEBIOpaHHBIMM W3 TPYIIIBI, BKItoYaroliei ranored, C1-C4anku,
C1-C4ranoankun, ruapokcu, C1-C4ankokcu, HUTpo, uuano, Cl-Cdankokcukapoonui, Cl-
Cdanxunkap6onun, Cl1-C4ranoankokcu, amuHo, C1-Cdankumamuno u C1-C4auaakuiaMuHoO.

Kaxxnoe 13 3HaYeHUI ¥ TPEANIOUTUTENIbHBIX 3HAYeHUM 17151 A, B, R’ , R6, R7, R30, Q, k' k",
m' ¥ n HE3aBUCUMO SIBJISIETCS TAKKMM, KaK OTTMCAHO BBIIIIE B YeTBEPTOM HAOOpe 3HAUCHUM TS
MEPEMEHHBIX B CTPYKTYPHBIX opmyiax (XXII)-(XXXI).

Kaxnoe U3 3HaueHuil U NPeANOYTUTEIbHBIX 3HAYEHUH 151 OCTAJIbHBIX MEPEMEHHBIX
cTpyKTYypHBIX popmyn (XXII)-(XXXI) He3aBUCHMO SIBIISIETCS TAaKUM, KaK OIMCAHO BHIIIE B
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IIepBOM HaOOpe 3HAUCHMI I CTPYKTypHOM hopmyibl (I).

[IlecToit HaOOp 3HAUEHUH 11 IEPEMEHHBIX, OTIIMYHBIX OT A, B, k', k" nm', B CTpyKTypHBIX
dhopmynax (XXII)-(XXXI) sBisieTcs TaKuM, KaK OIPeaeIeHO B IEPBOM HaOope, BTOPOM
Habope, TpeTheM HAOOPe, YeTBEPTOM HAOOpeE, IATOM Habope, IeCTOM HabOope WU CEIbMOM
HaOope 3HAUeHMUI IS IEPEMEHHBIX JIJI CTPYKTYypHOU hopmyibl (I), U Kaxgoe U3 3HaueHUM
Y IPEANIOUTUTENIBPHBIX 3HaUeHU 171 A, B, k', k" 1 m' He3aBUCUMO SIBJISIETCS TAKUM, KaK
OITMCAHO BBIIIE B IEPBOM HAOOPE 3HAUCHUH JIJIsI IEPEMEHHBIX B CTPYKTYPHBIX (popMyITax
(XXID)-(XXXI).

B BocbMOM BapuaHTe OCYIIECTBIICHUS COSIMHEHUE TAHHOTO U300 PETEHUS TIPEICTABICHO
cTpykTypHOU hopmyron (XXXII) umu (XXXIII):

OH

(B) o H
N '
NH
R3O0 H (B)
O ]{"
O—(cH,), —R®
(XKKEIT)
r
nin
OH
(A n H
N i
NH
R300) H (B) .

NH-~ (CH,) ,—RS

(XXKIII)

r

WM ero (papManeBTUUeCKH IMpuemiieMol colbio. [lepBriit HAaOOp 3HAUEHUM U
MPENOYTUTENTbHBIX 3HAUEHHUH JIJ151 IEPEMEHHBIX B CTPYKTYPHBIX (hopmymax (XX XII)-(XXXIII)
SIBJISICTCS] TAKMMU, KaK OTPEe/IeJICHO B CAEAYIONIUX ab3amax:

Kaxaeiii u3 A u B He3aBrcUMO mpeacTaBiseT coOoi raoreH, ruapokcu, C1-Céanku,
Cl-Céranoankui, Cl-Céankoxkcu wiu C1-C6raioaikokcu.

Kaxnwrit R*" nesaBucnmo MpeACTaBIISIET COOOM BOAOPOA; GEeHUIBHYIO TPYIIILY,
HeoOs13aTeIbHO 3aMEIIEHHYIO OJTHUM WM 00Jiee 3aMEeCTUTENISIMU, BHIOPAHHBIMU U3 TPYIIIHI,
BrIrtouaromeit rajgored, C1-Céankui, amuno, Cl-Céankunamuao, C1-CoauaitkuiaMuHoO,
C1-Cé6ankokcu, HUTpO, muaHo, ruapokcu, Cl-Céranoankokcu, C1-C6 aTkoOKCUKapOOHUIT,
C1-Coankunkapoonun u Cl1-Céramoanku; uid C1-C10anKkuabHy0 Tpynny, HeoOs13aTeIbHO
3aMEIIEHHYIO OTHUM UK O0Jiee 3aMEeCTUTEIISIMU, BRIOpAaHHBIMU U3 TPYIIIIBI, BKIIFOYAFOIIICH
rasioreH, amuHo, C1-Céankunamuuo, C1-Coauankuinamuuo, C1-C6ankokcu, HUTPO, MUaHoO,
runpoxcu, Cl-Céranoankokcu, Cl1-Coankoxcukapoonun, Cl1-Coankunkapoonun u Cl1-

Coéranoankui. [IpeanoyturenabHo, R nesasucumo npeacTasisieT coboit Bogopo uim Cl-
C10ankuiabHYIO TPYIy, HeoOsI3aTeIbHO 3aMEIIEHHYIO OHUM WM 00JIee 3aMECTUTEIISIMU,
BBIOpPAHHBIMU U3 TPYIIIIBI, BKIIFOYaroOleH rajoreH, amuHo, C1-Coéankunamuno, Cl1-
Coauankunamuto, C1-C6ankokcu, HUTPO, iMaHo, ruapokcu, C1-Céranoankokcu, Cl-
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Coankoxcukapbonui, C1-Céankunkapoonui u C1-Céranoankuir. bosee npeamnoyTureabHo,

R*° Hesasucumo npeacrasisieT coooit Bogopoa uinn C1-C10ankuabHyo Tpynimy,
HeoOs3aTeIbHO 3aMEIIEHHYIO OJHUM WM 00JIee 3aMEeCTUTEIISIMU, BRIOPAHHBIMU U3 TPYIIIIHI,
BKJItOyaromel rajgoreH, Cl1-Coankokcu, C1-Coranoaakokcu U TUIPOKCH.

Kaxnoe k' HezaBucumo mpeacTasiaseT codoii 0, 1 v 2.

Kaxnoe k" HezaBucumo npeacrasiisieT coooit 0, 1 vmm 2.

Kaxxnoe m' HezaBucumo npeactasiset codoii 0, 1 vmu 2.

Kaxnpiit q He3aBUcMMO nipencraisieT coooni 0, 1,2, 3, 4, 5 unu 6.

Kax s R® Hezasrcnmo npeacTaBiisieT cooor -H unum HeoOs13aTenbHO 3aMelIeHHbIN apuil,
WK HEOOs3aTEIbHO 3aMEIIIEHHYIO HUBIIIYIO aJIKWITBHYIO TpyIny. [IpuMepbl moaxoasimmx
3aMECTUTEIICH SIBJISIOTCS TAKUMU, KaK OTTMCAHO JIJIsl IEPBOTO HAOopa 3HAUEHUM 151

cTpykTypHOi hopmydsl (I). [TpeamouTuTenbHO, KaXablid R® nesaBucnmo BBIOpAH U3 TPYIIIHI,
BKJTIOUATOLIICH:

U R R WO, X s s
/ N G/N W A \ M. _—= N/

i, M
%3 U %5 .
=N =

Kaxmoe u3 koien A-Z5 HeoOs13aTeTbHO U He3aBUCUMO 3ameltieHo. [Ipumepsl moaxoasimx
samectureneit wis R siBistiores Takumuy, kak MIPE/ICTABIICHO BbIIIE B IEPBOM HAOOPE 3HAUCHUIA

IS R*s crpyktypHolt popmyie (I). boiee mpeanoyTuTeTbHO, KaXKAbIN R®

HE3aBUCUMO IPEJCTABIISIET COOOM a rpymmy. AJTbTepHATUBHO, KaXIbIi R®

HE3aBUCUMO IPEICTABIISIET COOOM apUIBHYIO T'PYIIITY, 3aMEIIEHHYIO Ar’, TaKyIo Kak (peHUIbHAS

rpynIa, 3aMenieHHas Ar’, rjie 3HaUeHUs 1 MPEANOUYTUTEIbHBIEC 3HAYEHUS Ar® sBIISIOTCS
TaKUMHU, KaK OMKUCAHO BBIIIE B CTPYKTYpHOU hopmyite ().

Kaxnoe U3 3HaueHuit U MpeanoYTUTEIbHBIX 3HAUSHUI JJI51 OCTAIbHBIX IEPEMEHHBIX
CcTPYKTYpHBIX popmyit (XX XII)-(XXXIIT) He3aBUCUMO SBIISIOTCS TAKUMH, KaK OTIMCAHO BHIIE
B MIEPBOM HaOOpe 3HAYCHUH [1JIs1 CTPYKTYpHOI (hopmyisl ().

B onHOM mpeanodYTUTeIbHOM BapUaHTE OCYIIECTBIIEHUS KaX10€ K' B CTPYKTYPHBIX
dhopmynax (XXI)-(XXXIII) HezaBucuMo mpejacrapiseT cooort O uiau 1. [TpeanoyturenbHo,
korma k' mpezacraBisieT co0ol 1, KakapIi A HE3aBUCHMO pa3MeIlleH B MeTa-TOJIOKEHUN
(heHWITBLHOTO KOJIbLIA.

B npyrom npearouTuTesIbHOM BapUaHTE OCYLIECTBIIEHUS Kaxaoe k"' B CTPyKTypHBIX
dhopmymax (XXI)-(XXXIII) He3aBUCMMO TpeAcTaBiisgeT coooit O uu 1, 6osee mpeanoYTUTEIbHO
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B emie o1HOM MPEANOYTUTEIILHOM BAPUAHTE OCYIIECTBIIEHUS KAX/I0€ M' B CTPYKTYPHBIX
dhopmynax (XXI)-(XXXIII) He3aBUCUMO MPECTABIISET COOOM 1.

B emie o1HOM NPEANIOUYTUTEIIBHOM BAPUAHTE OCYIIECTBIIEHUS KAXI0€ K' B CTPYKTYPHBIX
dhopmynax (XXI)-(XXXIII) vezaBucuMo npeacrapisieT cooort 0 umm 1; u kaxmgoe k" B
cTpyKTypHBIX hopmyrax (XXI)-(XXXIII) nezaBucumo npeacrasiser codout 0 unu 1, 6oee
IIPEANIOYTUTEIBHO 1.

B emie oqHOM MpeANIOYTUTEIHBHOM BapUAHTE OCYIIIECTBIIEHUSI B CTPYKTYPHBIX (hopMysiax
(XXI)-(XXXIII):

KaKJIbIi R nesasucumo npeacTasisieT coboit Bogopoa uin C1-C6 ankuiabHYO TPYIy,
HeoOs13aTeIbHO 3aMEILIEHHYIO OJJHUM WM 00Jiee 3aMECTUTEISIMU, BBIOPAHHBIMU U3 TPYIIIHI,
BKJIIoyaroleit rajtored, amuao, C1-C3ankunamuno, C1-C3auankunamuao, C1-C3ankokcu,
HUTPO, MaHo, ruapokcH, C1-C3ramoankokcu, C1-C3ankokcukapoonun u Cl1-
C3ankunkapOoHUIT;

Kaxoe k' B cTpyKTypHBIX hopmymax (XXI)-(XXXIV) He3aBUCUMO TIpeCTaBIIsIeT OO0
0w 1; mpeamoyTuTenbHO, Koraa k' mpeacrapiser coboi 1, Kakasiii A HE3aBUCUMO
pAcCIoI0kKeH B META-TOJIOKEHUH (DEHUITBHOTO KOJIbLA; U

kaxnaoe k" B cTpykTypHbIX popmyinax (XXI)-(XXXIV) He3aBUCMMO MPEACTABISET COOOI
0 wu 1, mpeanouTuresbHo 1.

B erie o1HOM MPEeAMOYTUTEILHOM BapyUaHTE OCYIIECTBICHUS B CTPYKTYPHBIX (hopMyIax
(XXI)-(XXXIII):

KaXKIObIN -OR>? gezaBucumo npeacrasiseT coooit -OH umm -O-C1-Coéankui, HeoOsI3aTeIIbHO
3aMEIIEHHBIN OJTHUM WM 00Jiee 3aMECTUTEIISIMU, BBIOPAHHBIMU U3 TPYMIIbI, BKIIOUAIOIICH
ranoreH, C1-C3 C1-C3ankoxkcu, ruapokcu U C1-C3ranoankokcu;

kaxnaoe k' B ctpyktypHbIx Gpopmynax (XXI)-(XXXIII) He3aBUCMMO MPEACTABISET COOOI
0 umu 1; mpeano4TuTeIbHO, Koraa k' mpeacrasiser coboit 1, Kaxaslii A He3aBUCUMO
PACIIONIOKEH B META-TTOJIOKEHUH (DEHUTTBHOTO KOJIbIIA; U

kaxmaoe k" B cTpykTypHbIX popmyiax (XXI)-(XXXIII) HezaBUCHMO TpeaCcTaBIIsieT coOom
0 wu 1, mpeanouTUTenbHO 1.

B onHOM Gosiee mpeanoYTUTEIbHOM BapUaHTE OCYIIIECTBIICHUSI COEUMHEHUE TAaHHOTO
300 peTeHUs MPEICTABICHO CTPYKTYpHOU popmyior (XVIA) umu (XVIB):

OH
© N
@j@ﬁj -
C)

o (HC)—0Q —R4 (XVIA),
OH
)]
|
1<er @
0 et
(CH,) R4 (XVIB),

WM ero (papManeBTUUECKH TPUEMIIEMOM COMTbIo, rae: Q nmpeacraisieT codoti -0O-, -C(0)-
unu -NH, B yactHoCTH, -O- unu -C(O)-; KaXIbId r U s HE3aBUCUMO TPEJICTABIISIET COO0M 1, 2,

3 wu 4; Ka)X10€ n HE3aBUCUMO TIpeICTaBIIsIeT coboit 1, 2, 3,4, 5 wiu 6; u R* umeer 3HaueHus
Y IPEANIOUTUTENIbHbIE 3HAUEHHS, TIPE/ICTABIICHHBIE BBIIIE B IEPBOM HAOOpe 3HAUCHUM TS
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cTpykTypHOI hopmyisl (I).
B npyrom 6osee npeanoYTUTEIbHOM BApPUAHTE OCYILLIECTBIIEHUSI COEIMHEHUE TAHHOTO
300 peTeHus MPeACTaBIeHO CTPYKTYpHOU popmyor (XVIC) unu (XVID):

OH
5 o
[@@ﬁ?@s
° o= ®
C) Q R4

(H,C) —
0 (XVIC),

OH
J
|
) [ <]Orm\ Q
iJ H
(CH. ) R4 (XVID),

WK ero (papManeBTUUECKH ITPUEMIIEMOM COJIBIO, TIIE:

Q npexacrasiset coboit -O-, -C(O)- wmm -NH, B yactHOCTH, -O- niu -C(0)-;
KQX/]IbIN I U S HE3aBUCUMO IIPEJICTABIISIET coOoM 1, 2, 3 unm 4;

Ka’)kJ10€ N HE3aBUCUMO IPEICTaBIISIET cooolt 1, 2, 3, 4, 5 unu 6;

n

20

R* umeer sHauenus u MPENOUYTUTEIbHbIE 3HAUCHUSI, IPEICTABIICHHBIE BbIIIE B IEPBOM
HaOope 3HaueHul 11 CTpyKTypHO# hopmyisl (1); u
B nipeacraBnser codoit ranoreH, ruapokcu, C1-Coankun, C1-Céramoankun, C1-CoankokcH
,5  mn Cl-Céranoankoxcu. Ilpeanoururensno, B npencrasiser co60i rajaoreH, TMAPOKCH,
C1-CS5ankokcu unu C1-CSranoalkokcu.
B npyrom 60see npeAnoYTUTEIbHOM BApUAHTE OCYIIECTBIICHUS COEIMHEHUE JAHHOTO
U300 peTEeHUs MPEICTABICHO CTPYKTYpHOU popmyaoi (XVII), (XVIII), (XIX) umm (XIX):

oH
30 0
"
. NH
Oﬁ;L“(CH

35
(XVIT),

OH

O

"

O

HH
(H

2C)

45 (XVIII),
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0H
0
O
OO
0
O?J\ (CH,) n

XIX,

0H
0
I
NH
° Y
O NH-LCHy)
HE A
WK ero (papManeBTUUECKH ITPUEMIIEMOM COJIBIO, Tie (PEeHMITBHOE KOIBIO A SBIISIETCS
HeoOs13aTeIbHO 3aMEIIIEHHBIM; KaXK/10€ n MpeIcTaBiIsieT cooot 1, 2, 3,4, 5 unu 6; u k
npeactaBisieT coooi 0, 1 wiaum 2. 3HaueHUs U MPEANOYTUTEIbHbIC 3HAYCHHS TTOIXOISAIINX
3aMecTuTeNnel GEeHUIHLHOTO KOIbla A SIBIISIIOTCS TAKUMM, KaK OMKMCAHO BBIIIIE B IEPBOM

HaOope 3HaUeHMI 11 CTPYKTypHOM hopmyisl (I).
Bo Bcex BapuaHTax OCYyIIECTBJICHUS, OTIMCAHHBIX BBIIIIE [IJIs1 CTPYKTYPHBIX (hopmyi (XXI)

-(XXXII) u (XVIC)-(XVID), rerepOMKINYECKOE KOO, IPEICTABIICHHOE N ,

H (B) oo

MOJKET OBITh 3aMEIIEHO COCTMHEHHBIM IeTePOIUKIMYECKUM KOJIBIIOM, CoIepKaIuMm 5-12

KOJIBIIEBBIX aTOMOB YIJIepo/ia U 1 WM 2 aToMOB a30Ta. JlaHHOe n300peTeHre TaK)Ke BKII0UAET

COEIMHEHUS, TIpeACTaBIIeHHbIE CTPYKTYpHBIMH (hopMymamu (XXI)-(XXXII) u (XVIC)-(XVID),
H

IIPHU UX 3aMCIICHHUHU COCAMHCHHBIM N I'CTCPOUUKIIMNYCCKHUM KOJIBIIOM,

H (B
coaepxarum 5-12 yriaepoIHbIX aTOMOB KOJIbIa U 1 Ui 2 aToMa a30Ta. 3HaUYCHMS, BKITFOUYast
IIPEAIIOYTUTEIIbHBIE 3HAUYECHMS, IS [IEPEMEHHBIX, OTIIMYHBIX OT B, k" 1 m', B CTpyKTypHBIX
dhopmynax (XXI)-(XXXIII) u (XVIC)-(XVID) aBisitoTcsl TAKUMM, KaK OINPE/IeTIEHO BBIIIIE 11O
OTHOIICHUIO K CTPYKTYPHBIM (hopmytaM (XXI)-(XXXIII) u (XVIC)-(XVID).

ITogoOHBIM 06pa3oM, BO BCeX BapUaHTaX OCYIIECTBIICHUS, OTMCAHHBIX BBIIIE JJIs
cTpyKTypHBIX popmy (I)-(XX), HeapoMaTUIECKOE TETEPOIMKIINYECKOE KOJIbIIO,

MIPENCTABIIEHHOE -NR2R3, MOXET OBITh COEIMHEHHBIM T€TEPOIUKINIECKUM KOJIBLIOM,
coJiepKalmm 5-12 KOJIbLEBBIX aTOMOB yrjepoaa u 1 uim 2 aroma a3ora.
[Tpumepsl COETMHEHHOTO TETEPOLMKIMYECKOT O KOJIbIA, COJAEPKALIETO 5-12 KOJIBLUEBBIX
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aTOMOB yrjepoaa v 1 uiay 2 atoma a30Ta, BKIIOYAOT Lb EN - EN

ATOMBI yriiepo/ia COeMHEHHOTO OUIMKIIMYECKOTO KOJIbIIa MOTYT OBITh HEOOSI3aTEIIbHO
3aMEIIEeHbI OJTHUM WK 00Jiee 3aMEeCTUTEIISIMU, BBIOPAHHBIMU U3 TPYIIIBI, BKIIOUAIOIICH
rajyiore, yuano, Hutpo, -OH, -SH, -O(C1-Cé6ankun), -S(C1-Céankun), -O(C1-Céranoanku),
-S(C1-Céranoankun), C1-Céankun, Cl1-Céranoankui, amuao, Cl1-Céankumamuno u Cl-
CoauankuiaMUHO. AJTbTEpHATUBHO, ATOMBI YIJIEPO/1a COSAMHEHHOT O OUIMKIIMIECKOTO KOIbIIA
MOTYT OBITh HEOOS3aTEITPHO 3aMEIIEHHBIMU OTHUM WJTH 00JIee 3aMECTUTEIISIMU, BEIOpAHHBIMU
U3 TPYIIIBL, BKIoYarolei rajgoreH, -OH, -O(C1-C6ankur) u -O(C1-Céramoankuit). ATOMBI
yIJIepo/ia COeIMHEHHOTO OUIMKIIMYECKOTO KOJIbla MOTYT OBITh HEOOS3aTEIbHO 3aMEILIECHbI
OJIHUM WJIM OoJiee 3aMECTUTENSIMM, BBIOpAHHBIMU U3 TPyIIIbl, BKIodaromied C1-Coankun u
(heHUII1, ATTKMIT SIBJISICTCS HEOOSI3aTEIbHO 3aMEIIEHHBIM T'aJIOreHOM, IInaHo, HUTpo, -OH, -SH,
-O(C1-Céankunom), -S(C1-Coankuiiom), -O(C1-CéranoaaxuiioM), -S(C1-Coéramoaakuiiom),
dhenuniom, amuno, C1-CéankunamuaoM u C1-CoauankuIaMUuHOM, U (DEHUIT SIBIISIETCS
HeoOs13aTeIbHO 3aMEIEHHBIM TaJIOT€HOM, [IMaHo, HUTpo, -OH, -SH, -O(C1-Cé6ankuiom), -S
(C1-CoéanxuioM), -O(C1-CéramoankmioM), -S(C1-Céramoankmiom), C1-Coéanxuiom, Cl-
Coranoankunom, amuHo, C1-Céankunamuno u C1-CoauankuiaMuHo. AJTbTepHaTUBHO,
ATOMBI a30Ta COCIMHEHHOTO OMIMKIIMUECKOT0 KOJIbIAa MOTYT OBITh HEOOSI3aTEILHO 3aMEIIICHbI
C1-C6ankunoM, KOTOPBIN HeoOs3aTeIbHO 3aMelieH rajorenom, -OH, -O(C1-Céankunom)
u -O(C1-Céranoaikuiom).

B npyrom BapuaHTe OCYIIECTBICHUS COSAMHEHUE TAHHOTO U300pEeTeHMS ITPEACTaBICHO
CTPYKTYpHOU (hopmyiol, BeIOpanHoM U3 cTpyKTypHBIX popmyit (I)-(VIID) u (XI)-(XV), roe
3HAYEHMS, BKITIOUAs MPEANOYTUTEIbHBIC 3HAUEHUS, IEPEMEHHBIX B CTPYKTYPHBIX (hOpMYyJIax,

OTJIMYHBIX OT R3 0, R31 " R3 2, IS 3aMECTUTEIICH Rl HE3aBHUCUMO SIBIISIIOTCS TAKMMH, KaK
OIPEJICIIEHO B KAXKIOM BAPUAHTE OCYILECTBJIEHUS, OTTMCAHHOM BbILIE JJISI CTPYKTYPHBIX

dbopmyn (I)-(VII) u (XI)-(XV). B 3ToM BapuaHTe OCYIIECTBICHUS KA IbIi R nesaBucumo
MIpEACTABIISIET COOOI: 1) BOTOPOI; ii) apUIIBHYIO TPYIIITY, HEOO0S3aTEIbHO 3aMEIICHHYIO OJTHUM
WM 00JIee 3aMECTUTEIISIMU, BBIOPAHHBIMU U3 TPYTIITHI, BKITFOYAFOIIIEH rajloreH, aJIKWI, aMUHO,
AJIKMITAMUHO, TUAJIKUIIAMUHO, aJIKOKCH, HUTPO, IIMAHO, THIPOKCH, TAJIOATKOKCH,
AJIKOKCUKAPOOHUIT, aJIKMIIKApOOHWII M TAJIOAJTKHIT; UJIM 1i1) aJIKMIIBHYIO TPYIITY, HE00S3aTEIIbHO
3aMEIEHHYIO OTHUM UJTU O0JIee 3aMECTUTEIISIMH, BRIOpAHHBIMU U3 TPYIIIIHI, BKITFOYAFOIIICH
rajioreH, aMMHO, HUTPO, UUAHO, TUIPOKCH, peHWT, HeHUIaMUHO, TU(EHUTAMUHO, aPUITOKCH,
OeH3ou1, PeHOKCUKapOOHWIT, AIKUIIAMUHO, TUATKUIIAMUHO, aJIKOKCH, aJTKOKCUKAPOOHUII U

ankuiakapoonun. Kax bt R3! HesaBucnmo MIpeJICTaBIIsSIeT COOOM R30, —COZR30, —SOzR3 0y

—C(O)R3 0; WIIH —N(R31), B3STBII BMECTE, IIPEACTaBIsIeT coO0M He0OA3aTeIbHO 3aMEIIICHHYO

HEapOMaTUYECKYIO TETEPOUUKIINIECKYO TpyImTy. Kaxbii R*? Hesasncumo MPEACTaBIISICT
co0oM: 1) apUIIBHYIO TPYIITY, HE00A3aTEIIbHO 3aMEILICHHYIO OHUM WIIA OO0JIee 3aMECTUTEIISIMH,
BBIOpaHHBIMM U3 TPYIIIIBI, BKITFOUAFOIIIEH rajIoTeH, aJIKWJI, AMUHO, AJIKMJIAMUHO, TUATTKUIIAMUHO,
AJIKOKCH, HUTPO, IMAHO, TUIPOKCH, TAIIOAIKOKCH, aJIKMJIKAPOOHWIT, ¥ TAJI0ATKOKCH, U
rajoankui; uin M) ankuinbHyIo Tpymniy, HeoOs3aTeIbHO 3aMEIEHHYIO OJHUM WA OoJtee
3aMECTUTENISIMH, BRIOPAHHBIMU U3 TPYIIIHI, BKIIOUAOIIeH TaIOTeH, aMMHO, HUTPO, UAHO,
ruapoxcH, penus, peHntaMmuHo, TudeHUIaMUHE, APUIIOKCH, OeH30MIT, (PeHOKCUKAPOOHMUIT,
aJIKMITAMUHO, TUAJIKUIIAMUHO, AJTKOKCH, aJIKOKCUKapOOHWIT U alTkuiakapOoHui. Kax bt u3
dhenuna, peHmraMuHa, TMpEHUIAMUHA, apUIIOKCH, OeH30MITa, (PeHOKCUKapOOHMIA TS
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3aMECTUTENEN AJIKAJIBHOW TPYIIIBL, ITPEACTABICHHBIN Ru R32, HE3aBUCUMO U HEOOS3aTEIIHbHO
SIBJISIETCS 3aMEIEHHBIM OJTHUM WIIM 00Jiee 3aMECTUTENISIMU, BHIOPAHHBIMU U3 TPYIIIHI,
BKJIIOUAIOIEN raJloreH, TUAPOKCH, IIMaHO, HUTPO, aMuHO, C1-CSankun, C1-CSranoankui,
C1-Cs5ankxokcn, C1-CSranoankokcu, C1-CSankunamunao, C1-C5 guankuimamuso, (C1-
CS5ankoxcen)kapoonun v (C1-CSankun)kapoonui. Kakaplii U3 aTKMIaMUHO, THATTKUIIAMHUHO,
AJIKOKCH, AJIKOKCUKapOOHUJIA U AJIKUIIKAPOOHUIIA [T 3AMECTUTENEN ATKWIHHOW TPYIIIHI,

MpEACTABIICHHOM Ry R32, HE3aBHUCHUMO U HEOOSI3aTENBHO SIBIISETCS 3aMEIIEHHBIM OTHUM
WM 0oJiee 3aMeCTUTENSIMU, BBIOPAHHBIMM W3 TPYTIIIBI, BKIIOYAIOIIEH TaJIOTeH, THIPOKCH,
MaHo, HUTPO, amuHo, herus1, C1-CSankokcu, Cl1-CSranoankokcu, henusiamuto, Cl1-
CSanxunamuno, C1-C5auankunamuso, muderammamuno, (C1-CSankokcu)kapoonud, (Cl-
CS5ankun)kapOoHuiT, 0eH30MI U (PeHOKCHKapOOHMUIT.

Cnenuduyeckue MpUuMepbl COSIMHEHUM JAHHOTO U300 PETCHUS ITOKA3aHbI HUXKE:

OH OH
0
SOPRe SSPree
HN 0
0 HN)\ » O \7& OCH;,
o) (CH,) 2—0~<j>—ocH3 SR
0

(E1) 52)
OH OH
@] 0
) Y
C W C W
@] ’ O s
(H,C), (H,C),
(E3) (E4) OCH;

(E5) cl (E6)
OH
oH
o)
o [ N 7
N
[ m\o\j OUJ;]/\O
0 h , _ ,
(HZC) 3
(ET) O
F (E8)

OCH,
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E(25)

U UX (hapMaleBTUYECKH ITPUEMIIEMBIE COJIH.

Hpyrue cnenuduieckre MpuMepbl COEIMHEHUH JAHHOTO U300PETEHUS BKITIOUAIOT
COE/IMHEHUs, TTOKa3aHHbIe B TAOmMIax 1 u 2, u Te, 4YTO MPe/ICTABIEHBI B IPUMEPAX HUXKE, UX
CTePEeOU30MEPHI U UX (PapMaEeBTUUECKH MPUEMIIEMBIE COJIH.

Taxoke BKIIOUEHHBIMU SIBIISIIOTCS COJIBbBATHI, TUPATHI WU MOJIMMOP(]BI pACKPBITHIX B
JTAHHOM JOKYMEHTE coelMHEeHUI. TakuM 00pa3zom, MOHITHO, UTO KOI/la KaKoe-I1ubo
COEMHEHME YIIOMUHAETCA B JAHHOM JJOKYMEHTE I10J{ HA3BAHUEM U CTPYKTYPOM, €TI0 COJIbBATHI,
TUIPATHI U TOJIMMOPQBI SBIISIIOTCS BKIIIOUEHHBIMMU.

CoearHeHust TAaHHOTO U300 PETEHUSI MOTYT COAEPKATh OJIMH UJIK O0JIee XMpaIbHbIX IEHTPOB
W/VJIA IBOMHBIX CBA3EH U, CJIEA0BATEIBHO, MOTYT CYIIECTBOBATh KaK CTEPEOM30OMEPHI, TAKHE
KaK U30MepBI JBOMHOM CBSI3HM (T.€., FTEOMETPUUYECKUE N30MEPBI), JHAHTUOMEDPHI WIIN
nuacrepeomepsbl. Korjia coeiMHeHHs JTaHHOTO U300 pETEeHUs] U300 PaKEHbI UIIM HAa3BaHbI O€3
yKa3aHUs CTEPEOXUMUH, TIOHSITHO, UYTO OXBATHIBAIOTCS 00€ CTEPEON30MEPHO YUCThIE (POPMBI
(Hampumep, TEOMETPUUYECKH YUCTHIE, SHEHTUOMEPHO YHUCTBIE WU TUACTEPEOMEPHO UYHUCTHIE)
U cTepeon3oMepHble cMecu. Hammpumep, coeruenue, mpeacTaBIeHHOE CTPYKTYPHOM (hopMyIIoi
(I) Hrke, uMeeT xupasibHble UEHTPHI 1 1 2. COOTBETCTBEHHO, COEAMHEHUS TAHHOTO
n300peTeHus, u300pakeHHbIe CTPYKTypHOU popmyoit (1), BkmrouaroT (1R,2R), (1R, 2S), (IS,
2R) u (IS, 2S) crepeon3zomepsl U UX CMECH.

oY

R1 N (RIR?)

HN
)7}{ —R#

O (I)

Kak ucnionb3yercs B JTaHHOM JOKYMEHTE, palleMUiecKas CMECh O3Ha4YaeT MPUOIM3UTETLHO
50% omHOTO 3HAHTHOMEpPA U MPUOIM3UTETBHO 50% €ro COOTBETCTBYIOIIETO SHAHTUOMEPA
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OTHOCHUTEIILHO BCEX XUPAJIbHBIX IIEGHTPOB B MOJIeKyJIe. JlaHHOE U300pETEHUE OXBATHIBAET BCE
SHAHTUOMEPHO YUCThIE, SHAHTUOMEPHO OOOTAalllEHHbIE, JUACTEPEOMEPHO YUCTHIE,
JIMACTEPEOMEPHO OOOTAIIEHHbBIE U PALIEMUYECKUE CMECU COSIMHEHUI TAHHOT'O U300 pETEeHUS.

B HEKOTOPBIX MPEANOUTUTETBHBIX BAPUAHTAX OCYIIIECTBIICHUSI COEAMHEHUSI JAHHOTO
n3zobpetrenus asisitores (1R,2R) crepeonzomepamu.

DHAHTUOMEPHBIE U AUACTEPEOMEPHBIE CMECH MOTYT ObITh Pa3/I€JIEHbI HA X KOMIIOHEHTHBIE
SHAHTUOMEPHI UJIU CTEPEOU30MEPHI U3BECTHBIMU CITIOCOOAMM, TAKUMU KaK ra30Bas
xpoMaTorpadus xupalibHoi ¢a3bl, BBICOKO3(GdeKTUBHAS XUaKodpa3Has xpoMmaTorpadus
XUPATBHOM (Pa3bl, KpUCTAIIU3ANMUS COSTUHEHUS KaK XUPAJIBHOTO COJIEBOTO KOMILJIEKCA, UITH
KpUCTAUTU3ALUS COSIMHEHUS B XUPATIbHOM PACTBOPUTENIE. DHAHTUOMEPHI U IUACTEPEOMEPDI
TAKX€ MOTYT OBITh MOJIyYEHBI U3 AUACTEPEOMEPHO- WK SHAHTUOMEPHO-YUCTHIX
MPOMEXYTOUHBIX COCIMHEHUM, PEAreHTOB U KaTaJIM3aTOPOB XOPOIIIO U3BECTHBIM
ACUMMETPUYECKUMHU CUHTETUUECKUMHU CIIOCOOAMU.

BximroueHHBIMU B JaHHOE W300peTeHUE SBIISIOTCS (DapMaleBTUICCKU TTPUEMITEMbIE COJTH
COE/IMHEHUH, PACKPBITHIX B TAHHOM JOKYMEHTe. PacKkpbIThie COeIMHEHUSI UMEIOT OCHOBHbIE
AMUHOBBIE TPYIIITHI U, CJIEIOBATEIILHO, MOTYT 00Opa30BbIBATh (DapMalieBTUUECKU ITPUEMIIEMBIE
coJu ¢ (papManeBTUUECKH ITPpUEeMIIEMON KUCTTOoTOoN(KUcIoTaMu). [Toaxoasiume
dhapManeBTUYECKU MTPUEMJIEMbIE KUCITOTHO-aIMTUBHBIE COJIU COSAMHEHMI JAHHOTO
M300pEeTEeHUs BKIIIOUAIOT COJIM HEOPTaHUYECKUX KUCIIOT (TaKMX KaK COJIsSIHAs KUCIIOTa,
OpomucToBOIopoaHAs, pochopHas, MmeTadochopHasi, a30THAS U CepHAsi KUCTIOTHI) U
OPraHUYECKUX KUCIIOT (TaKUX KaK, YKCyCHas KUCIIOTa, O€H30JICYy Ih(hOHOBASI, OEH30MHAS,
JIMMOHHAsI, 3TaHCYIb(OHOBAs, hyMapoBasi, [IIIOKOHOBAS, [TIMKOJIEBAsI, U39TUHOBAS, MOJIOYHAS,
JTaKTOOMOHOBASI, MAJIEMHOBAS, I0JT0YHAS, METAHCYIb(POHOBAS, THTAPHAS, P-
TOJIYOJICYIh()OHOBAS U BUHHAS KUCIOTHI). COeAMHEHUS TAHHOTO M300pETEHUS C KUCIIOTHBIMU
rpynIamMu, Takue Kak KapOOHOBBIE KUCIIOTHI, MOT'YyT 00pa30BBIBATh (hapManeBTUIECKH
MIpUEMJIEMBbIE COJIH ¢ (hapMaleBTUIECKU ITPUEMIIEMBIM OCHOBAaHUEM(OCHOBAHMSIMH).
[Toaxonsuue papmManeBTUUECKU ITPUEMIIEMbIE OCHOBHBIE COJIM BKJIIOUAIOT COJIM AMMOHUS,
COJIM IIEJIOUHBIX METAJIOB (TaKUe KaK HATPUEBBIE U KAJIUEBBIE COJIM) U COJIU
IET0YHO3EMEIBbHBIX METAJIOB (TaKMe KaK MarHueBbIe U KajibliMeBble coin). CoequHEeHHs C
YETBEPTUYHON aMMOHMEBOM I'PYIIIION TAKXKE COIEPKAT IPOTUBOAHUOH, TAKOM KaK XJIOPUL,
Opomu, HoauI, aleTaT, epxjiopat u nogooHoe. Jlpyrue mpuMepbl TAaKUX COJIEH BKITIOUAIOT
TUIIPOXJIOPU/IBL, TUAPOOPOMU/IBL, CYIb(hATHI, METAHCYIL()OHATHI, HUTPATHI, MAJICATHI, ALETATHI,
LUTPATHI, PyMapaThl, TAPTPATHI [HATIpUMED, (+)-TapTPATHI, (-)-TApTPATHI UIIK UX CMECH,
BKJIIOUAs palleMUUYECKUE CMECH ], CYKIIMHATBI, OEH30aThl U COJIM C AMUHOKUCIIOTAMU, TAKUMU
KaK rIIyTaMUHOBAs KUCIIOTA.

Korna crepeoxumusi pacKpbITHIX COSIMHEHUI Ha3BaHA WK U300pakeHa MPpH MOMOIIU
CTPYKTYPBI, HA3BaHHBIN UM N300 PaKEHHBIN CTEPEOU30OMED SIBJISIETCS, II0 MEHBIIIEH Mepe, Ha
60%, 70%, 80%, 90%, 99% v 99,9% 1o Becy YNCThIM OTHOCUTEIIBHO APYTUX CTEPEOU3OMEPOB.
Koraa oTaenbHbIi 9HAHTHOMED HA3BAH WM U300paKeH MpU MTOMOIIU CTPYKTYPHI,

U300 paKEHHBIN UM HA3BAHHBINA Y3HAHTUOMED SBJISETCS, 10 MEHbIIeH Mepe, Ha 60%, 70%,
80%, 90%, 99% wvnu 99,9% 1o Becy ONTUUECKH YUCTHIM. [IpOLEHT ONTUYECKON YMCTOTHI MO
BECY SIBJISIETCS COOTHOIIEHUEM BECa IHAHTUOMEPA OTHOCUTENIBHO BECA IHAHTUOMEPA TUTIOC
BEC €ro ONMTUYECKOT0 U30Mepa.

Kak ncnonb3yeTcst B JaHHOM JJOKYMEHTE, BhIpaKEeHHE "'THIPOJIM3UpyeMasi rpynmna” o3HavaeT
aHaJIOT aMu/Ia, CJI0XKHOTO0 3upa, kKapdbamaTa, kKapOoHaTa, ypeuaa, wiu ¢ocdara,
COOTBETCTBEHHO, KOTOPBIN WIIH: 1) HE YHUUTOKAET OMOJIOTUYECKYIO AKTUBHOCTh COE/IMHEHUST
Y IIPY 3TOM MPUJIAET TAKOMY COEIMHEHUIO TPEUMYIIIECTBEHHBIE CBOMCTBA in Vivo, TAKUE KaK
YIIYUYIIIEHHYIO PACTBOPUMOCTD B BOJIE, YIIYUIIIEHHbBIN IMPKYIMPYIOLIMI EPUO/] TTOJTYBbIBEICHUS
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B KpOBH (HAIIPUMEDP, U3-32 CHHKEHHOT'O MeTa00JIM3Ma MPOoJIeKapCTBa), YIyUIIeHHOE
MOTJIOLIEHHUE, YITYUYIIEHHAS MTPOIOJKUTETBHOCTD AEUCTBUS WIH YIIYYIIEHHOE HA4YaJI0 ACWCTBUS;
WM 2) SIBJIIETCS KaK TAKOBOM OMOJIOTUYECKH HEAKTUBHBIM, HO ITPEBpAIIaeTCsl B OMOJIOTHIECKH
AKTUBHOE coeMHEHUe. [ [puMepbl THAPOTU3UPYEMBIX AMHUIOB BKITFOUAIOT, HO 0€3 OrpaHUYCHUS,
HU3ILIME aJIKWJI aMUIbI, AaMUIBI O-AMUHOKMCIIOT, aJJKOKCUALWII aMUIbI U
aJIKMJIaMUHOATKUIKAapOoHUI aMuabl. [1puMepsl OMOTUAPOIU3UPYEMBIX CIOXKHBIX 3(PUPOB
BKJTIIOYAIOT, HO O€3 OrpaHUYEHUS, HU3IINE aJIKUITBHBIE CJI0XKHBIE 3(DUPHI, ATKOKCHAIIMITOKCH
CIIOHBIE A(UPBI, AJTKUIT AlUJIAMUHOATKUIIbHBIE CITOKHBIE 3(PUPBI U CJI0XKHBIE 3(DUPHI XOJIMHA.
[Tpumepsr OMOTHIPOTIM3UPYEMBIX KapOaMaTOB BKITFOYAIOT, HO 0€3 OTpaHUYCHUS, HU3IIINE
AJIKWJIAMUHBI, 3aMEIIEHHbIE 3TUIIEHIUAMUHBI, AMUHOKUCIIOTHI, TUAPOKCUATKWUIIAMUHBI,
reTEPOIUKIIMYECKHE U TETEPOaPOMATHICCKUE AMUHBI M TOJTM3(UPHBIC AMUHBI.

"AnmudaTtrueckas rpynna” siBIsSETCS HEAPOMATUYECKON, COCTOUT TOJIBKO U3 YIiiepoaa u
BOJOPOJA U MOXKET Heo0s3aTelIbHO COAEPKATh OHY MIIU O0JIee eIMHMI] HEHACBIIIIEHHOCTH,
HaTIpUMeD, IBOMHBIE W/WUITK TPOUHBIE CBSI3U. AnMdaTrudeckas rpynma MOXeT ObITh C TTPSIMO
LENbIO, pA3BETBIICHHON UM IUKJIMYEeCKOM. Korjaa oHa mpsiMoit LIETbIO WIIM pa3BETBIICHHAS,
amudaTrdeckas rpymna TAIMTUYHO COACPIKUT OT MTPUOIIM3UTEITEHO OHOTO JI0 TPUOIM3UTEITEHO
JIBAJIATH aTOMOB yTJIepo/ia, TATUYHO OT MPUOIU3UTETBHO OTHOTO 0 MPUOIU3UTEIIHHO
JIECATH aTOMOB yIJIepoja, 0ojiee TUIIMYHO OT IMPUOJIU3UTEIILHO OHOTO A0 HPUOIU3UTEIIBHO
IIeCTH aTOMOB yriiepojia. Korma oHa nykimmdaeckast, avdaTtrdaeckas rpymna TAITAIHO COTEPIKUT
OT MPUOIU3UTENIHFHO TPeX A0 MPUOIU3UTEIIHHO JIECSITH aTOMOB YIiepo/ia, 00jee TUIIMYHO OT
MPUOIIM3UTEIBHO TPEX A0 MPUOIM3UTEIHFHO CEMU ATOMOB yIiiepo/a. "3aMerieHHas
anmudaTudeckas TpyIra’ sBseTcs 3aMeIeHHOM 10 JII0OOMY OJHOMY WJTK 0oJiee "CriocOOHOMY
3aMeniaThes aToMy yrieposa'. "CrocoOHBINM 3aMelaThCsl ATOM yriiepojia” B ammdaTudaeckoit
TCpyMIie IBIsSeTCs YIIEPOA0M B alluaTUYECKOM IpyIiie, KOTOpas CBs3aHa C OJTHUM UJTK OoJiee
aToMaMu Bojopoaa. OauH uiau 6osiee aTOMbI BOJOPO/1a MOTYT OBITh HEOOS3aTEIIbHO
3aMeIIeHbI MOIXOIAIIEH rpymoi 3amMectutens. "[anoamudaTuaeckon rpymnmoit” sBisieTcs
anmddaTuyueckas rpyIna, Kak ornpeeeHo BhIIIe, 3aMeIleHHAas] OTHUM WM 0oJiee aToMaMu
raynorena. [logxoasiue 3amMecTuTe M Ha CIOCOOHOM 3aMeNIaThCsl aTOME yTriiepoaa
anidaTUUecKoi TPYIIbI TAKUE K€, KaK U IS aJIKWILHOM TPYIITIHIL.

Brrpakenue "ankuin", mpuMeHseMoe OTAeIbHO UM B COCTaBE OOJIbIIEH YacTH, TAKON KaK
"ankokcu", "raoankuin”, "apunankuwi'’, "aJKuiIaMuH", "HIMKI0ATKWI ", " IMaJIKUJTAMUH ",
"alIKWJIaMUHO", "TUaNIKUIaMUHO", "aTKuIKapOooHu", "aTKoKCcCMKapOOHWI" 1 1o 100H0€e, KaK
WCIIOJIb3YETCS B JAHHOM JOKYMEHTE, ITOJIPA3yMEBAET HACHIIIEHHYIO MPSIMYIO LEIb,
UKJIMYECKYIO WJTM Pa3BETBIICHHYIO aludaTtuueckyro rpynny. Kak ucmoibs3yercs B JaHHOM
nokymeHTe, C1-CoankuibHas rpyIina OTHOCUTCS K "HusIemy ankuiny". [Togo6HbIM 00pa3zoMm,
BBIPAKECHUS "HUBLIMNA AJTKOKCHU", "HU3IIUHN TAJOATKWIT", "HU3LIHUNA apWIAIIKWI", "HU3LLUI
ajKuIaMuH", "HU3IIMH HUKJIOAJIKMIAIKUI", "HU3IMINNA JUaIKWIaMUH", "HU3IIMH aJIKMIIaMHHO",
"HUBIIWHM TUATIKAIAMUHO", "HU3IINN aIKUJIKApOOHWIT", "HU3IINN aTKOKCUKapOOHUT"
BKJIIOUAIOT MMPSIMBIE U Pa3BETBJICHHbBIE HACHIIIIEHHBIE IEIH, COJIEpKAIIUe OT OJTHOTO JI0 IIECTH
aTOMOB yIJIepo/a.

Breipakenue "ankokcu" o3Hadaet -O-ajikui; "TUIAPOKCUATIKKI" O3HAYAET ajKul,
3aMELIECHHBINA TUAPOKCH; "apalIKWI" O3HAYAET aJIKWJI, 3aMEIEHHBIN apUIIbHOU I'PYIIIION;
"QIIKOKCUAJIKMI" O3HAYAET AJIKUJI, 3AMEILIEHHBIN AJIKOKCUT PYIIIION; "aJIKUIaMUH" O3HA4YaeT
aMUH, 3aMEIIEHHbIN AJIKWJIbHON TPYIITION; "HIMKIOAIKUIAJIKWI" O3HAYaeT aJIKWII, 3aMEILICHHBIN
UKJTOAJIKWIOM; "TMAJIKWIAMUH" 03HAYAET AMHWH, 3aMELIEHHBIN ABYMS AJIKAIIbHBIMU I'PYIIIIAMU;
"ankuiakapobonun" o3Havaet -C(0)-R*, rae R* npeacraBiseT coOom ajaku;
"anmkokcukapoonun" ozHauvaet -C(O)-OR*, rae R* mpencraBiisieT COOOM ajaKWIT; U T/Ie aJTKUIT
OIPENICIICH BBIIIIE,
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Boeipaxkenus "amMuH" ¥ "aMUHO" IPUMEHSIOTCSI B3aMMO3aMEHSIEMO 10 BCEMY TAHHOMY
JIOKYMEHTY M o3HaudaioT -NH,, -NHR wmu -NR,, riae R npencrasnser co6oi ankus.

"[lukoankun" 03Ha4aeT HACBIIIEHHOE KapOOIUKINYECKOE KOIbIO, B KOTOPOM OT TPeX
JI0 BOCbMH YTJIEPOJIOB.

Boipaxenus "ramoankui" v "TaI0aIKOKCH'" O3HAYAIOT AJIKWIT UJIM AJIKOKCH, B 3ABUCUMOCTH
OT KOHKPETHOTO Clly4asi, 3aMEIIeHHbIN OJHUM WJIU OoJiee aToMaMHM rajioreHa. BoipaxeHnue
"ranoreH" o3Havaet F, Cl, Br unu 1. IIpeanoururenbHo, rajloreH B rajJoajaKuie Wiu
rajioajKoKCH mpejacraisieT coooti F

Bripaxenue "anuiabHas rpymnma” o3navaet -C(O)R, rae R mpeacrasiser codoii
HeoOs13aTeIbHO 3aMEILICHHYIO aJIKUIbHYIO TPYIINY WM aPUIbHYIO TPYINY (HampuMmep,
Heo0s3aTeNbHO 3aMellleHHbIN ¢heHuT). R mpencrasiser co6oi MpearnoyTUTEIbHO
HE3aMEIIEHHYO aJTKWIBHYIO TPYIITY WU (PeHUIT.

"Ankunenosas rpynma’ peacrasieHa -[CH,],-, rie z mpeacrasisieT coO0i MOIOKUTETEHOE

LETI0€ YUCIIO, MPEANOUYTUTEIBHO OT OJTHOTO /10 BOCbMH, O0J1ee MPEANOYTUTETBHO OT OJJHOTO
JIO YETBhIPEX.

Kax ucnons3yercsi B JaHHOM JOKYMEHTE, BBIPA)KEHUE "AJIKEHUT' OTHOCUTCS K IPSIMOM
WIH pa3BETBIICHHOM yIIEBOIOPOIHOM FPYIINE, KOTOPasi COACPIKUT OJIHY WK O0Jiee IBOMHBIX
CBSI3€H MEXy yIIIEpOAHbIMU aTOMaMu. [loaxoasiue aJKeHWIbHbIE ITPYIIbBI BKIIIOYAOT,
Harnpumep, n-OyTeHUT, IUKJIOOKTEHUIT U TOJ00HOE. AJIKEHUIbHAS T'PYIIIa MOXKET OBITh
3aMEIIEHHOM.

BerpakeHue "apuiibHasi rpynmna', IpUuMeHsieMOoe OTAEIbHO WIIM B COCTaBe OOJIbIIIEN YACTH,
TaKoM Kak "apajkun’, "apalIKokcu" Uin "apuIOKCHATIKWI", BKIIOUYAeT KapOOIUKINIECKHE
apOMaTHYECKHE KOJIbLAa U TeTEPOAPUIIBHBIE KOJIbLIA. BeipaskeHue "apomaTtudeckas rpynmna”
MOET IIPUMEHATHCA B3AUMMO3aMEHSIEMO C BBIPAXKEHUSIMHU "apuil'”, "apuUiIbHOE KOJIBIO",
"apoMaTHUYeCKOe KOJIbI0", "apuiibHas rpynmna’ ¥ "apomMaTtudeckas rpymnma’. ApoMaTudeckas
rpyImIa TUIIMYHO UMEET IIECTh-YeThIPHAAIATH KOJIBLEBBIX ATOMOB. "3aMelieHHast apuibHast
rpynmna" 3aMellieHa B JIIDOOM OJHOM WIIM OoJiee CTOCOOHBIX 3aMEeNIAThCsl aTOMaX KOJIbIIA.

KapOouuknnyeckue apoMaTUuecKue KOoJIblia UMEIOT TOJIBKO YIJIEPOIHbIE KOJIbLEBBIE
ATOMBI (TUIIMYHO, OT LIECTHU 0 YEThIPHAILATH) U BKIIOUAIOT MOHOLUKINYECKHE
apoMaTHYECKHE KOJIbLA, TAKHE KaK (DEHWT U CIIUTHIE MOTULUKIMUECKUE apOMATUIECKUE
KOJIBLIEBBIE CUCTEMBI, B KOTOPBIX JIBA UJIK O0JIee KapOOUMKIMUECKMX ApOMATUUECKUX KOJIbIA
CIUTBI ApYT ¢ npyrom. [1pumeps! BkitouaroT 1-HadTumn, 2-HadTri, 1-aHTpanu.

Beipakenue "rerepoapuin”, "rerepoapoMaTUUECKUii", "TeTepOapUIbHOE KOJIBLO",
"rerepoapuiibHas rpymnmna” u "rerepoapoMaTuyecKas rpynra”, IpuMeHsIEMbIE OTICILHO UIIU
B cocTaBe OOJIbIIEH YaCTH, B TAKOM KaK "TeTepoapalikul” WK "TeTepoapuIaIKoKcH",
OTHOCHUTCS] K ApOMATUYECKUM KOJIBLEBBIM I'PYIIIAM, UMEIOIIUM OT ITATH 10 YEThIpHAIUATH
KOJIBIIEBBIX ATOMOB, BEIOPAHHBIX U3 YIJIEPO/Ia U, IO MEHBIIIEH Mepe, OTHOTO (TUTTUYHO 1-4,
6osiee TUIMUHO 1 Uik 2) reTepoatoma (HarpuMmep, KUCIIOPOJ, a30T WK cepa). OHU BKITIOYAIOT
MOHOIMKJIIMYECKHUE KOJIbLA U TTOJIUIUKINYECKHE KOJIbIA, B KOTOPBHIX MOHOIUKINYECKOE
reTepoapoOMaTUUECKOE KOJIBIIO CIIUTO C OJHUM WM O0Jiee APYTUMH KapOOUUKINYECKUMU
apOMAaTUYECKMMHU UJIM T€TEPOAPOMATUUECKUMU KoIbLUaMu. [IpruMepbl MOHOUMKIIMUECKUX
reTepoapuiIbHBIX IPYII BKIIOYAIOT (GypaHui (Hampumep, 2-pypanun, 3-bypaHun),
MMUIA30J1WJ1 (Harpumep, N-UMUIa30JIUIT, 2-UMUAA30IWIT, 4-UMUIA30JIWIT, S-UMUIA30JIAIT),
HM30KCA30JIMII (HAIIpUMED, 3-U30KCaA30JIUI, 4-U30KCA30JIUII, S-U30KCA30JIMIT), OKCAAUAZOIUIT
(Hammpumep, 2-0KCAAUA30JINIL, 5S-OKCAIUA30JIUI), OKCA30JIUI (HAIIpUMED, 2-0KCA30IuI, 4-
OKCA30JIUJI, 5-OKCA30JIWIT), MUPA30JIUI (HATpUMEpP, 3-MUPa30InI, 4-TTMPa30JInil), TUPPOIIUAIL
(manmpumep, 1-nmupposui, 2-nmuppoini, 3-MppoJIni), MIMPUANT (HAIIPUMED, 2-TTMPUAWIL, 3-
MIUPUIAIL, 4-TIUMPUIATT), TUPUMUIUHWIL (HATIpUMED, 2-IIMPUMUIUHWIL, 4-IIMPUMUIAHWIL, S-
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MUPUMUIUHWII), TUPUIA3UHWIT (HAITpUMED, 3-IIMPUIA3UHIIT ), TUA30JIWIT (HAIIPUMED, 2-TUA30JIUII,
4-THUA30JIWII, 5S-TUA30JIWIT), TPUA3OJIWI (HATIPUMED, 2-TPUA30JIUIL, S-TPUAZ0JIUI), TETPAZOIUIT
(Hampumep, TETPa30JIUil) U TUEHWIT (Harpumep, 2-TUeHU, 3-TueHun). [IpumMepsnt
MOHOLMKJIMYHBIX IIECTUWICHHBIX COAEPKAILIMX a30T F€TEPOAPUIIBHBIX TPYIIIT BKIFOYAKOT
MUPUMUIAHWIL, TUPUAUHWIT U TMpyUa3uHui. [IpruMephl MOIMIMKINYECKUX apOMATHYECKUX
reTepOapPUIIBLHBIX T'PYII BKIOYAIOT KapOa30IuiI, OEH3UMUIA30JI11, OCH30TUCHUIT,
OeH30(ypaHWIT, MHIOJWII, XMHOJIMHWI, OEH30TPHA30JIWIT, OEH30THA30JINIT, OEH30KCA30JIHII,
OEH3UMUTA30JINIT, U30XUHOJIMHWIT, UHOJIUIT, U30UHIOJIWIT, AKPUIUHUIT WITH OEH3U30KCA30IUIL.

Berpaxenue "HeapoMaTHyeckas reTepOLMKIMUECKas Ipynna’, IpUMEHSIEMOEe OTAEIBHO
WIK B cOCTaBe OOJIbIlIeN YacTH, B TAKOM KaK "HeapoMaTHuecKas reTepOLUKINIAIKUIbHAS
rpyimma”, OTHOCUTCS] K HEApOMATUUYECKUM KOJIbLEBBIM CUCTEMAM, TUIIMYHO UMEFOLLIMM OT IISITH
JI0 IBEHAIUATH YJIEHOB, MPEANOYTUTEIBHO, OT MATH 10 CEMHU, B KOTOPBIX OJWH WIH OoJiee
KOJIBLEBBIX YIIIEPOIOB, TPEAIIOUYTUTENIBHO, OWH WIIH 1BA, KAXKIbIM 3aMEIIEH FETEPOATOMOM,
takum kKak N, O unu S. Heapomatuueckasi TeTEpOLUKINYECKAs TPYIIIa MOXKET ObITh
MOHOLMKIIMYECKON UK cliuTol oupkindeckoi. "Coepxalias a30T HeapoMaTHiecKast
reTepouUMKInYecKasl rpymnmna” npeacTaBisieT cCoOOM HeapOMATUUYECKYIO T€TEPOLUKINYECKYIO
CpyIIy, O MEHbIIEH MEPE, C OJTHUM KOJIbIIEBBIM ATOMOM a30Ta.

[TprmMepbl HEAPOMATUUECKUX TETEPOIMKIIMYECKUX TPYII BKITIOUAIOT (TETparuapodypaHu
(Hampumep, 2-TeTparuaponrMpaHu, 3-TETparuIponmupatu, 4-rerparuaponupanun), [1,3]-
JUOKcananui, [1,3]-auruonanu, [1,3]-1MoOKCaHuII, TETPATUAPOTUCHUI (HATIPUMED, 2-
TETPATUAPOTUECHUII, 3-TETPATUAPOTUEHWIT), A3€TUAMHUII (Harpumep, N-a3eTuauHuiI, 1-
A3€TUIMHWIL, 2-a3€TUIMHWIL), OKCA30JIMAUHUII (Haripumep, N-OKCa30JIUIUHUIL, 2-
OKCa30JIUAVNHWII, 4-0KCA30IUANHUAT, 5S-0KCA30IUIUHII), MOpdommuui (Hanpumep, N-
MophoarHUI, 2-MOPGOIUHUI, 3-MOPGOIUMHUT), TAOMOP(OTUHII (HampumMep, N-
TUOMOPDOIMHMIL, 2-TUOMOPPOIIMHUIT, 3-THOMOP(OIMHWUIT), TUPPOITUAUHUI (HaITpumep, N-
MUPPOTIUIAHUIL, 2-TTIMPPOTUANHUI, 3-MIMPPOIIUIAHWIT), MUNIEPAZUHWI (Hanmpumep, N-
MUTIEPA3HUHWI, 2-TTUTIIEPA3ZUHIIL), TMTIEPUAUHUII (HarpuMmep, N-IUNepUIMHWI, 2-TTUIIEPUINHNTL,
3-MUNEePUIUHWIL, 4-MIUNIEPUAUHIIT ), THA30JIMIUHWII (HAIIPUMED, 4-TUA30JIMAUHII), TAA30JIOHUIT
1 N-3aMelieHHbIH quazononun. O6o3nauenue "N y N-mopdonunuia, N-tuomopdonunuia,
N-nupponuauauia, N-iunepasuauia, N-UrnepuauHuiIa U oJo0HOr0 YKa3bIBaeT, YTO
HEaApOMATHUYECKAs TETEPOLMKIINUECKAS TPYINA TPUCOEIUHEHA K OCTATKY MOJIEKYJIbI K
KOJIBLIEBOMY aTOMY a30Ta.

"CnocoOHbIM 3aMeIIaThCs KOJIBLEBOM aTOM" B apOMATUYECKOM IPYIIIE SBJISIETCS KOJIBLEBBIM
aTOMOM a30Ta WJIM yIJIEpOa, CBA3aHHBIM C aTOMOM BoJ1opojia. Boopo MoxeT ObITh
HE00s3aTEIbHO 3aMEIIIEH IMTOIXOISIIEH 3aMelaroniel rpymnmoit. Takum o0pa3om, BEIpaKeHue
"COCOOHBIN 3aMeIIaThCS ATOM KOJIbIA" He BKITIOUAET KOJIbLIEBBIE ATOMBI 230Ta WIIM YIJIEPO/JIa,
KOTOPBIE SIBJISIFOTCSI OOIIMMM, KOT/1a IBA apOMATUYECKUX KOJIblia cIUThI. K ToMy xke,
"CIIOCOOHBIN 3aMeIaThC KOJIBIEBOM aTOM" He BKIIOUAET KOJIBIEBbIE ATOMBI a30Ta UJIH
yTJIepoia, KOT1a CTPYKTYpa MOKa3bIBAET, YTO OHHU YK€ MPUCOEIMHEHBI K YACTHU, OTJIMYHON
OT BoJIOpoAa. ApvitbHasi TPyIIia MOKET COIEPKATh OJMH WU O0JIee CITOCOOHBIX 3aMeIaThCs
KOJIBIIEBBIX ATOMOB, KQKbIH CBSI3AHHBIN C TTOJIXO/ISIIIIUM 3aAMECTUTEIIEM.

[TpuMepsI MOIXOISAIIMX 3aMECTUTENICH Ha CTOCOOHOM 3aMENIATHCS KOJIBIIEBOM YIIIEPOTHOM

aTOME APUJILHOW I'PYTIIILI BKJIFOYAOT IaJIOTEH, AJIKWIL, TAJIOAJIKHII, Ar® -ORA -O(ramoankun),
-SR”, -NO,, -CN, -N(R®),, -NRBC(0)R” -NRBC(0)R" -N(RB)C(O)N(RB),, -C(O)R?, -CO,R"
,-S(0),R™, -SO,N(R?),, -SC(0)RE, -NRESO,N(RB),, -NRESO,R®, -V 5-Ar™ -V ,-OR?, -V-O
(rasmoaikun), -V o-SR™, -V A-NO,, -V A-CN, -V A-N(RB),, -V ,-NRBC(O)R?, -V ,-NRBCO,R®,
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VA-NRBYC(O)NRB),, -V A-C(O)RA, -V 4-CO,RA, -V ,-S(0),R?, V ,-SO,N(RB), -V ,-S(O)R®
,-VA-NRBSO,N(RB),, -VA-NRBSO,R®, -0-VA-Ar®, -0-V5-N(RB),, -S-V ,-Ar?, -S-V5-N(RE),
, -NRB)-Vg-Art, -NRB)-V5-NRB),, -NR,C(0)-V5-NRE), -NRBC(0)-V ,-Ar?, -C(0)-V o

NRB),, -C(0)-V A-Ar?, -CO»-Vp-N(RB),, -CO,-V o-Ar?, -C(O)N(RB)-V5-NRB),, -C(ONRE
)-V A-Ar, -5(0),-V A-N(RB),, -§(0),-V A-Ar?. -SO,N(RB)-V5-N(RB),, -SO,NRE)-V ,-Ar?, -S

(0)-VA-N(RB),, -S(0)-V5-Ar, -NRBSO,-V ,-N(RP), mmn -NRBSO,-V ,-Ar®; wm nsa
MIPUMBIKAIOIIMX 3aMECTUTEJIS, B3AThIX BMECTE, 00pa3yloT METUIICHIMOKCH, ITUIIEHAMOKCH
v -[CH,|4- rpymny.

Kaxnapiit V5 HezaBucuMo nipeacrasiisier cooom C1-Cl0ankunenoByto rpynmy. Kaxapiit

VgHe3aBUcUMO TpeacTaBisieT coooit C2-C10aIKuIeHOBYIO IPyIIITy. Ar® npezcrasisier coGoM

MOHOIMKIIMYHYIO apOMATUYUCCKYIO I'PYIIITY, KaKAas 3aMCIICHA HOJIb, OIHOM WU ABYMs
IrpyniiamMm, HE3aBUCUMO Bbl6paHHLIMI/I U3 rajJJorcda, ajikujia, aMmMHO, aJIKWJIaAMHHO,
JUATKWIAMHUHO, aJIKOKCHU, HUTPO, IMAHO, THAPOKCH, TAJIOAJIKOKCH HUJIU I'aJI0OAJIKUIIA.

Kax b R® HesaBucumo MpeacTaBiIsIeT coboit 1) BOgopoI; ii) apoMaTHIECKYIO TPYIIITY,
3aMENIEHHYIO HOJIb, OHOU WJIY ABYMS I'PYNITAMH, ITPEICTABICHHBIMU IAJIOT€HOM, AJIKUJIOM,
AMMHO, AJTKWIAMUHO, JUAJIKUIAMUHO, AJTKOKCH, HUTPO, IMAHO, TUAPOKCH, FTAII0ATIKOKCH WU
rajloaJKWIOM; WM iii) aJIKUJIbHYIO TPYNITy, HE00S3aTeIbHO 3aMEILIEHHYIO TaJIOT€HOM,
TUJIPOKCUIIOM, AJIKOKCH, HUTPO, LIMAHO, AJIKOKCUKAPOOHUIIOM, aJIKUIIKApOOHUIIOM WIIH
TraJIOAJIKOKCH.

Kaxawrit R® nesasucumo MpeICTaBIISIET COOOM RA, —COZRA, —SOQRA U —C(O)RA; WIIN

-N (RB )7, B3SITBIM BMECTE, IIPEACTABIISIET COOON HEOOS3aTEIbHO 3aMEIIEHHYIO
HEapOMATHUUYECKYIO T€TEPOUUMKIMYECKYIO TPYIIITY.

Kax bt RC He3aBucumo MPEJICTABIISIET COOOM: 1) apOMATUUYECKYIO TPYIIITY, 3aMEIIEHHYIO
HOJIb, OJTHON WJIM IBYMSI T'PyIIIaMHM, TPEACTABICHHBIMHU TAJIOT€HOM, aJIKUJIOM, aMUHO,
AIIKWIAMUHO, JUAIKWIAMUHO, AJIKOKCH, HUTPO, UUAHO, TUAPOKCH, TAJIOAIIKOKCH WJIU
rajioajJKuIoOM; UM ii) aIKUJIbHYIO TPy, Heo0s3aTeTbHO 3aMEIIIEHHYIO TaJTOTeHOM,
TUAPOKCHUIIOM, aJIKOKCH, HUTPO, IUAHO, AIKOKCUKAPOOHUIOM, aJIKUIKApPOOHUIIOM WIIH
TraJI0aIIKOKCH.

AJKUTIbHAS WM HeapoMaTHUecKas reTepOlMKIMUHAs rpyIina (BKIrodas, Ho 0e3

OrpaHUYEHUs, HEAPOMATUIECKUE TETEPOLUKINYHBIE I'PYIIILI, [IPEICTABIICHHBIE -N(R31)2,

—N(R41)2, N(R5 1)2 u —N(RB)Z) MOJKET COJIep>KaTh OJIUH UK Oosiee 3amectuTeneit. [Ipumepsr

MOAXOASIINX 3aMECTUTEICH /TS aJIKWIIA WA KOJIBIIEBOTO YIJIepoa HeapoMaTUIECKOM
TeTEPONUKINYECKON TPYIIIBI BKIIOUAIOT U3JIOKEHHBIE BBIIIE ISl CIOCOOHOTO 3aMeIaThCs

yriepojaa apuia u cienyroluiee: =0, =S, :NNHRC, :NN(RC)Z, :NNHC(O)RC, -NNHCO,

(amxumn), =NNHSO, (anxui), =NRC, CIIUPO LMKIIOAIKUIBHYIO TPYIIIY, CIUTYIO

LMKJIOAJIKWIBHYIO TPYIITY WM MOHOLMKIMYECKYIO HEAPOMATUUYECKYIO COAECPIKAIILYIO a30T
TreTEPOLUMKIINYECKYIO TPYIIY, IPUCOECAMHEHHYIO KOJIBLIEBBIM aTOMOM a30Ta (HAIIpUMED,
rpynna N-nunepuauauia, N-nmuppoauauHuia, N-azenanuia, N-Mmopdonrauia, N-

tuomopdunuia, N-nunepasuaunia uin N-nuazenanuna). Kaxasiii R® HesaBucuMo sBIsIETCS
BBIOPAHHBIM U3 BOJ0OPO/1a, HE3AMEILIEHHOMN aJIKWUJIBHOM I'PpYIITbI WM 3aMENIEHHOMN aTKUIbHOM
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rpynmnsl. [IpuMepsl 3aMecTUTENEN B aJIKUJIBHOW TPYIIIE, TPEACTABICHHON RC, BKJIIOUAIOT
aMUHO, aJIKWIAMUHO, TUATKUJIAMHUHO, aMUHOKAapOOHWJI, TaJIOTeH, aJKuI,
aJIKUJIaMUHOKaPOOHWII, TUATKUIIAMUHOKAPOOHMII, aJIKUIIAMHUHOKAPOOHUITOKCH,
JIMAJTIKUJIAMUHOKAPOOHUIIOKCH, ATKOKCH, HUTPO, IMAHO, KAPOOKCH, AIKOKCUKAPOOHUII,
AJKUIIKApOOHWIT, TUAPOKCH, TAIIOATKOKCH WM TJIoTKWI. [IpeanoyTuTenbHble 3aMECTUTENTN
JUTSL QJIKWAJIA WIKM KOJIBLUEBOTO YIIIEPOAA HEAPOMATUUECKON IeTEPOUMKIMYECKON TPYIIIbI
BritouaroT C1-C2ankui, -OH, N-iupponuauaui, N-nunepuaau, N-(4-aJ Tk murepa3uHul,
N-mopdoauHu uim N-upposIni.

[Tonxoasiue 3aMeCTUTENM Ha A30T€ HEAPOMATUYECKON Te€TEPOLUUKIMYECKOMN I'PYIIIBI U

retepoapuwibHoit rpymmsl Bmouaot -RP, -N(RP),, -C(O)RP, -CO,RP, -C(0)C(0)RP, -C(0)
CH,C(O)RD, -SO,RP, -SO,N(RP),, -C(=S)H(RP),, -C(=NH)-N(RP), u -NRPSO,RP; rzie RP

MIPEICTABIISIET COOOM BOAOPO/I, AIKWIBHYIO TPYIIITY, 3aMEIICHHYIO AIKWITHHYIO TPYIIITY, (heHUIT
(Ph), 3amemiennsiii Ph, -O(Ph), 3amemennsiii -O(Ph), CH,(Ph), 3amemennsiit CH,(Ph) nnn

HE3aMEIIEHHbIN reTepoapuil, Wik reTepoUKIMIecKoe Kouiblo. [Ipumepsl 3amecTuTenei Ha

AJKWIBHOM TpyIIe Wi GeHUIbHOM KOJIbLE, TPEICTABICHHOM RP, Briouaror amuHo,
AJKUIAMUHO, TUATKWIAMUHO, aMMHOKAPOOHWII, TAJIOTEH, AJIKWI, ATIKWIAMUHOKapOOHNU,
JTUATKAIAMUHOKapOOHUIIOKCH, aJIKOKCH, HUTPO, IMAHO, KapOOKCH, AIIKOKCUKapOOHMUII,
AJKUIIKApOOHWII, THAPOKCH, TAIIOATKOKCH WM oKW, [IpeanoyTuTenbHble 3aMECTUTENTN
Ha CIIOCOOHOM 3aMeIlaThCsl ATOME a30Ta COAEPIKALLET0 a30T reTepoapuiia UM CoAepIKalleit
a30T HEApOMAaTUYECKOH reTepoluKiIndeckoit rpynne BriovatoT C1-C2ankui, Cl-
C2ruapoKxcuaakuil Wik OeH3uII, HeoOs13aTeIbHO 3aMEILEHHBIN raJJ0OT€HOM, HUTPO, LIMaHO,
C1-C2ankuiiom, C1-C2ranoankuioM, C1-C2ankokcu win C1-C2ranoankoKcu.

B HEeKOTOPBIX crienu(pruIeckux BapuaHTax OCYIIECTBICHUS KaX1asi U3 HeapOMaTHUECKUX
reTepOLMKIMYECKUX TPy (BKIIIOYasi, HO 0€3 OrpaHUYEHUs, HEApOMATHUECKHUE

T€TEPOLUKIINYECKUE TPYIIIbI, IPENCTABICHHBIE -N(R3 1)2, -N(R41)2, N(R51)2 u -N(RB )2)

HE3aBUCUMO HEeo0S3aTeTbHO 3aMelleHa OTHUM MJIH 00JIee 3aMeCTUTENISIMU, BLIOPpAaHHBIMU U3
rpyIbl, BKItoYaromen raioreH, =0, =S, =N(C1-Céankun), C1-Céankun, Cl1-Céramoankui,
runpokcu, C1-Céankokcu, HUTPo, MaHo, (C1-Coankokcn)kapoonu, (C1-Coankuin)kapOoHUII,
C1-Céranoankokcu, amuto, (C1-Céankun)amuao 1 (C1-Coauankuin)aMuHo. B HEKOTOPBIX
Oosee crienupUIECKUX BapruaHTaX OCYIIECTBIICHUS KaXaasl U3 HeapOMaTUIECKUX
reTePOLMKIMYECKUX TPYMI HE3aBUCUMO HE0O0s3aTeIbHO 3aMellleHa OJTHUM UJTh 0oJiee
3aMECTUTEIISIMU, BRIOpAHHBIMU U3 TPYIIbI, BKItouatoniei ranored, C1-Coamkui, C1-
Céranoankui, rugpokcu, C1-Coéankokcu, HUTpo, aHo, (C1-Coéankokcu)kapoonui, (Cl-
Coankun)kapoonui, Cl1-Céranoankokcu, amuHo, (C1-Céankun)amuno u (C1-Coauankui)
aAMUHO.

MHruOuTOpsI riIfOKO3UIIEPAMUICUHTA3bl MOTYT OBITh UCIIOJIB30BAHBI JJIS JICUCHUS
nuabera, Takoro kak auadet 2 tuna (cM. WO 2006/053043, Bce uaen KOTOPOUH BKIIOUYECHBI B
JTAHHBIN JOKYMEHT CCBUTKOM). B CBSI3U ¢ 3TUM, paCKPBITBIC COCTUHEHUS, KOTOPBIE SIBIISTIOTCS
UHTUOUMTOPAMHU TITIOKO3MIIEPAMUICUHTA3BI, MOTYT UCIIOJIB30BATHCS JIJIs JIeueHus auabeTa,
HaTpuMep, qMadeTa 2 THIa ¥ MOYeYHON TUTIepTPO(hUN WITH TUITePIUTa31H, CBSI3aHHOM C
nrabeTudeckoi HeppomaTuei, BBeeHHEM TeparneBTUIeCKH 3(h(PEKTHOrO KOJIMUeCcTBa
COEJIMHEHUS JAHHOTO N300peTeHUsI CyOBEKTY, HYKIAIOIMEMYCSI B TAKOM JICUCHUH.

IToxazanmu, YTO HHTMOUTOPHI TITFOKO3UIIIIEPAMHICHHTA3bI, Takoi Kak GM3 cuHTa3a,
MIPUMEHUMBI JIJIs JICUCHMS JIM30COMATBHBIX O0JIe3HEH HAKOILJIEHUS (CM., HAITpUMeEp, IMATEHTHI
CIIA NeNe6569889; 6255336; 5916911; 5302609; 6660749; 6610703; 5472969; 5525616, Bce
UM KOTOPBIX BKIIFOUEHBI B IAHHBINM JOKYMEHT CChUTKOM). 1o 3TOM mpruuuHe, pacKphIThIe
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COEAUHEHUS, KOTOPBIC SIBJISIOTCS MHTMOUTOPAMU TIIFOKO3WILEPAMUICUHTA3bl, MOTYT
WCITOJTb30BAThCS IS JICUYEHUS IM30COMAJIbHBIX 00JIe3Hel HAKOIUICHHUS, TAKUX KaK OOJIe3HU
Tes-Cakca, I'omre u @abpu, BBeIeHUEM TeparieBTUYECKU 3P(HEKTHOTO KOJIUIECTBA COSTUHEHUS
JIAHHOT'O U300pPETEeHUSI CYOBEKTY, HYKIAIOLIEMYCSl B TAKOM JICUEHHUHU.

B anpTepHaTUBHOM BapyaHTE OCYIIIECTBIICHUS TAHHOTO U300pETEHUS COSTMHEHHS TAHHOTO
M300peTeHHs MOTYT OBITh UCIIOJIB30BAHBI JIJIS: JICUSHUS PACCTPOMUCTB, BKITIOUATOIIMX
KJIETOUHBIN POCT U JIEJIEHUE, BKITIOUAs PaK, KOJJIAT€HO3bI COCY0B, aTE€POCKIIEPO3 U TOYEUHYIO
runepTpoduio nanueHToB ¢ Auadetom (cMm. maTeHThl CIIIA NeNe6916802 u 5849326, Bce uaen
KOTOPBIX BKJIIOUEHBI B IAHHBIN JOKYMEHT CChLJIKOM); MHTUOUPOBAHUSI POCTA APTEPUATBHBIX
SMUTEMAIILHBIX KJIETOK (cM. maTeHThl CIITA NeNe6916802 u 5849326); neueHus MauydeHTOB,
cTpagaromux oT uHdekuuii (cMm. Svensson, M. el al., "Epithelial Glucosphingolipid Expression
as a Determinant of Bacterial Adherence and Cytokine Production," Infect, and Immun., 62:4404-
4410 (1994), BCe uaen KOTOPOTO BKJIKOUYEHBI B JAHHBIN JOKYMEHT CChUIIKON); TPEYITPEKICHUE
y XO35IMHA, T.€. NaleHTa, OOpa30BaHMSI AHTUTEN NPOTUB onyxoiH (cM. Inokuchi, J. el al.,

" Antitumor Activity in Mice of an Inhibitor of Glycosphingolipid Biosynthesis," Cancer Lett.,
38:23-30(1987), Bce uaeu KOTOPOro BKJIIOUEHBI B IAHHBIA JOKYMEHT CChUIKOM); U JICUCHUS
omnyxoJieri (cM. Hakomori, S. "New Directions in Cancer Therapy Based on Aberrant Expression
of Glycosphingolipids: Anti-adhesion and Ortho-Signaling Therapy," Cancer Cells 3:461-470
(1991), Inokuchi, J, el al., "Inhibition of Experimental Metastasis of Murine Lewis Long Carcinoma
by an Inhibitor of Glucosylceramide Synthase and its Possible Mechanism of Action," Cancer
Res., 50:6731-6737 (1990) u Ziche, M. et al., "Angiogenesis Can Be Stimulated or Repressed in
In Vivo by a Change in GM3:GD3 Ganglioside Ratio," Lab. Invest., 67:711-715 (1992), Bce uneu
KOTOPBIX BKJIIOYEHBI B TAHHBIA JOKYMEHT CCHIIIKOM).

B anpTepHaTHBHOM BapuaHTE OCYIIECTBIICHUS] COEITMHEHUS TAHHOTO U300PETEeHUSI MOTYT
OBITh UCTIOJIL30BAHBI ISl TOAOOHOTO BAaKIMHE IIpenapata (cM., Haripumep, mateHTsl CLIIA
NeNe6569889; 6255336; 5916911; 5302609; 6660749; 6610703; 5472969; 5525616), B nannom
JIOKYMEHTE PaKOBbIE KJIETKH YIAISIOT y TAMEHTA (TPEANOYTUTEIBHO, TOJTHOCThIO HACKOIBKO
BO3MOHO), U KJIETKHM BBIPAIIMBAIOT B KYJIbTYPE JJIs MOJIYYEHUsI OOJIBIIIOT0 KOJIMUECTBA
PAKOBBIX KJIETOK. 3aTEM KJIETKU IMOIBEPratOT UHTUOUTOPY B TEUEHHE BPEMEHH, TOCTATOYHOT'O
JUUIs ucTolneHus B kieTkax ux GSL (0ObIdHO 1-5 gHEl) ¥ IOBTOPHO BBOJAT HAIUCHTY. DTU
MMOBTOPHO BBEJCHHBIE KJIETKU JEHCTBYIOT MTOJJOOHO aHTUT'€HAM U PA3PYLIAIOTCS UMMYHHOM
cucteMotii ranyenTa. OcraBiyecs pakKoBbIe KIETKH (KOTOPBIE HENTBb3S YIAIUTD (DU3UIECKH)
Takke OyayT aTaKOBaHbl UMMYHHOMN CUCTEMOM MalueHTa. B mpeAnoyTuTeIbHOM BapUaHTe
OCYIIECTBJICHUS LIMPKYIUPYIOIIUE TAHTJIMO3U/IbI TALIMEHTA B TIa3Me yAAJISIIOTCS
m1azModepe3om, MOCKOIbKY UPKYIUPYIOIIUE TAHTIMO3UIBI OYIyT UMETh CKIIOHHOCTD K
OJIOKMPOBAHUIO UMMYHHOM CUCTEMBI.

B anpTepHaTUBHOM BapUaHTE OCYIIECTBIICHUS TAHHOT'O M300peTEHUS COSTMHEHHS JTAHHOTO
U300pEeTeHUSI MOTYT OBITh UCTIOJIb30BAHBI /1J1s1 JICUEHUS CYOBEKTA, UMEIOIIETO MOJIMKHUCTO3HOE
3aboneBanue nmouek (PKD). Kak moka3aHo B mpumepe 4, 3asIBUTEM OTKPBUIH, YTO
oTpe/ieJIeHHbIE HHTUOUTOPHI TIIFOKO3UIIEPAMUICUHTA3bI MOTYT CHU)KATh POCT
KucTooOpazoBaHus W/uiau poct PKD Ha )KUBOTHOM MOJIeJIM (CM. HAITpUMeD, ITPeBaAPUTEIIHHYIO
3asgBKy Ha rmaTeHT CIIA Ne60/997,803, moganuyio 5 okTsa0ps 2007, Bce uaeu KOTOPOro
BKJIFOUEHBI B TAHHBIN JOKYMEHT CCBUIKOM).

Kax ucronb3yercs B JaHHOM JOKYMEHTE, CYObEKTOM SIBIISIETCS MJICKOIMTAIOIIIHE,
MPENOYTUTETBHO, YETIOBEK, HO TAK)KE MOXKET OBITh )KUBOTHOE, HYKIAIOIIEECS B
BETEPUHAPHOM JICUCHHUM, TAKOE KaK JIOMAIIIHEee )KUBOTHOE (HampuMep, COOaKH, KOIIKU U
110100HOE), CEITbCKOXO3SMCTBEHHOE JKUBOTHOE (HAIIPUMED, KOPOBBI, OBIIBI, CBUHBH, JIOIIIAU
U TTOJI00HOE) UM JTaOOPAaTOPHOE )KUBOTHOE (HAIIPUMEP, KPBICHI, MBIIIIH, MOPCKUE CBUHKU U
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nogo6Hoe). CyOBeKT U MaMEeHT MPUMEHSIOTCS B3auMo3aMeHsieMo. CyOBeKT, "Hy K IatoIUIHCs
B JIEYEHUU" BKIIIOUAET CYOBEKTA C XPOHUUECKOHN MMOUYEYHON HETOCTATOYHOCTBIO.

"Jleuenue" unu "oo6padoTKa" OTHOCUTCS U K TEPATIEBTUUECKOMY, M K TPO(UIAKTHUECKOMY
JICUCHHUIO.

"DddexTHOE KONMMUeCcTBO" (hapManeBTUIECKOM KOMITO3UIIUH, PACKPBITOM BBIIIIE, SIBIISICTCS
KOJIMYECTBOM, KOTOPOE MIPUBOAUT K OJIATOTBOPHOMY KIIMHUYECKOMY UCXO/TY UITM OKA3bIBAET
BIIMSIHUE HA COCTOSTHUE, IO IJIeXKallee JICYCHUIO (hapMarieBTUIeCKOM KOMITO3UIIUEH, TT0
CpPaBHEHUIO C OTCYTCTBUEM JieueHus. BBoauMoe KoimuecTBO (hapManeBTHIECKOM KOMITO3HUIIUHU,
PACKPBITOH BBIIIE, CYOBEKTY OYAET 3aBUCETh OT CTENIEHU, TSKECTU U TUIIA 3a00JIEBAHUS WU
COCTOSIHHUS, KOJIMYECTBA JKEIAeMOM TEpaIuu U XapaKTEPUCTUK BbICBOOOXKIEHHUS
dhapManeBTHUECKOM KOMIO3UIMU. OHO TaKKe Oy/IeT 3aBUCETh OT 3/I0POBBS CYOBEKTA, pa3Mepa,
Beca, BO3pacTa, MoJjia U yCTOMYMBOCTH JIEKAPCTBEHHBIM CpeAcTBaM. D(PheKTHOE KOJIUUEeCTBO
AKTUBHOTO CPEJICTBO SIBJISIETCS] KOJIMYECTBOM, IOCTATOYHBIM JIJISI TOTO, YTOOBI UMETh
KermaemblIil 3hPeKT Ha COCTOSIHUE, O ITeXKAIIee JIEICHUIO, UTO MOXKET OBITh JIMOO JICUeHUEM
AKTUBHOTO COCTOSIHUS 3200JIeBaAHMSL, TMOO0 MPOGUITAKTUIECKUM UHTUOMPOBAHUEM MTPOSIBIICHUS
WM PAa3BUTUS AKTUBHOTO cocTostHUS. Hampumep, ahpexTHOe KOIMUeCTBO COeTUHEHUS TS
JIYEHUS MMOJIMKUCTO3HOTO 3a00JI€BAHMS TOYEK SIBJISIETCS] KOJIMUECTBOM COEAUHEHUS, KOTOPOE
MIPUBOJIUT K 3aMEIJIEHUIO PA3BUTHUS MTOJIMKUCTO3HOTO 3a00JIeBaHUS TTOUYEK, YCTPAHEHUIO
COCTOSIHUS MTOJIMKUCTO3HOTO 3200JIeBaHUS TTOYEK, CHUYKEHUIO HOBOT'O KUCTOOOPA30BaAHUS
(4acCTUYHOE WM TTOJTHOE UHTMOUPOBAHUE IUTOTEHE3a), CHUKEHUIO KUCTO3HOM MAcCChl,
YMEHBIICHUIO pa3Mepa U YUCIA KUCT W/ WM CHUKEHUIO TSHKECTU CUMIITOMOB, CBS3aAHHBIX C
MOJIMKUCTO3HBIM 3abosieBanueM novek (PKD). TunuuHo, hapManeBTHYECKHEe KOMITO3UIUU
JTAHHOT'O N300pETEeHUsI BBOST B TEUEHUE JOCTATOUYHOTO TIEPUO]Ia BPEMEHHM /TSI TOCTHXKECHUS
XKegaeMoro TepaneBThuueckoro adekra. J{o3upoBku MoryT ObITh B iuamnazone ot 0,1 70 500
MI/KT B€ca TeJla Ha JIeHb. B 0lHOM BapuaHTe OCYyIIECTBIEHUS IUANIa30H JO3UPOBKU COCTABIISIET
1-20 mr/xr/aenb. CoenMHEHUE JAHHOTO U300PETEHUS] MOKHO BBOJAUTH HEMPEPHIBHO WK MTPU
cneuuduuecKkux HHTEpBaaax BpemeHu. Hanpumep, coenmueHre JaHHOTO U300 PETEHUSI MOYKHO
BBOJUTH 1, 2, 3 Wi 4 pasa B IeHb, HAIIPUMEDP, COCTAB €KEIHEBHBIN WM ABAXK/IbI B J€HbD.
KomMmepuecku 1OCTyITHbIE aHAJIU3bl MOKHO MPUMEHSITH U1l ONIPEICTIEHUS] ONITUMAJIbHBIX
JTMATTa30HOB JI03bI W/UiIU I'padukoB BBeaeHUs. Hampumep, aHaIu3bI 7151 U3BMEPEHUSI ypOBHEM

TJIFOKO3bI B KPOBU ABJISIFOTCS KOMMEPUYECKU JOCTYITHBIMU (HAIIpUMED, OneTouch® Ultra®,
Lifescan, Inc., Munmurac, Kammdopuus). Habopsl 11 uamMepeHus: ypoBHENH HHCYJIMHA Y
YeJI0BeKa TaKXKe SIBJISIOTCS KoMMepuecku nocTymHbIMU (Linco Research, Inc. Cetint Yapib3,
Muccypn). JlonoaHUTENBHO, 3¢ (HEeKTUBHBIE JO3bI MOTYT OBITh 3KCTPAMOJIUPOBAHbI U3 KPHUBBIX
3aBUCUMOCTH "1103a-3PPeKT", MOIYUSHHBIX U3 )KUBOTHBIX MOJIEeIeH (cM., Harpumep, Comuzzie
et al., Obes. Res. 11 (1):75 (2003); Rubino et al., Ann, Surg. 240(2):389 (2004); Gill-Randall et
al., Diabet. Med. 21 (7):759 (2004), Bce uaeu KOTOPOro BKJIIOUEHBI B IAHHBIA JOKYMEHT
cceutkoit). TepaneBTuuecku 3¢ HeKTUBHBIE TO3UPOBKH, TOCTUTHYThIE HA OJTHON )KMBOTHOM
MOJIeJIA, MOTYT OBITh MPEOOPa30BaHBI IS IPUMEHEHUS Ha APYTOM KUBOTHOM, BKITFOYAs
JIIOJIEH, C UCTIOJTH30BaHKUEM (DaKTOPOB MPeoOPA30BAHUS, U3BECTHBIX B TAHHOM YPOBHE TEXHUKH
(cm., Hanmpumep, Freireich et al., Cancer Chemother. Reports 50(4):219 (1996), Bce uien KOTOpOro
BKJIIOUCHBI B JAHHBINM JOKYMEHT CChUIKOM) U B Tabmune A Huxe 11 (paKTOPOB TO3UPOBKHU
SKBUBAJIEHTHOM IUIOIIAX TOBEPXHOCTH.

Or; Mbru (20 1) Kpsicer (150 1) O06e3psHbI (3,5 KI) Cobaxu (8 kr) Yenoseka (60 kr)
K: Mpmm |1 ', A 1/6 1/12

K: Kppice |2 1 ', Y, 17

K: O6e3bsine 4 2 1 3/5 173
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K: Cobake |6 4 3/5 1 ,
K: Yemnoseky |12 7 3 2 1

Tunruno, papmaneBTHUECKHE KOMITO3UIIMK JAHHOTO U300 pETEHNS MOKHO BBOJIUTH IIEPE
€01, 1ocJie e1bl WK ¢ eaoi. Kak ucnoibp3yercs B JaHHOM JIOKYMEHTe, "nepen” iy "mocie"
€/1bl TMIIMYHO O3HAYAET 3a JBa Yaca, IPearoYTUTEIbHO, 3a OJIMH Yac, OoJiee MPeAnouTUTEIBHO,
3a TPUANATh MUHYT, HaHOOJIee MPEAMOUTUTEIBHO, 32 ASCITh MUHYT 0 Havayia I OKOHYAHHS
€/1bl, COOTBETCTBEHHO.

B oxHOM BapuaHTe OCYIIIECTBIICHUS CIIOCOO JAHHOT'O U300 PETEHHS IIPEICTABIISIET COOOM
MOHOTEpAIHIO, T/ie (hapMaleBTUIECKUE KOMITO3UIIUN TAHHOTO U300PETEHUST BBOISTCS
oTaeabHO. COOTBETCTBEHHO, B 3TOM BapHAHTE OCYIIIECTBIICHUS COSIMHEHUE JAHHOTO
U300peTeHUs SIBIISIETCSI €TIMHCTBEHHBIM (hapMalieBTUIECKH aKTUBHBIM UHT'PEIUEHTOM B
(dhapMaleBTUYECKUX KOMITO3UIIUSIX.

B npyrom BapuaHTe OCyIIIECTBIECHUS CITOCOO JTAHHOTO U300PETEHUS SIBJISIETCS COBMECTHOM
Tepanuel ¢ IpyruMy TeparneBTUUECKU aKTUBHBIMU JIEKAPCTBEHHBIMU CPEJICTBAMU, U3BECTHBIMU
B JTAHHOM YPOBHE TEXHHUKH IS JISUEHUS JKeJTaeMbIX 3a00JIeBaHMI UJTH MTOKA3aHMM, TAKUX KaK
OJIHO WUJTK 00JIee U3BECTHBIX JIEKAPCTBEHHBIX CPEACTB /JIs1 JICUeHUS quabeTa, TM30COMAIIbHbIX
3a00JIeBaHMIA, OITyXOJIeH U T.]I.

B xoHKpEeTHOM BapraHTe OCYIIECTBIICHUS CIIOCOO JAHHOTO MU300PETEHUSI TPEICTABIISET
co0oli KOMOMHUPOBAHHYIO TEPAIMIO 15 JICUSHUS AuadeTa, TAKOro Kak quabeT 2 Tura.

KomOunupoBaHHas Tepanus BKIOYaeT J1000¢e U3 COSTMHEHUIM TaHHOTO U300peTeHuUs,
OIKCAHHBIX B JAHHOM JOKYMEHTE, U, 10 MEHbIIIeH Mepe, OHO APYroe COeAMHEHNE,
MoAXOod1IIee IIs JeueHus: auadeta. [IpuMepsl IekapCcTBEHHBIX CPEJICTB UM COSMHEHUH,
MPUMEHSIEMbIX U151 JIeUeHUs AuadeTa 2 TvIla, BKII0YA0T: MHCYJIMH (HampuMep, Novolin®,
Novolog®, Velosulin®); cyibhoHUIMOUEBUHBI (Hampumep, Diabinese®, Glucotrol®, Glucotrol
XL®, Diabeta®, Amaryl®, Orinase®, Tolinase®, Micronase® u Glynase®); meThOpMUH;
UHTUOUTOPHI [anbda]-raroko3uaass! (HanpuMep, Glyset®); THaA30IMIMHAUOHBI (HAIPUMED,
Actos® u Avandia®); HaTerimmau (Starlix®); penarauau (Prandin®) 1 KoMOUHALMIO
JIEKapCTBEHHBIX CPEJICTB, TaKylo Kak Avandamet® (Avandia® u metpopmun). B npyrom
BapuUaHTe OCYIIECTBJIEHHUS CIIOCO0O TaHHOTO U300pETEeHMS TPEACTaBIsIeT COOOM
KOMOMHHMPOBAHHYIO TEPAIMIO IS JICUCHHS ITOJTUKUCTO3HOT O 3a00eBanus modek (PKD).
JIro0oe u3 coeMHeHult JAHHOTO U300PEeTEHUSI, ONTMCAHHOE B JAHHOM JIOKYMEHTE, BBOJISIT
COBMECTHO MJIM OJTHOBPEMEHHO KaK Pa30BYIO JO3UPOBAHHYIO (hOPMY, WU ITOCTIEA0BATEIBHO
KaK OTACJIbHBIC JO3UPOBAHHBIC (POPMBI C IPYTUMH CPEICTBAMU, KOTOPBIE 00JIETUaIoOT
CUMITTOMBI W/UJTH yCITOHEHUS, cBsi3aHHbIe ¢ PKD. Csa3anHblie cumnToMbl ¢ PKD BkiTIouaroT
00J1b, TOJTIOBHBIE 0OJIH, UH(MEKIMIO MOYEBBIX ITyTEH U BBICOKOE KPOBSIHOE NlaBiieHue. [Ipumepsl
CPEACTB, KOTOPBIE MOKHO COBMECTHO BBOJIUTH C COSIMHEHUSIMU TAHHOTO U300peTeHUS
BKJIFOYAIOT, HO 0€3 OrpaHUYCHMS, TpoJaBaeMble Oe3 pelernTa mpenapaTbl OT 00JIH,
AHTUOMOTHKU, TPOTUBOMUKPOOHBIE BEIIIECTBA, TUAZUIHBIE TUYPETUKU, UTHTUOUTOPHI
AHTMOTEH3UH-KOHBEPTUPYIOIIEro (hepMeHTa, arOHUCTHI aHTMOTeH3rHa I, Takue kak J1o3apTaH,
1 OJTOKATOPHI KaJbIMEBBIX KAHAJIOB, TAKKE KaK AuiTha3eM. [IpuMepsl mpenapaToB oT 6011
BKJIFOYAIOT alleTMUHO(EH, aCIMPUH, HAITPOKCEH, UOYNIPOQEH U CeJIEKTUBHBIE UHTUOUTOPBI
COX-2, Takue kak podexokcu0, nejaekokcud u Baaaekokcuo. [TpumMepbl aHTUOMOTUKOB M
MMPOTUBOMHUKPOOHBIX BEIIECTB BKITIOYAOT 11e(haIOCTIOPUHBI, TPOU3BO/IHBIC TTEHUIWIUIMHA,
AMUHOTJIMKO3UIbI, HUITPOQIOKCAIMH, SPUTPOMUIMH, XJI0PaMOEMHUKOIIb, TETPALUKIIMH,
AMIWIWILIIAH, TEHTAMUIWH, CYIb()aMeTOKCa30II, TPUMETOIIPUM U UITPOhIOKCAIIVH,
CTpeNnTOMUIMH, pudamunnH, amboTtepuud B, rpuzeodynbuH, nedaaoTu, neda3oivH,
(hIIyKOHA30J1, KIIMHAMUIIWH, 3pUTPOMUIMH, OAIUTPAIMH, BAHKOMUIIMH U (DYCUIOBYIO KUCTIOTY.
[TpuMepbl TUA3UIHBIX AUYPETUKOB BKITIOUAIOT OeHApOdIIOMeTHA3U T, XJIOPTHA3UI,
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XJIOPTAJIMIOH, TUAPOXIOPOTHUAZUI, TUAPOGITOMETHA3UI, METUKIIOTHA3HU/T, METOJIA30H,
MOJIUTUA3U/T, XUHETA30H U TpuxjiopMeTruasu. [ITpumepbl MHTMOMTOPOB AaHTMOTEH3UH-
KOHBEPTHUPYIOIIETO (hepMeHTa BKITIOUAIOT OCHAZCTIPUIT, KAITTOIIPUIT, UITA3aIIpHII, SHAJIATIPUIL,
SHAJIAPUIIAT, (DOZUHOTIPUJI, IM3UHOIIPHUIT, MOIKCHUITPHUIT, TIEPUHIOTIPUIT, XUHATTPUIT, PAMUTTPUIT
Y TpaH10Janpul.

dapMalneBTUYSCKHUE KOMITO3UIMU JJAHHOT O U300 peTeHUs HE00s3aTeIbHO BKITFOYAIOT OJTUH
M 6oJiee hapManeBTUUECKU ITPUEMIIEMbBIX HOCUTEJIEH W/WITH UX pa30aBUTEel, TAKUX KaK
JIaKTO3a, Kpaxmall, [eJUTI0JI03a U AEKCTpo3a. Jpyrue HanoJIHUTeI1, TAKUe Kak
apOMAaTU3UPYIOIIME CPEACTBA; MTOJICIIACTUTENIN; U KOHCEPBAHTBI, TAKUE KAK METHUJI, 3TUI,
MPOTWIT U OyTUII mapaOeHbl, TAK)Ke MOTYT ObITh BKJIIOUYEHBI. boliee MoJiHbIe MepeuHu
TTOJIXOISIIIIUX HATIOJTHUTENEN MOTYT ObITh HaeHbl B Handbook of Pharmaceutical Excipients

(5° u3a. Pharmaceutical Press (2005)).

Hocwurenu, pazbaBuTtenu W/ HaTIOJTHUTEIH SIBIISTIOTCS "TIPUEMIIEMBIMU" B CMBICTIE
COBMECTHMOCTH C IPYTUMH UHT peAMEHTaMH (papMaleBTHUECKON KOMITO3UIUK U OE3BPETHOCTH
JUIs MX penunuerTa. @apManeBTUIECKUe KOMITO3UIIMU MOTYT OBbITh YI0OHO MPeCTaBICHBI
B CTaHJIAaPTHOM JIEKAPCTBEHHOM (h)OpMe U MOTYT OBITh IPUTOTOBIICHBI JTFOOBIM TTOAXOSIIAM
CIOCOOOM, U3BECTHBIM clielMaanucTy. B ocHoBHOM, (hapmalneBTHUeCKHE KOMITO3ZUIMU IOy YEeHbI
OAHOPO/IHBIM U HEMOCPEACTBEHHBIM CBSI3bIBAHUEM COEIMHEHUI, PACKPBITHIX B JAHHOM
JIOKYMEHTE, C HOCUTEJISIMU, Pa30aBUTENIIMU W/WUIIK HATIOJTHUTEIISIMU, & 3aTeM, IIPU
HEOOXOJUMOCTH, PA3/ICTICHUEM MTPOIYKTA HA €r0 €IUHUILBI JO3ZUPOBKHU.

dapManeBTUYECKUE KOMITO3UIMK TAHHOTO U300pETEHUS MOTYT OBITh CPOPMYITUPOBAHBI
Kak TabJeTka, cale, B3BeCh, ITUIIIEBOM COCTaB, MACTUIIKA, KAICyJia, SJIMKCUD, CYCIIeH3Us,
CUPOIL, IJIACTUHKA, )KeBaTeJIbHAs pe3uHKa Wi jenemnika. CocTtaB cuporna B OCHOBHOM OyaeT
COCTOSITh U3 CYCIIEH3UU UJIM PACTBOPA COCAUHEHUI JAHHOTO W300pETEeHHUSI, OTTMCAHHBIX B
JTAHHOM JIOKYMEHTE, UJIU COJIU B KUJIKOM HOCHUTEIIE, HAIIPUMED, ITAHOJIE, [JIUIEPUHE UITH
BOJIE, C apOMATU3HUPYIOIIMM WJIM KpaCSIIUMM BellecTBoM. Eciin KoMITO3uIust HaXOaUTCS B
dhopme TabIeTKU, MOKHO TPUMEHSITh U OJUH WM OoJiee (hapMarieBTUYECKMX HOCUTEJIEH,
TPaaUIMOHHO TPUMEHSIEMBIX JIJISI TPUTOTOBJIEHUSI TBEPABIX COCTABOB. [IprMephl Takux
HOCHUTEJIEH BKJIIOUAIOT CTeapaT MarHusl, Kpaxmall, JJaKTO3y U caxaposy. Eciu komno3uuus
HaXOJUTCs B (hOpMeE KATICYJIbl, TPUMEHEHHE OOBIUHON MHKATICYJISIIUY SIBJISIETCSI, B OCHOBHOM,
MOJIXOSIINUM, HAITPUMED, C UCTIOJIb30BAHUEM BBIIIEYTTOMSHYTBIX HOCUTEJIEH B )KeJTaTHHOBOMN
KarIcyJie ¢ )KeCTKoM o0ooukoit. Eciu koMrio3unust HaxoauTcsi B popMe KarcyJsibl B MITKON
YKEJTATUHOBOM 000JIOUKE, MOKHO paccMaTpUBaTh (papMaleBTUIECKUE HOCUTENH, TPATULMOHHO
MIPUMEHSIEMBbIE [IJIsl TIPUTOTOBJIEHUS TUCTIEPCUI WU CYCIIEH3WMH, HAITPUMED, BOAHBIX KaMEJIEN,
LEJUTIOI03, CUIIMKATOB WM MAacCell, U OHU BKJIFOYEHBI B KEJIATUHOBYIO KAIICYJIy C MATKOMN
000JI0YKO.

XOT4 BBIIIEYIOMSHYTOE OMMCAHUE HATIPABJIEHO HA MyTH NEPOPATILHOTO BBEICHUS
(hapMaleBTUYECKUX KOMITO3UIIUM B COOTBETCTBUU C BApUAHTAMHU OCYIIIECTBJIECHHUS JAHHOTO
n300peTeHus, CrenuaaIucTaM B JaHHOM 00JIaCTH MOHSITHO, YTO JIPyTHUe ClIOCOObI BBEICHUS C
UCIOJIb30BAHUEM HAMOJHUTENEH UITM HOCUTENIEH, TPATUIIMOHHO MTPUMEHSIEMbIX U UHEPTHBIX
10 OTHOIIEHMIO K COETMHEHUSIM TAHHOT'O U300PETEHUS, MOSKHO UCTIOJIH30BATH TS TTOJTyYEeHUS
U BBeJIeHUS (hapMaleBTHIECKUX Kommosuiuii. Harmpumep, ¢papmareBTHIeCKre KOMITO3UIUU
JTAHHOTO MU300PETEeHUS TAK)KE MOTYT OBITh CPOPMYIUPOBAHBI JIJII PEKTATILHOTO BBEICHUS
KaK CYIIIO3UTOPUU WIH yIepKUBAOIIAs KJIM3Ma, HATIPUMED, coJiepkaliiasi OObIUHbIE
OCHOBAHMS CYINIIO3UTOPUEB, TAKUE KAK MACIIO KaKao WU ApYyrue riuuepuabl. Takxke,
dhapmaneBTHYECKHEe KOMITO3UIMU TAHHOTO W300peTeHUs MOTYT OBITH CDOPMYITUPOBAHBI JJIsT
WHBEKIUU, WIH JIJI1 TPAHCIEPMAaJIbHOTO, WX TPAHCMYKO03aJIbHOTO BBeAeHUS. OnucaHbl
WUTIOCTPATUBHBIE PA3TIMYHBIE CITOCOOBI BBEJIEHUS, HAITOJIHUTEIN U HOCUTEIH, HAIIPUMED, B
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Remington's Pharmaceutical Sciences, 18° u3a. (1990), packpbITHe KOTOPBIX BKJIIOUYAETCS B
JTAHHBIA JOKYMEHT CChUIKOM.

JlaHHO€E N300peTeHNe UILTIOCTPUPOBAHO CIISAYIONIMMHU ITpUMepaMU, KOTOPbIE HE
MpeAHA3HAUYEHbI ObITh OrPAHUYMBAIOIIMMHU KAKUM-TTMOO 0Opa3oMm.

ITpumepsnl

[Tpumep 1: O61IHME CTOCOOBI MOTYYSHUS COSAMHEHMI JAHHOTO N300peTeHUs

OO61mii crioco® cMHTe3a TOTOBBIX COSTMHEHMI H300pakeH Ha cxeme 1. O01uit cnocod
MOJIYYCHUST COSAUHEHUIN TAHHOTO U300peTeHMS BKItOUaeT peakuuio amuaa tuna EVTI ¢
COOTBeTCTBYIOIIMM peareHToM. AmuH thuna EVII, takoii kak (1R,2R)-2-amun0-(2,3-
nuruapo0oen3o[ ][ 1,4 AMokcuH-6-ui)-3-(MUPPOIUINH- | -WIT)IIpoTaH- 1-0J1, MOXKHO TTOJIYYUTh
COTJIACHO TIOJTYYSHHIO TTPOMEeXyTOUHOTO BemecTBa 4 matenta CILIA Ne6855830 (Bce nmen
KOTOPOTO BKJIIOUEHBI B JAHHBIN IOKYMEHT CCBUJIKOM), UJIM IIPUMEHSIST 00IIMe METOIUKH
CUHTE3a, U300pakeHHBIE Ha cxeMax 2-5. ['oToBbTe amuaHbIe coeauHeHust EIX MOXHO IMOJTyYUTh
peakuuert amuHa EVII ¢ cOOTBETCTBYIOLIMM aMIIMPYIOLIUM CPEACTBOM, IPUMEH S
CTaHAAPTHBIEC peaKIMOHHBIE YCIIOBUS Tl 00pa3zoBanus amuaa. CoenuHenus MoueBUHBI EJIX
MO’KHO MOJy4uTh peakuuent amuaa EVII ¢ coorBeTcTBYyIOmMM M3ouuaHaTom. Kapbamatsl
EX moxHO momyuuTh peaknueit amuaa EVII ¢ COOTBETCTBYIOIMM XJIOP(GOPMHATOM.

OH C_)H
R, : R NCO R, ;
\N/\\v,-/\\R o \N MRl
E,~” : ! R, =
NH2 H_N\—\
S0

EVII

R,0C0CL -~ )O HN
R‘i

/ HO %i/ ETIX

(X: omnuMygu® or -0- 1 -NH-)

OH
E E
2\ MR
R, /N : 1 N C_)H
HN 2\ z
o] HNL_
!
R4 Fama®
x
EX ,
R‘l
EIX
Cxema 1

ITpumep 1A. CuHTe3 COeIMHEHMI JaHHOTO U300 pETEHHUs: OOIIME CITOCOOBI MOTYUYEHHUS
AMUIHBIX aHAJIOTOB

Cnocob 1

Cwmech coequnenus EVII (1 mmonb), Takoro kak (1R,2R)-2-amuno-1-(2,3-auruapoodeH3o
[BI[1,4]aMoKCHH-6-11)-3-(MIUPPOIMAMH- 1 -WIT)TPOTIaH- 1 -0J1, HOJTyYEHHOT'O COIJIACHO MOJTyYEHUIO
npomexyTouHoro BemiectBa 4 mateHTa CILIA Ne6855830 (Bce uen KOTOPOro BKIIFOUEHBI B
JIAHHBIN JOKYMEHT CChUIKOM) WM C UCIIOJIb30BAHUEM CIIOCOOOB, M300PaKEHHBIX HA CXeMax
2,3,4u 5, xucnotsl (1,2 mmons), DCC (muuukiiorekcunkapooauumu, 1,2 mmons) u HOBT
(1-rugpokcudenzoTpuaso, 1,2 mmoins) pactBopuiu B CH,Cl, (5 mit). CMech niepemeniaim

NPy KOMHATHOM TeMIepaType U KOHTPOJIUPOBAJIH 3aBepiieHue mpu momonm TCX
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(ToHkocInorHas xpomaTtorpadus). [Tocie 3aBepiieHus cMecb OTGUIBTPOBAIN U OUUCTUIIN
KOJIOHOYHOM XpoMaTorpadueii, mpumensis, Harpumep, cmech (CH,Cl,/MeOH/NH,OH).

Cmoco0 2

Cwmech coequnenus EVII (1 mmonb), Takoro kak (1R,2R)-2-amuno-1-(2,3-auruapooeH3o
[BI[1,4]nnokcuH-6-11)-3-(MUPPOTMAUH- | -UT)TpoIiaH- 1 -0J1, MOTyYEHHOTO COIIACHO MOJTyUYEHUIO
npomexyToyHoro BemiectBa 4 mateHta CILIA Ne6855830 (Bce uien KOTOPOTo BKIIFOUEHBI B
JIAaHHBINM JOKYMEHT CCBUIKOM) HIIM C UCIIOJIb30BAaHUEM CIIOCOOO0B, M300paKeHHBIX Ha CXeMax
2,3,4u 5, kucnotsl 1 DCC (nuuukiiorekcuiakapooauumu, 1,2 mmoiib) pacrsopuiid B CHCI;

(5 mun). Cmech momMecTUIM B MUKPOBOJIHOBBIN peakTop (T=120°C, Bpems = 1 MuH), a 3aTeM
OT(GUIBTPOBAIM M OUUCTUIIM KOJIOHOYHOM XpoMaTorpadueii, MpUuMeHsis, HallpuMep, CMECh
(CH,Cl,/MeOH/NH4OH).

Crnioco0 3

Cwmech coequnenus EVII (1 mmonb), Takoro kak (1R,2R)-2-amuno-1-(2,3-quruapooeH3o
[BI[1,4]1mokcuH-6-1)-3-(MUPPOIUAUH- | -UT)TpoTaH- 1-0J1, MOTy4YEHHOTO COMIACHO MOTyYEHUIO
npomexyToyHoro BemiectBa 4 mateHTa CIIIA Ne6855830 (Bce uen KOTOPOro BKIIIOUEHBI B
JIAaHHBINM JOKYMEHT CCBUIKOM) WIIM C UCTIOIb30BAaHUEM CITOCOO0B, H300pakKeHHBIX Ha CXeMax
2,3,4 u 5, xucneii xaopun (1,2 mmons) u Ko,CO3 (2 mmons) cycnienaupoBanu B TT'® (5 mm).

Cwmech nepeMenMBaiy pyu KOMHATHOM TeMIepaType U KOHTPOJIUPOBAJIM 3aBEPILICHUE TTPU
nomoum TCX. ITocne 3aBepiieHus: cMech OTGUIBTPOBAIIU U OUUCTUIIM KOJTIOHOUHOMN
xpoMaTtorpaduen, mpumensisi, Hanpumep, cmecs (CH,Cl,/MeOH/NH4OH).

Cnoco0 4

Coenunenue EVII, Takoe kak (1R,2R)-2-amuno-1-(2,3-auruapo-06en30[ 1,4 1MOKCHUH-6-11)
-3-NUPPOJIUINUH- | -UIT-TTPpOTTIaH- 1-0JI, MOJTYYEHHOE COTJIACHO ITOJIYYEHUIO TPOMEKYTOUYHOTO
BemiecTBa 4 mateHTa CIIIA Ne6855830 (Bce naen KOTOPOTO BKIIOYEHBI B TAHHBIN JOKYMEHT
CCBUTKOM) UJTK C UCTTOJIb30BAHUEM CITOCOO0B, M300pakKeHHBIX HA cXxeMax 2,3,4 1 5, COeTUHSIIN
C PSAZIOM CITOKHBIX 3PUPOB N-rHIPOKCUCYKIIMHAMUIA B METHIIEHXJTOPHU/IE B aTMOc(hepe a30Ta,
HarmpuMmep, oT 18 10 24 YacoB B 3aBUCUMOCTH OT IIPUMEHSIEMOTO CJI0KHOTO 3upa.

[Tonyuenre N-THIPOKCUCYKIMHAMUIHBIX CIIOKHBIX 3(DUPOB

PaznmuuHbie MOHO- M IMKETOKUCIIOTHI COEAUHSIIA ¢ N-TUAPOKCUCYKIIMHAMUIOM B
MPUCYTCTBUM N-TUIMKIOTeKCUIIKapOOIMUMKIIA B 3TUIAaNeTaTe B aTMocdepe a30Ta B TEUCHUE
18 wacos. [1poayKThl OTPUIBTPOBAIH IS YAAJICHUS JUIUKITIOTEKCUIIMOYEBHUHEI.

M aeHTUYHOCTD 3THX CITOKHBIX 3(MPOB MOATBEPAUIN IIPU MTOMOIIU 'H AMP u
HEOUMIIIEHHBIM MaTepual 3aTeEM MIPUMEHSITU ITPU TPUTOTOBJIEHUU AMUJIHBIX AHAJIOTOB 0€3
JIOTIOJTHUTEIbHON OUUCTKH.

[Tpumep 1B. AnbTepHATUBHBIN CHHTETUYECKUHN CITOCOO MOTyUEHHS IIPOMEKYTOYHOTO
BemectBa EVIL. CunteTnueckuit myTs 1

AJlbTepHATUBHBIN 001MI cuHTe3 coequHeHust EVII uzoopaxen Ha cxeme 2. O6paboTKa
(R)-2-(6en3unokcukapOOHUIAMUHO)-3-TuapokcutipornanoBoi kuciotel EDCI 1 N,O-
JTMMETUIITUApOKcuaMuH nano Battnpeda amum EI ¢ oTmuuHbIM BeIXxo oM. [lepBUUHBINM cIUPT
obu1 3amuieH kak TBDMS a¢up EII ¢ oTanunbiv Beixogom peakipert ¢ TBDMSCI B IM®,
Peaxuus EII ¢ I'punbsipom 1ipu HU3K0M Temnepatype aaja EIll ¢ BBIXOJOM OT XOpOIIero A0
otimmuHoro. CrepeocenektuBHoe cHukeHue EINl u ¢ L-cenextpuaom nipu -70°C nano EIV ¢
BBIXOJIOM OT XOPOIIIETO /10 OTIMYHOTO U CelleKTUBHOCThI0. Coenunenune EV nmomyunsu ¢
BBIXOJAMHU OT XOPOIIMX /10 OTJIWYHBIX ITOCIIE CHATHS 3aIMTHl YKCYCHOM KUCITOTON. Peakius
C ME3WIATXJIOPUAOM M ITOAXOAAIMM aMMHOM fajia EVI ¢ BBIXOIOM OT XOPOLIETO A0
OTJIMYHOTO. B 3aK/II04eHUH, CHATHE 3aIMThI 10 NepBUYHOTrOo amMuHa EVII BeINTOIHWIM B
MHUKPOBOJIHOBO ITeUH, NpuMeHsis BoaHbINA pacTBop NaOH B Metanosne ripu 150°C oT ogHOM
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CxemMma 2

[Tpumep 1B. AnnbTepHATUBHBIN CHHTETUYECKUH CITOCOO MOTyUEHUS IPOMEKYTOUYHOTO
BenectBa EVIL. CunTeTrueckuii myTh 2 AbTepHATUBHBIN 001IMI cuHTE3 coeuHenus EVII
n3zo0paxeH Ha cxeme 3. [IpomexxyTouHoe BemecTBO Al MOIyYMIId C OTIIMYHON

30 JMACTEPEOCEIEKTUBHOCTHIO (96:4) BoCCTaHOBJICHUEM coeMHeHUs A Tipy oMoty LiAlHy, ¢

MOCIIeAYyIOlIer peakuueit ¢ anbaeruaomM B npucytctsud Cul u Me,S. Me3unatHoe

npoMexxyTouHoe BemectBo Alll monyuwnmu peakiueit ¢ AMoepiucToM 15 ¢ nociemyromei
peaxkuueit ¢ MsCl B mupuaune. I'otoBoe coenunenne EVII nmomyunnm peakuueii ¢

MUPPOIUIMHOM U yaalienueM CBz ruiporeHu3anumei.
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OH
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[Tpumep 1B. AnnbTepHATUBHBIN CHHTETUYECKUHN CIIOCOO MOTyUEHUS IIPOMEKYTOYHOTO
BewectBa EVIIL. Cunrernueckuit nyTh 3

OOt aTbTepHATUBHBIN MyTh cUHTE3a coequHeHust EVII uzobpaxen Ha cxeme 4.
ITpomexxyTounoe Bemectso EIV nmomyuniu, kak mokasaHo Ha cxeme 4, IUKIMPOBaJu B
OKCa30JIMAUMHOH B, mpumensist ruzipu Hatpust B pactBope AMD/TT ®. CHsTHe 3a1UThI
MEePBUUHOTO criupTa peakipeit ¢ nBuyNF ¢ mocneyrommm o6pa3zoBaHueM To3MIaTa peakiupein

C TO3WIXJIOPUAOM B MUPUJIMHE, HAKOHEI, 3aMEIIEHUE TO3UIATa COOTBETCTBYIOIIUM AMUHOM
o0Oecreumniio coequHeHre Bl ¢ BBIXOA0OM OT XOopolero Ao oTiauyHoro. ['maponus
okcazomauHoHa ¢ LiOH B cMmecu Bojza v aTaHoia nain coeaunenue EVIILL

1. TEAF
2. TosCl, Py
OH R, 3. Amuug Ry
- R
: NaH A~ 2 /\/{
T - - N :
TBOMSO : 7, TBIOMS0 N - N
NHChz HN\< ’ HN%
O Bl O
EIV
LiOH/H,/EtOH
OH
R, :
\N/\\_/-\Rl
e H
R NH
Cxema 4 s 2
EVII

[Tpumep 1B. AnnbTepHATUBHBIN CHHTETUYECKUHN CITOCO0 TTOTyUEHUS IIPOMEKYTOYHOTO
BeiectBa EVII. CunteTnueckuii myTh 4

ATnbTepHATUBHBIN 001U cuHTe3 coenunenust EVII uzo0paxken Ha cxeme 5. Anpaerus (2
9KBHUB.) KOHJICHCUPOBAJIUA C XUPATBLHBIM MOP(POIMHOHOM B TOJIYOJIE C yIaJI€HUEM BOJIBI JIJIS
o0ecreueHus CIIMTOro UKIoaaaykTa 2. O6padoTka 2 XJI0pOBOIOPOJIOM B CIIMPTOBOM
pacTBOpPUTEIIE, TAKOM KaK METaHOJI 00ecIeunBaeT aMUHOKUCIOTY 3. Y aanenue N-OeH3um
(GYHKIMOHATIBHOCTH MOKHO BBITIOJIHUTH C BOJIOPOJIOM B MMPUCYTCTBUU MAJLIAUEBOTO
KaTanu3atopa st odecriedenus 4. [{ukmzamwst 4 ¢ TpuoCreHoM U OCHOBaHUEM 00eCTIeunBaeT
CIOXHBIN 3¢up 5. DYHKUUMOHATIBHOCTD CIIOAKHOTO 3pUpa MOXKET ObITH BOCCTAHOBJIEHA ITPU
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MTOMOIIY OOPTUIPUAA HATPUS, U TIOJIYUSHHBINM CIMPT MpeoOpa30Baliv 10 COOTBETCTBYIOIIEH
yXOJSIIeN rpynmsl (T.€. TO3WaT Wi Hoauna). Peakuys 6 ¢ moaxoasimyM aMMHOM B
MPUCYTCTBUM U30BITKA OCHOBaHUs (Haripumep, K,CO3) B OJISIpHOM pacTBOpUTEIE (HAITpUMED,

DMSO unmu CH3CN) naet 7. KoHeuHOE CHATHE 3a1IMThI TP OCHOBHBIX YCIIOBUSIX IA€T AHAJIOTU

coequnenus EVII, moaxomasinye ayist mpeoOpa3oBaHuUs B JKejlaeMble aMHUIHbIE TOTOBbBIC

HpO}:[YKTbI.
H
Fh.,, I
N OH
0 L :
‘H\H' B
)J\ o o HC1, MeOH Meozc\/\R
RTH = PR, — F
1 ocuoeanme, momyon Phom
3
HO

HZ
Pd/C, MeOH

Ry R
1
OH
Z/”x\//{\ 1. NaBH,, MeOH /A“xxfk\ Tpudbocren :
: 0 MeO,C o MeOZC\/‘\R
HN\<\ 2. TsCl, py HN-\< : t
DIPEA, CH,CI, NE
G o unu 12, PPh, 5 Y 2 4

R,R,NH, K,CO,
DMSO unu CH,CN

R OH
1 z
R :
R, LiCH/H,/EtCH e S
K;N/\'._/KO 2 /N \_/ Rl
: R
R, HN\< s NH2
7
o EVII

Cxema 5

ITpumep 1C. ITonyuenue coenunenus EVII ¢ ucnonab3oBaHUEM CXEMBI 2

[Tomyuenue EII: (R)-6en3un 3,8,8,9,9-nmeHrameTnir-4-okco-2,7-1uokca-3-a3a-8-cuimaieKaH-
S-unkapbamara

Mmunazon (1,8 r, 26,5 MMob) 1o06aBuiau B pacTBop (R)-0eH3m 3-Tuapokcu-1-(MeTokcH
(MeTHIT)aMUHO)- 1 -okconpornan-2-uikapobamara (3 T, 10,6 Mmmos) B JIM®D (mumeTrindopmaMu,
15 M), a motrom TBDMSICI (TpeT-0y TUIIAUMETHIICHIIUIT XJIOPU, 2,4 T, 15,95 MmMmoiIb). Peakiuro
TepeMeIMBaJIi Ha MPOTsHKeHWH 12 YacoB TP KOMHATHOM TeMIiepaType B aTMocdepe azota
Y TI0/IaBUJIM BOJIHBIM XJ10pua0M aMMoHMs (100 mut). BOJHBIN ClIO# 3KCTparupoBaliu €
MeTuneHxiaopuaom (200 mi) u stunaneratoM (100 MiT), OpraHUYECKUE CI0U IMTPOMBLIN
paccoJIOM M KOHUEHTPUPOBAIM. HEeOUUINIEHHBIN TPOIYKT OUUCTUIIN KOJTOHOYHOM
xpomatorpadueit, mpumensis 10% EtOAc (3TunanerarT)-rekcansl 1j1s moiayueHust macia (3 T,

74% BBIXON). 'H simP (400 MTI'u, CDCl3) 6=0 (s, 6H), 0,9 (s, 9H), 3,2 (s, 3H), 3,8 (s, 3H), 3,8-

3,9 (m, 2H), 4,8 (mmpoxwuii s, 1H), 5,1 (q, 2H), 5,7 (d, 1H), 7,2-7,4 (m, 5H).
[Tomyuenue EIII: (R)-6en3un 3-(TpeT-0y THIAMME TUIICUIIUIIOKCH)- 1-(2,3-murunpobenso[ ]
[1,4]mmokcuH-6-u)-1-oKconponaH-2-uikapbamarta
(2,3-muruapobenso|B][1,4]nMokcuH-6-un)Marauit 6pomu (26 r, 78 MMOJIb), PACTBOPEHHBINM
B 40 M1 TI'®D (teTparuapodypan) B atmochepe azota, oxyiaauiau 10 -70°C u 1o Karism
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no6asunu (R)-0en3un 3,8,8,9,9-nenrameTnin-4-okco-2,7-1Mokca-3-a3a-8-cuiiaieKaH-5-
uinkap6amart (12,3 r, 31 mmosb), pactBopenHbiit B TT'® (13 mut). PeakuyronHol cmecu
MO3BOJIMIIA HATpeThes 10 -15°C U ocTaBUIIM pearupoBaTh B TeUeHHE 12 4acoB, a TIOTOM
MEePEMENIMBAIIM [TPY KOMHATHOM TEMIIEpATYPE B TeUeHUE 2 yacoB. [locne oxitaxaeHus
peaxkiuoHHOM cMecH 110 -40°C ee moracuiid, MpuMeHsIsl BOJIHBINM XJIOPUT AMMOHMS, & BOJHBIN
cioit akcrparupoBaiid EtOAc, BRICYIIHIM HaJl CYJb(GaTOM MarHus U KOHIICHTPUPOBAJIH.
HeounieHHbI MTPOAYKT OUYUCTUIIM KOJIOHOYHOM XpoMaTorpadueit, mpumenss 25% EtOAc-

TE€KCAaHBI IS TIOJIyYEHUS] YUCTOTO ITpoayKTa (13 1, 88% BBIXOM). 'H ssmP (400 MTI'y, CDCly)

0=0 (d, 6H), 0,9 (s, 9H), 4,0-4,2 (m, 2H), 4,4 (s, 2H), 4,5 (s, 2H), 5,2 (s, 2H), 5,4 (m, 1H), 6,1 (d,
1H), 7 (d, 1H), 7,4-7,7 (m, 7TH).

ITonyuenue EIV: 6en3un (1R,2R)-3-(TpeT-0y TUIAMMETUIICUIUIIOKCH)- 1-(2,3- AMruapoOeH30
[BI[1,4]nmokcUH-6-11)- 1 -ruIpOKCUIIpONIaH-2-uaKkapoamara

(R)-6en3un 3-(TpeT-Oy THIIIMMETUIICUITUIOKCH)-1-(2,3-muruapooen3o[ ][ 1,4] amokcun-6-
un)-1-okconpomnan-2-unkapodamar (3,1 r, 6,6 Mmoab) pactBopuim B TT'D (25 min) 1 oxnaauiau
1o -70°C B atmocdepe azota. L Cenextpua (13,2 mit 1 M pactBopa B TT'®D, 13 mmoIib)
JIO0ABJISLIIN 11O KAIUISIM, IIPU 3TOM ToJiiepkuBas temnepatypy -70°C. Uepes 1 yac peakuuio
nogasuiv 1 M BogHbIM pacTBOpoM TapTpata Kanus (13 mun) u sxkcrparuposaim EtOAc.
OpraHu4ecKkuii CJI0M BBITTAPUIIH, a TPOAYKT OUUCTUIIM KOJIOHOYHOM XpoMaTorpaduet,
npuMeHss 2,5% EtOAc-2% aueToH-MeTwieHXJI0puad. [1omyunm xxenaemblit fuactepeoMep ¢

80% BeIXOAOM (2.5 T). 'H ampPp (400 MT', CDCl3) 6=0 (d, 6H), 0,9 (s, 9H), 3,5 (1mupoxKwmii s,

1H), 3,7-3,9 (m, 2H), 4,2 (s, 4H), 4,9 (mupoxkuii s, 1H), 5,0 (d, 2H), 5.4 (d, 1H), 6,8 (s, 2H), 6,9
(s, 1H), 7,2-7,4 (m, SH).

[Tonyuyenue EV: 6ensuin (1R,2R)-1-(2,3-quruapo6enso[B][1,4]nuokcun-6-mm)-1,3-
JTUTUIPOKCUITPOTIAH-2-UIKapOamMaTta

bensuin (1R,2R)-3-(1er1-0yTMIaMMe TUIICUITMIIOKCH)- 1-(2,3- auruapoden3o[ B[ 1,4] aMokcHH-
6-ui)- 1-Tuapokcunponan-2-unkapoamart (0,5 r) pacTBOPUIIU B 4 MJI CMECH YKCYCHOM KHUCITOTBI/
TI'®/ Boxpt (3/1/1) m ocTaBUIM NEPEMEIIMBATHCS B T€UeHUE HOUM. HeouunieHHbIi MaTepua
BBINIAPUIIH, a IPOAYKT a3eoTponHo Beicymviiv ¢ EtOAc (10 mut). HeouMiieHHbIN TPOYyKT
OYKMCTUIIM KOJIOHOYHOM XpoMaTorpaduett, mpumensist S0% EtOAc-rekcan. UucThId TPOAYKT

nosyunsiv ¢ 74% Boixosom (0,28 r). 'H amp (400 MT'u, CDCl3) 6=3,4-3,8 (m, 4H), 4,1

(mmpoxkuti s, 4H), 4,8 (s, 1H), 4,9 (mupoxwuii s, 2H), 5,7 (umpoxkutii s, 1H), 6,8 (s, 2H), 6,9 (s,1H),
7,2-7,4 (m,5H).

OOwwmit crioco6 nonyuenust EVIu EVII

bensun (1R,2R)-1-(2,3-nuruapooden3zo|p][1,4]amuokcun-6-mi)-1,3- IMruipoKCUIponaH-2-
uikapbaMaT pacTBOPUIU B U30OBITKE MUPUAMHA, OXJIauiIu J10 -15°C u k cMecu 100aBUIU
OJIMH 3KBUBAJICHT MeTaHCYIb(OoHWIXIIOpHUIA. CMeCh epeMelMBaIM MTPUOIU3UTEIHHO MoTyaca
Y 100aBWJIM JIECATH SKBUBAJIEHTOB aMuHa. PeakIMOHHOM cCMecH MO3BOJIMIM HATPEThCS 10
KOMHATHOM TeMIlepaTyphl, a 3aTeM HarpeBajv rpu 5S0°C B TeueHue Hou. HeouunieHHbIlN
MaTepHal BBITIAPUIIH, 4 TPOIYKT OUUCTUIIA KOJIOHOYHOM XpoMaTorpaduel, MpuMeHsisi CMECh
MEeTaHOJIa/METUJICHXJIOPUI/TUAPOKCUT AMMOHHUS. 3aTeM C uucToro coeauHenust EVI casiu
3alIMTY TUIPOJIU30M B MUKPOBOJIHOBOM ITeuH, MpuMeHsist BOAHbIN pacTBop NaOH (40% 1o
BECy)/METaHOJI B KAYeCTBE PACTBOPUTENISI U HarpeBas cMech 10 150°C B TeueHue
MPUOIUBUTETLHO 15 MUHYT [17151 TOJTy4eHUs1 CBOOOAHBIX aMUHOB THIa EVI. ['0TOBBIN NPOIYKT
OYMCTUJIM KOJIOHOYHOM XpoMaTorpaduel Ha CUITMKaresie, IpuMeHsisl CMeCh MeTaHOJ1/
METUJICHXJIOPU/TUAPOKCUT AMMOHHUS.

ITpumepsr EVII coequnenus

i) (IR,2R)-2-amuno-1-(2,3-muruapoo6en3o[][1,4]mmoxcun-6-mi)-3-MmopdoarHonponan- 1 -
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0J1

Shave

'H ampP (400 MT'u, CDCl3) 6=2,3 (dd, 2H), 2,4 (dd, 2H), 2,5-2,6 (m, 2H), 3,2 (m, 1H), 3,6-
3,7 (m, 4H), 4,2 (s, 4H), 4,4 (d, 1H), 6,5-6,9 (m, 3H); MS nns C;5H,,N,O4 macca/3apsin 294,8
[M+H].

i) (IR,2R)-2-amuno-1-(2.3-guruapo6en3o[B][1,4] 1MoKkcuH-6-11)-3-(MTUnepuInMH- 1 -1it)
Iponas-1-omx

OH
: 0

SRS
NH, .

'"H amP (400 MT'u, CDCl3) 6=1,4 (uupoxut#t s, 2H), 1,7 (m, 4H), 2,2-2,6 (m, 6H), 3,2 (m,
1H), 4,2 (s, 4H), 4,5 (s, 1H), 6,7-6,9 (m, 3H).

[Tpumep 1D. [NonydyeHnue 3aMeIIeHHbIX (DEHOKCUITPOITMOHOBBIX KUCIIOT

[Tpumep 1D1: [Tomyuenue 3-(4-MeTOKCU(EHOKCH)ITPOTTMOHOBON KUCITOTHI

i) 3-(4-MeTOKCU(PEHOKCH)ITPOTTHOHUTPUIT

740 T (5,96 Mo7B, 1 5KB.) 0Opasua 4-MeToKcu(eHoIIa 3arPy3UIu B 3-TOPIIBIN 5 JT COCy1 B
azote. Tpuron B (50 M 30% Beca pacTBOpa B METAHOJIE) 3arPy3WIIM B COCY U HAUYaIU
NepeMeIMBaHUE IIPU IOMOIIM BEPXHENIPUBOIHON MEIIAJIKH. 3aT€M B PEAKLMOHHBIN COCYL
3arpy3uiiv aKkpuwiIoOHUTPUI (2365 mit, 35,76 MoJib, 6 3KB.) OJTHOM MTOPLUUEN U PEAKIUOHHYIO
cMech HarpeBaiu mpu 78°C B TeueHue 36 yacoB. Ananu3 B2XKX moxkaszas, uTo peaxius Obliia
3aBepLICHa B 3TOM TOuKe. PacTBOpUTENN y1anwim IyTeM pOTalMOHHOTO UCIIAPEHNS, &
MOJTyY€HHOE MACIIO U3BJIEKJIM C TOJIYOJIOM IS YAAJIEHUSI U30bITKA aKPUITOHUTPUIIA.
Heounmennsiit Matepuan nepexkpuctamumzoBain u3 TBME (TpeT-OyTui MmeTunoBblit a¢up,
10 00beMOB OTHOCUTEIIBHO CHIPOT'O BECA) U BHICYIIIMIIM B BAKYYMHOM €YU JIJI51 TOJTyUEHUs
945 1 3-(4-MeTOKCU(EHOKCH)ITPOIMMOHUTPUIIA B BUAC OEIIBIX KPUCTAJIIOB (BBIXO: 89,48%).

'H SIMP (450 MI'n, CDCl5): 8=2,72 (t, 2 H; CH,CN); =3,83 (s, 3 H; OCH3); 6=4,05 (t, 2H;

OCHj3); 6=6,70 (m, 4H; Ar-H); Bc amp (112,5 MTI'y, CDCl3): d=18,843 (CH,CN); 55,902
(OCH3); 63,699 (OCH»); 114,947 (CH5;0CCH); 116,183 (CH,OCCH); 117,716 (CN); 151,983
(CH;0C0); 154,775 (CH,OC).

i) 3-(4-MeToKCU(PEHOKCH)ITPOTTMOHOBAS KUCTIOTA

945 1 (5,34 moutb, 1 3kB.) o6pa3na 1 (3-(4-MeTOKCU(PEHOKCH)TPOTTHOHUTPUITA 3aTPY3UIIH B
22 71 KpYyTIOJAOHHBIN COCY/, OCHAIIIEHHBINM BEPXHEITPUBOIHOMN Metankoii mpu Ny. K

NepeMelIaHHbIM TBEPIbIM BellIECTBAM MEIJIEHHO J00aBWiIM 4 J1 KoHeHTpupoBaHHoi HCI,
a noroM 2 1 H,O. Peakuponnyto cMech HarpeBaiu 10 100°C B TeueHue 3,5 4acoB, Ipu 3TON

TOYKe peakius Obl1a 3aBepiieHa mpu nomoinu B2XKX ananuza. Peakuuro oxnaaumm 1o 10°C
JTI00ABJICHHEM JIbJIa B pEaKIIMOHHYIO CMeCh M OT(OMITBTPOBAITU. BBICYITICHHBIE TBEPIbIC BEIIECTBA
nanmu 920 T HeouMIeHHOH 3-(4-MeTOKCH(DEHOKCH)ITPOTTMOHOBOM KUCIOTHI. HeouunmeHHbIl
MaTepHas pacTBOPUIIH B 5 11 6 Bec.% kapOoHaTa HaTpus (Tak, uToObl pH=9) u no6asumm 2
1 DCM (mmxjopMeTaH) B peakuMOHHBIN cocyA. [locie TiaTtenbHOoro nepeMenmBaHus
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OpraHUYeCKUi CIION OTASIUIM U OTOPOCHIIN ICIUTEIbHON BOPOHKOM, 4 BOJIHBIN CII0M CHOBA
3arpy3uiu B 22 i1 cocya. pH BOIHOTO €10 OCTOPOKHO OTperysimpoBaiu 10 4,0 MEIJICHHbIM
nob6asienrem 6 M HC1. OcaxxaeHHble TBEpAbIE BELIECTBA OTHUIHTPOBAIM U BBICYIIIWIH B

BaKyyMHoO nieun [ytst tosrydeHus 900 r 3-(4-MeToKCHU(EHOKCH)ITPOITMOHOBOM KUCTIOTHI B BUJIE

0eoro TBEpAOTO BelecTBa (BBIXOd: 86,04%). 'H amp (450 MT'u, CDCl3); 6=2,78 (t, 2H;

CH,COOH); 3,70 (s, 3H; OCHs); 4,18 (t, 2H; OCHs); 6,78 (m, 4 H; Ar-H); 1>C SIMP (112,5
M1, CDCly): $=34,703 (CH,COOH); 55,925 (OCH3); 64,088 (OCH,); 114,855 (CH;0CCH);
115,984 (CH,OCCH); 152,723 (CH;0C); 154,302 (CH,0C); 177,386 (COOH).

[Tpumep 1D2: IMonyuenue 3-(4-(3-okcoOyTHi)(heHOKCH)ITPOTAHOBOM KUCIIOTHI

o

O
\I¥O
HO

Otan 1: cMmech 4-(p-runpokcudenon)-2-6yranona (1,032 r), rpurona B (400 mkin),
axkpuionutpuia (4 mi) u MeOH (0,8 mi1) HarpeBayu pu 70°C B Teuenue 20 yacoB. CMech
OXJIAUIIM IO KOMHATHOM TEMIIEPATYPBI U pACTBOPUTEND yaaauiu Hacyxo. [Tonyunnu 3-(4-
(3-0xcoOyTHIT)(hEeHOKCH)TPOITAHHUTPUIT B BUe Oeoro TBepaoro BemecTsa (0,572 r) mocre
OYUCTKH KOJIOHOYHOM XpoMmaTorpadueit ¢ UCIIoIb30BaHUEM 3TUIIalleTaTa/TeKcaHa.

Otan 2: 3-(4-(3-okcobyTtuin)penokcu)nponanautpui (0,478 1) cycnenauposanv B HCI
(37%, 5 M11) 1 TOMECTUIIM B MUKPOBOJIHOBBIN peakTop (T=110°C, 5 munyT). CMech BbUTMIH
B JeAsHy10 Boay (20 I), OTGUIBTPOBAIM U TBEPAOE BEIIECTBO MPOMBLINA BOIOM (2XS5 MIT).
[Tocre 0OYnCTKM KOJTOHOYHOU XpoMaTorpadueis, MpUMEHSISI CMECh METUIICHXJIOPUJI/METAHOIT,
MoJTydrsiv 3-(4-(3-oxkcoOyTui1)(heHOKCH)ITPOMMAaHOBYIO KUCIIOTY B BUE O€I0TO TBEPIOTO

Bemecrsa (0,3 r). 'H simP (CDCl,, 400 mI', ppm); 2,2 (s, 3H), 2,7 (t, 2H), 2,85 (m, 4H), 4,25

(t,2H), 6.8 (d, 2H), 7,1 (d, 2H).
[Tpumep 1D3: IMonyuenue 3-(4-(2-MeTOKCUITHIT)(PEHOKCH)TPOTIAHOBOM KHUCIOTHI

/

HO

Otarm 1: cMmech 4-(2-meTokcu 31rn) dhenod (1,547 r, 10,3 MMOJIB), TPET-OyTUIIOBOTO
CII0HOT0 3¢upa MpoInroaoBoi kucioTs (1,367 r, 10,8 MMmos) u N-meTun MmopdoiauHa (1,18
mi, 10,8 mmoiib) B CH,Cl, (15 Mi1) nepeMenmBaiiv Npyu KOMHATHOM TeMIIepaType B TEUEHHE

24 gacoB. Cmech abcopoupoBanu Ha SiO, (20 T) ¥ OUMCTHIIM KOJIOHOYHOM XpoMaTorpadueit,

MIPUMEHSISI CMECh METUJIEHXJIOpUA/TeKcaH. [IpoayKT moyUuniu B BUJIE CMECH U30MEPOB JBA
k ogHoMmy (E)/(Z)-Tpet-0yTun 3-(4-(2-MeTokcuaTui)peHokcr)akpuiata (2,0 r).

Otan 2: (E)/(Z)-Tpet-0yTun 3-(4-(2-metokcuaTuin)peHokcrn)akpunart (0,57 1)
cycieHaupoBaiu B cmecu TT'® (5 mur)/HCI (2 M, 5 MiT) 1 TOMECTUIIM B MUKPOBOJIHOBBIM
peaxtop (T=100°C, 15 cexynn). TT'® ynanunu poTauMOHHBIM BbIIIAPMBAHUEM, & CMECh
skctparupoBaiiu CH,Cl, (10 mi), (E)/(Z)-3-(4-(2-MeTOKCHITIIT)(hEHOKCH)aKPHUIIOBYIO KUCIIOTY

TTOJTYYHITH B BHJIE OEIIOTO TBEPIOTO BEIIECTBA ITOCIIE OUUCTKH KOJIOHOUHOM XpoMaTorpaduei,
MIPUMEHSSI CMECh TeKCaH/3TUIaneTar.
Otan 3: (E)/(Z)-3-(4-(2-MeTOKCHITUIT)(heHOKCH )aKpUITOBY IO KUCIOTY (0,3 T) pacTBOpUIN
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B EtOH (10 mu1) u no6asuiu Pd/C (5%, Tun degussa E101, 40 mr). CMech ruApOTeHU3UPOBAIIU
py aTMOC(EPHOM JIaBJICHUM B TEUECHHUE 2 YaCOB, a 3aTEM OT(HUILTPOBATIU U PACTBOPHUTEITH

ynaaunu Hacyxo. [Tocie ouncTku KOJIOHOUHOM XpoMaTorpadueri ¢ UCTIOTb30BaHUEM CMECH
TeKCaH/3TUIIALETAT MOTYYHITH 3-(4-(2-MeTOKCUITHIT)(HDEHOKCH)ITPOIIAHOBYIO KUCTIOTY B BUE

Oemnoro TBepaoro BemecTsa (0,236 r). 'H amp (CDCl3, 400 mI'y, ppm); 2,85 (t, 4H), 3,35 (s,

3H), 3,55 (t, 2H), 4,25 (t, 2H), 6,85 (d, 2H), 7,1 (d, 2H).
[Tpumep 1D4: [Tomyuenue 3-(4-C3-meTrIOyTaHOMIT)(PEHOKCH)TPOMTAHOBOM KUCIOTHI
Oran 1: 3-peHOKCUNTpOoNnUOHOBYIO KUCIOTY (5,0 T, 30 MMoIb) pactBopuid B MeOH (12
M) u no6aBui H,SOy4 (18 M, 3 karum). CMech TOMECTHIIA B MUKPOBOJTHOBBIHN peakTop (T:

140°C, t: 5 munyT). PacTBOpuTEns Bhiapuiu, cmech pa3aeinuian B EtOAc (30 mur) u NaOH (2
H., 20 mu1). Opraanyeckyro (azy Beicymmm Hag MgSOy, OTOUIBTPOBAIN U BBITTAPUIIN TS

MToJTydeHus MeTui 3-peHokcuriporanoata (5,0 T, 27,7 Mmoib, 92,5%).

Otan 2: ximopua amomunus (1,1 r, 8,34 MMoJb) 1006aBUIM B XomoaHbIi pacTBop (0°C)
MeTun 3-peHokcurpornanoata (1,0 T, 5,56 MMoith) U TpeT-OyTunaneTui xjaopuaa (1,25 mit,
8,34 mmouib) B CH,Cl, (9 MiT) U peakiMOHHYIO CMECh MIEpPEMELIMBAIIN B TeueHUue Houu. CMmech

BBINAPUIIH, @ ocTaTOK pazdaBuiii EtOAc (30 M), a 3aTeM MPOMBLIK BOI0M (2x20 MiT).
Opranuueckyro daszy yaaauii i OYUCTUIIM XpoMaTorpaduei Ha TMOKCHIIE KPEMHHUSI, TPUMEHSIS
rpaaueHT rekcaHbl/EtOAc (100:0—0:100) qis mostydeHust MeTui1 3-gpeHokcumnporianoata (600
MT, 2,27 MMOJIb, 40%).

Otamn 3: pacTtBop MeTun 3-penokcunpomnanoata (200 mr, 0,76 mmons) B 2 mit HCI (37%)
MMOMECTHIIM B MUKPOBOJTHOBBIN peakTop (T: 120°C, t: 5 MmuHyT). CMeCh BBUIWIIM B JICASHYIO
Boay (2 1) u mpombutn EtOH (3x10 mur). Opranuueckyro ¢gpazy oObeAUHUIN U BBIITAPUITH.
HeouunieHHbIM TPOAYKT OYMCTUIIM XpoMaTorpaduel Ha CUIMKaresie, MpUMeHs sl TPaJUeHT
rexcanbl/EtOAc (100:0—0:100) mrst moryderus 3-(4-(3-MeTrn0yTaHoMT)(DeHOKCH)ITPOIIAaHOBOM
kucnoTsl (120 mr, 0,48 mmoib, 63%).

[Tpumep 2. ITonyueHnue coeqMHEHUI JAHHOTO U300pETEHUs

NnnroctpaTuBHBIE COSTMHEHMS, TTOKA3aHHBIE B TpUMepe 2 ¥ Ta0muax 1-3, MOYKHO MOTYYUTh
cienyroueit cxemoi 1, onucanHoi Bolie. [TogpoOHoe onucanue cuHTe3a ONpeaeIeHHbIX
COEJIMHEHUH TAKXKE IIPUBEAEHO HUKE B KAUECTBE [IPUMEPOB.

[Tpumep 2E1. ITomyuenue remu-ruapara coequaenus 163 N-[2-rugpokcu-2-(2,3-
murunpooenso| ][ 1,4]nuokcuH-6-ui)- 1 -mupposuanH- 1 -UMeTUII-3TuI 1 -3-(4-MeTOKCH-(EHOKCH )
-IPONIMOHAMM 1A

o]

1 N—0H

) Q ,CH,CL, OH
COH
o [ofels}
<:>7N:C:N @ OH
.

HO o]

. 0
O HO oj 2 [y coH E J
e o T |
- 4) 0 CH 7 \_)7

(CXEMA 1A)

— 1

Coemunenue 163 monyuniu o crienyromeit cxeme 1A Boie. OobequHmM 3-(4-
METOKCU(PEHOKCH)TPOTNaHOBYIO KUCIOTY (cM. [1pumep 1D1, 34,47 1, 169 mmoitb, 96% uuctoTa
o BOXKX), DCC (34,78 r, 169 mMoutb) u N-ruapokcucykuuHuMus (19,33, 169 MMmoiib) B BUie
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CYXMX TOPONIKOB U J00aBuiu MeTuieHxiaopu (500 mur). CycreH3uo MeXaHUUeCKU
MEPEMENIMBAIIN B TEUCHHE HOUH TIPU OKPYIKATOIIEeH TeMIepaType B aTMocdepe a30Ta. AHAIN3
B32XKXX moxka3zan nmonHoe nmpeodpa3zoBanue KUciaoThl B NHS cioxHbIi 3¢up (N-
THIPOKCUSTHTAPHBIN c10HbBINM 3¢up). K cmecn nodasumm (1R,2R)-2-amuno-1-(2,3-qurunpo-
6en30[ 1,4] AMoKCcUH-6-1i1)-3-MMPPOIUaUH- 1 -un-niponas-1-oi (50 r, 169 MMob) U
nepeMerMBaHue MpoaoJDKaIM B TeueHue 2,5 yacoB. BOXKX nmokazanma nmpeobpa3oBanue B
MpoAyKT U moTepro u NHS croxHoro adupa, u amuHa sTamna 5. PeakimoHHy10 cMech
OT(hUIBTPOBAJIM MO/ BAKyyMOM Ha BopoHke broxnepa s ynanenuss DCC MOYEBUHBI.
TBepayto MoueBuHY poMbLIK S00 M1 MeTHIIeHXTIOpUaa. OpraHudecKue cjiou 0ObEeIUHUIIH,
TTOMECTHIIM B JIEJIUTEIIbHYIO BOPOHKY U 00padoTanu 500 mit 1,0 M NaOH. Crou pa3aenunu
Y MYTHBIM OpraHUYECKHI CIIOM ITOBTOPHO 3arpy3UIIH B ISTTUTEIIbHYIO BOPOHKY M 0OpaboTanu
6% pactBopom HCI (otperynupoBannsbiit 1o pH=0,03-0,34, 100 mi pacTBopa). O6pa3oBajioch
JBa YUCTHIX ci10s1. [TomyyeHHbIl AByX(ha3HbIM pacTBOP BBUIWIM B COCY DpiieHMerepa 1
OCTOPOXHO HelTpanuzoBau 10 pH 7,2-7,4 HACBIILIEHHBIM PACTBOPOM OMKapOOHATA HATPUS
(mpubau3uTenpHO 200 M1 pacTBopa). OpraHUYeCKHii CJI0H OTASIUIN OT BOJHOTO CI0S,
BBICYIIWIIM HAJ CyTb()aToOM HATPUS U BBITIAPWIIM JJIS BbIX01a 83,6 T KeJITOro mMacia
(Teopetnyeckuii BbIxo: 77,03 r). Macno pactBopuiiv B uzonponuioBoM cnupte (500 mi) ¢
HArpeBaHUEM M IIEPEHECIIU B 1 J1 KPYIJIOJOHHBIN COCY/l, OCHAIIICHHBIA MEXaHUYECKOM
MeIIAJIKOM U HarpeBatoliet oomBko. PactBop Harpenu 10 50°C 1 MeXaHUYECKYIO MELIAIKY
YCTAHOBUJIM Ha CKOPOCTh 53-64 rpm. Bunnyto kucnoty (25,33 r, 168 MMOJIb) pacTBOpPUIIU B
JIEMOHU3UPOBAHHOM BoAe (50 Mu1) M 100aBUIM K IepeMeliaHHoMy pactBopy npu 50°C. Kax
TOJIBKO PacTBOP MPEBPATHIICS U3 MOJIOYHO-0€JI0T0 B MPO3paUHbIH, JOOABUIM 3aTPABOYHbIE
KPUCTAJUIBI B CMECH, M KPUCTAJUIM3ALMS HEMEUIEHHO Havalach (TeMIlepaTypa IOJHIaCh 10
56°C). Yepe3 20 MUHYT CMECh YCTAHOBWIIM OXJIAXKIATHCS 40 TemnepaTypbl 35°C (oxnaxaeHue
3aHs10 1,15 yaca), HarpeBanue npekpaTuivd U pacTBOPY ITO3BOJIMIIM IIepeMeIBaThes 12
gacoB. [TonydyeHHyto B pe3ysbTaTe rycTyIo B3BeCh OT(hUIbTpOBaIM Ha BOpoHKe broxuepa.
JIro60e ocTaBieecs TBEp10€ BEIIECTBO B COCY/IE MPOMBLIA HA BOPOHKE, PUMEHSIS JIEASTHOM
nzonporuiosbii cupT (100 mir). MaTtepualt nepeHeciy B CyIIWIbHBIN JIOTOK U HArpeBaJlv
1o 48°C moa BaKyyMOM B TeueHue 3 THel (depe3 ABa JHS MaTepuas Becuil 76 1, a yepe3 Tpu
JIHs1 OoH Becus 69,3 1). TBep/ioe BelecTBO aHaIu3upoBaiu pu momoinu LC u, Kak moxkazalu,
¢ 98,1% uucroroii (AUC), aHaIM3 OCTaTOYHOTO pACTBOPUTEINS ITOKA3aJ, UTO MaTeEpUA
BKJIIOUaeT 3472 ppm usonponuiioBoro cnupta, u DSC (muddepenumanbHast CKaHUpYyIoas
KaJIOpUMETpHUs) MoKazasia Touky iasnenus 134,89°C. Beero coOpanu 69,3 T 6e510ro TBep1oro

BelnecTBa (001 BBIX0T 65,7%). 'H amP (400 MTI'y, CDCly) 6=1,8 (M, 4H), 2,4-2.6 (m,

4H), 2,6 (m, 1H), 2,85 (m, 2H), 3,0 (m, 1H), 3,65 (s, 3H), 3,8 (m, 2H), 3,86 (2. 2H), 4,18 (br s,
S5H), 4,6 (s, 1H), 6,6-6,8 (m, 7 H), 7,8 (d, 1H); MS s Co9gHyoN,O;3 macca/zapsan 457,3 [M+

H] m1s ocHOBHOTO nuka (CBOOOJHOE OCHOBAHUE).

ITpumep 2E2. [Tonyuenue coequnenus 247: N-((1R,2R)-1-ruapokcu-1-(4-meTokcudeHn1)
-3-Cniupponuaus- 1 -un)nponaH-2-ui)-3-(p-TOJIWIOKCH)TPOTTaHAMU/T

Coenunenue 247 nonyuunu peakuueit (1R,2R)-2-amuno- 1-(4-meToxcudenun)-3-
(MUPpPOIUIMH- 1 -WT)IIponaH-1-0j1a Kak aMUHa, TTOJIYYEeHHOTO MO cxeMe 3, ¢ 3-(4-MeTuI(heHOKCH)
MIPOMUOHOBOM KUCIIOTOM, TpUMEHSS c11oco0 1.

ITonyuenue A: (R)-6eH3un 4-hopMui-2,2-TMMETUIOKCA30IUINH-3-KapOOKCHIaT
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N,O-guMeTuiIruapoKcuiaMut ruapoxiopuna (45 r, 0,46 mmouts, 1,5 3kB.) u N-
MetuiaMopdoimH (84 mit, 0,765 Momb, 2,5 9KB.) MeIJICHHO 100aBWIH B X0JIoaHYI0 (-15°C)
cycniensuto d-CBz cepuna (73,0 r, 0,305 monb) B CH,Cl, (560 mit), coOXpaHsisi TeMIIEpaTypy

Hmwke -5°C. Cmech cHOBa oxJiaauim 10 ~ -15°C u mo6asmiu EDCI (62 1, 0.323 moub, 1,05
9KkB.). CMech nepeMelMBajiy B TeUEHHE 5 4acoB, COXpaHss TeMrnepatypy Huxe 5°C.
PacTBopuTens ynanuiym poTaqMOHHBIM BbITIapUBaHUEM, a cMech pasaenwii Mexay HCI (1
M, 300 mut) u EtOAc (500 mun). Opranuueckutt ciioit pa3aenuinu u mpomsiii HCI (1 M, 2x100
M), ¥ 3aTeM HachleHHbIM NaHCOj3 (2x150 mut). Cmech Beicymimiiy HaJg MgSOy,

OTGUIBTPOBAIIN U 3aTEM PACTBOPHUTEIb Y IAJIMIM POTALMOHHBIM BbInapuBaHueM. (R)-0eH3um
3-TUapPOKCH-1-(METOKCU(METHIT)aMUHO)- 1 -OKCOITpOITaH-2-uiIkapOaMaT IIOBTOPHO PACTBOPUIIU
B cMecH aneToHa (375 mi) u 2,2-numeTokcunponana (375 mir) u gobasuimm agupat
Tpexdropuctoro 6opa (3 mit). CMech epeMenIMBaIu Ipyu KOMHATHOM TEMIIEpAType B TEUECHHUE
59acoB, a 3aTeM J00ABUIM TPUITHIAMUH (3 MJT). PacTBOpUTEND y1anuimm qocyXa v oIy YiiIn
(R)-6en3u1 4-(MeToKCcH(METHIT)KapOaMou)-2,2- TMMETUITOKCA30JIMIUH-3-KapOOKCUITAT KaK
Oenoe TBepoe BeecTBO (73,0 T, 74% BBIXOJ C 000MX 3TAIOB) MTOCIE OYUCTKH KOJTOHOYHOMN
xpoMaTorpaduelt ¢ Ucroabp30BaHueM cMecH rekcan/EtOAc/aneToH.

'H amp (CDCl3, 400 mI'u, ppm); 1,5 (s, 2H), 1,6 (s, 3H), 1,7 (s, 2H), 1,75 (s, 3H), 3,14 (s,
3H), 3,24 (2H), 3,4 (3H), 3,76 (s, 2H), 4,0 (m, 1,7H), 4,16 (m, 1H), 4,2 (m, 1.7), 4,78 (m, 1H),
4,88 (m, 0,6H), 5,06 (q, 2H), 5,18 (q, 1H), 7,4 (m, 8H).

ITonyuenne Al: (R)-6en3un 4-((R)-rugpokcu(4-meTokcudeHua)MeTni)-2,2-
JTIUMETUITOKCA30JIU/INH-3-KapOOKCHIIaT

Q

PactBop LiAlH,4 (1 M, 20 mi1, 20 MMOJIb) 70OABIISUIM IO KAILIAM B X010AHbIH (-15°C)

pactBop (R)-0eH3u1 4-(METOKCU(METHIT)KapOaMou)-2,2- ITMMETUIOKCA30 I INH-3-
kapookcunata (12,2 r, 37,9 mmonb) B TTD (75 mun). Cmech nepemernmBaiu B TeueHue 30
MUHYT, noaaepxuBas remrnepatypy Huxke 0°C. Hacoiennsiit pactsop KHSO,4 (100 mut)

MCIJICHHO I[O6aBI/IJ'II/I K CMECH U HArpeBaji 10 KOMHATHOM TEMIICPATyPhbI. CMmech
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OT(GUIBTPOBAIIM U PACTBOPUTENH Yaamuian gocyxa. Iloayunnu (R)-6en3un 4-bopmui-2,2-
JIMMETUJIOKCA30JIUIMH-3-KapOOKCUIIaT B BUe mpo3paunoro macia (9,161 r, 92% BbIxon)

MOCJIe OYUCTKU KOJIOHOYHOM XpomaTtorpadueit (SiO,, mpumensist cMech rekcan/EtOAc). '"H
SMP (CDCl3, 400 mI'y, ppm); 1,7 (m, 6H), 4,15 (m, 2H), 4,4 (m, 1H), 5,15, (s, 1H), 5,2 (m, 1H),

7,3 (m, 5H), 9,6 (m, 1H).

1,2-mu6pomatad (0,2 Mi1) MEAUIEHHO 100aBUIIM K TopsiueMy (65°C) pacTBOpy MarHMeBBIX
crpyxek (0,91 r, 37 mmons) B TT'® (14 mi1), a moToM J00aBUIIU IO KAIUISIM pacTBOD 4-
o6pomanuzona (4 mi, 32 Mmmoib) B TT D (14 mun). CMech KUIISITUIM C OOpaTHBIM
XOJIOAWIBHUKOM, B TEYEHHUE 2 YACOB U 3aTEM OXJIA IMIIM JO KOMHATHOM TeMiiepaTypbl. PacTBop
I'punbsipa nodasmsu mo kamisim B cycnensuto Cul (6,8 r, 36 Mmmoitb) B cMecu Me-iS (20 mut)
JIT® (100 mi1) ipu -78°C, Cmech MeIJIEHHO HarpeBayu 10 -45°C v repeMelnBalid B TEYEHUE
30 MUHYT, IOJJIEpKUBAsE TeMITepaTypy oT -45 10 -35°C. Cmech cHOBa oxyaauiu J1o -78°C u
00aBUIIM TI0 KATUTSIM pacTBOp anbaeruna ['apuepa [(R)-0ensun 4-popmumi-2,2-
JTMMETHUIIOKCa30JIUInH-3-kapookcunart] (3,20 T, 12,6 mmosb) B TT'® (15 mi). Cmech
NepeMellInBaJId TPU HU3KOM TemrepaTtype B TeueHue Hou (15 yacos, T makc.=10°C).
Peakmmonnyto cmech nogasuimm NH4Cl (Haceienssiit, 100 mun) u skcrparupoBain EtOAc

(50 mum). PacTBOpUTENH YAAIMIN JOCYXa, CMECh OUMCTUIIA KOJIOHOYHOM XpoMaTorpaduei
(SiO,, mpumensisi cmech rekcaH/EtOAc/aneToH) v MOyYUsIu MPOAYKT B BUE OECIIBETHOTO

maciaa (1,697 r, 36% BbIXOn).
[Tomyuenue All: 6enszun (1R,2R)-1,3-muruapoxcu-1-(4-meToxcudpeHn ) mpornan-2-
unkapbamart

-\O
HO : CH
HN \[40
0

Cwmech 6eH3un 4-(ruipoKcu-(4-MeTOKCU(EHUIT)METHI )-2,2- TAMETUITOKCA3 0T IUH-3-
kapboxcunara (1,679, 4,5 mmosb) u ambepiucta 15 (1,85 ) B MeOH (20 Mu1) mepemernmBaiiu
MpY KOMHATHOM TeMrepaType B TeueHue 2 qHedt. CMech HeHTpUupyrupoBaiv U TBEpabIe
BewectBa npombuit MeOH (2x40 mut). PacTBopuTenp yaiviam HACYyX0 U ITOCIIE OYMCTKU
KOJIOHOYHOM xpomaTtorpadueit (SiO,, mpumensis cmecb CH,Cl,/EtOAc) mostyuuiiv mpoayKT

B BUJIe Oejtoro TBepaoro BemecTsa (1,26 T, 84% BBIXO).
[Tomryuenne AIV: Cunres coemuaenust 289: 6ensui (1R,2R)-1-ruapokcu- 1-(4-meToKkcugeHmn)
-3-(muppoauauH- 1-un)nponaH-2-uikapoamart
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HN. 0O

Mesutunxmnopus (0,28 mi, 3,6 MMOJTb) MeIJIEHHO J00aBWIM B X0J10,1HEIH (-10°C) pacTBOp
oen3ui (1R,2R)-1,3-muruapoxcu-1-(4-metokcudenun)nponan-2-unkapoamara (1,07 r, 3,23
MMOJIb) B tupuauHe (1,5 mur). Cmech nepeMeniivaiiv B TedeHue 30 MUHYT U 3aTEM MEIJIEHHO
00aBUIIM K cMeCcU TTMPppoiuauH (2,7 mit, 33 Mmmouts). CMmech HarpeBaiu 10 45°C B TeueHue 6
YacoB, a 3aTE€M PACTBOPUTEINH YAATUIM Hacyxo. [Tociie OUncTKY KOJIOHOYHOM XpoMaTorpadueit
(S810,, c ucnnonbzoBanueM cmecu CH,Cl,, MeOH, NH4,OH), nosiyuuinu npoayKT B BUAE

npo3paunoro macina (0,816 r, 66% BbIxoaa).
[Tonyuyenue EVIIL: (1R,2R)-2-amuno- 1-(4-meTokcuderun)-3-(muppoauanH- 1 -uin)npornaH-
1-0J1 KaK aMUH TTOJTYYWIIA METOIMKAMU, OTTMCAHHBIMHU HUXKE:

!

N

HHN..

e
HO 8]

Cwmech 6en3un (1R,2R)-1-ruapoxcu-1-(4-meToxkcudeHn)-3-(MupposIuanH- 1 -uia)mporaH-
2-unkapbamara (0,10 1, 0,26 mmonb) u Pd/C (5%, 21 mr) B EtOH (1 mx)/HCI (1 M, 50 mxi1)
JIeTa3upoBalid ¥ J0OaBUIIU Ta3 Bogopoa. CMech THIAPOTEHU3UPOBAIIM ITPU aTMOCHEPHOM
JIaBJIEHUY B TeUeHUE ABYX yacoB. CMech OT(GUIBLTPOBAIM HAJ IIETUTOM M PACTBOPUTEIb
ynaauiu Hacyxo. [TpoaykT nmonyuusu B Busie OecuBeTHoro macia (63,5 mr, 85% BbIXO).
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[Tonmyuyenue coemurenusi 247: N-((1R,2R-1-runpokcu- 1 -(4-meToxcudeHwn)-3-(MuppoTuanH-
1-win)nporiaH-2-ui)-3-(p-TOIUITOKCH ) ITPOITIaHAMU/T

'H amP (CDCl3, 400 mI', ppm); 1.75 (br, 4H), 2,3 (s, 3H), 2,65 (br, 6H), 2,85 (m, 2H),
3,75 (s, 3H), 4,1 (m, 2H), 4,25 (m, 1H), 5,05 (sd, 1H), 6,5 (br, 1H), 6,8 (T, 4H), 7,1 (d, 2H), 7,2
(d, 2H). MACCA/BAPA nns Co4H3,N,0O4 [M-H] =413.

ITpumep 2E3. ITonyuyenue coeaqunenus 251: N-(1R,2R-)-1-ruapoxcu-1-(4-meToxcudeHu)
-3-(muppoauauH- 1 -un)nponan-2-un)-2-(4-(tpudropmeTrin)heHn))aneTaMuI

F
'H SIMP (CDCls, 400 mI'ty, ppm); 1,75 (br, 4H), 2,55 (br, 4H), 2,85 (m, 2H), 3.5 (s, 2H), 3.8
(s,3H), 4,2 (m, 1H), 5,05 (sd, 1H), 5,8 (d, 1H), 6,8 (d, 2H), 7,1 (d, 2H), 7,2 (d, 2H), 7,55 (d, 2H).
Macca/zapan st Co3H,o7F3N,O5 [M-H] =437.

[Tpumep 2E4. [Tonyuenue coequnenus 5: N-(1R,2R)-1-(2,3-auruapodenzo[ ][ 1,4]aMokcun-
6-11)- 1 -TUIPOKCH-3-(TTUPPOJIUIUH- | -WIT)TTpoTiaH-2-ui1)0eH30[b] TnodeH-2-kapOoKkcaMu g
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'H imMP (CDCl3, 400 mI'n, ppm); 1,8 (br, 4H), 2,7 (br, 4H), 3,0 (m, 2H), 4,25 (s, 4H), 4,45
(m, 1H), 5,05 (sd, 1H), 6,6 (br, 1H), 6,85 (s, 2H), 6,95 (s, 1H), 7,4 (m, 2H), 7,7 (s, 1H), 7,85 (m,
2H). Macca/3apsan st Co4HyogN-O4S [M-H]'=439.

ITpumep 2ES. ITonyyenue coequnenus 11: N-((1R,2R)-1-(2,3-aurunpoben3o[ ][ 1,4]1Mokcun-
6-11)- 1 -TUAPOKCHU-3-(TUPPOTUANH- | -WIT)TpoTIaH-2-1iT)-2-((heHUIITHO ) alle TAMMU/T

'H ampP (CDCl3, 400 mI'u, ppm); 1,7 (br, 4H), 2,5 (br, 4H), 2,8 (br, 2H), 3,6 (q, 2H), 4,15
(m, 1H), 4,2 (s, 4H), 5,9 (sd, 1H), 6,7 (m, 2H), 6,8 (s, 1H), 7,2 (m, 7H). Macca/3apsa ans
Cy3HogN>O4S [M-H] '=429.

[Tpumep 2E6. ITonyyenue coemunenust 12: N-((1R,2R)-1-(2,3-aurunpobenso[ ][ 1,4]aMokcun-
6-11)- 1 -TUAPOKCHU-3-(TUPPOTUANH- | -WIT)TpoTiaH-2-11) OudeHnI-4-KapOoKcaMu g
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B 'H simMP (CDCl3, 400 mI'u, ppm); 1,8 (br, 4H), 2,7 (br, 4H), 3,0 (m, 2H), 4,25 (s, 4H), 4,4

(br, 1H), 5,05 (sd, 1H), 6,6 (sd, 1H), 6,85 (m, 2H), 6,95 (s. 1H), 7,45 (m, 3H), 7,6 (m, 4H), 7,75
(m, 2H). Macca/zapsan qis CogH3gN,O4 [M-H]'=459.

[Tpumep 2E7. I1onyyenue coequnenus 19: N-((1R,2R)-1-(2,3-auruapobenso[ ][ 1,4]1Mokcun-
20 6-ui1)-1-ruApOKCH-3-(MUPPOTUIMH- 1 -UiT)IIponaH-2-ui1)0eH30[b] TnodeH-5-kapbokcaMu,1

25

30

=

'H amP (dg-dmso, 400 mI', ppm); 1,6 (br, 4H), 2,4 (br, SH), 2,65 (m, 1H), 4,15 (s, 4H), 4,25
(m, 1H), 4,75 (sd, 1H), 5,6 (br. 1H), 6,7 (m, 3H), 7,5 (sd, 1H), 7,7 (sd, 1H), 7,8 (sd, 1H), 7,85 (sd,
1H), 8,0 (sd, 1H), 8,2 (s, 1H). Macca/3apsn s Co4HpgN>Oy4S [M-H] =439.

ITpumep 2ES. IMonyuyenue coenqunenus 23: 2-(oudenun-4-um)-N-((1R,2R)-1-(2,3-
nuruapooeH3o[P][1,4]aMokcun-6-umn)- 1-ruapokrcu-3-(MUppoIuanH- 1 -uin)mpornaH-2-ui)
alueTamMum

35

40

45
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'H amP (CDCl3, 400 mI'y, ppm); 1,7 (br, 4H), 2,5 (br, 4H), 2,8 (d, 2H), 3,55 (s, 2H), 4,2 (ra,
15 SH), 4,85 (sd, 1H), 5,95 (br, 1H). 6,6 (m, 1H), 6,75 (m, 2H), 7,2 (sd, 2H), 7,4 (m, 1H), 7,5 (st,
2H), 7,6 (m, 4H). Macca/3apsn nims CooH3oN,O4 [M-H] =473.
[Tpumep 2E9. I1onyyenue coemunenus 24: N-((1R,2R)-1-(2,3-aurunpoben3o[ ][ 1,4]1Mokcun-
6-11)- 1 -TUAPOKCHU-3-(TUPPOTUANH- | -WT)TpoTiaH-2-u)-2-(4-peHoKCH(peHUT) aneTaMu/I

20

25

30

'H aMmP (CDCls, 400 mI'u, ppm); 1,8 (br, 4H), 2,6 (br, 4H), 2,8 (sd, 2H), 3,45 (s, 2H), 4,15
35 (m, 1H), 4,25 (s, 4H), 4,85 (sd, 1H), 5,9 (br, 1H), 6,6 (m, 1H), 6,7 (s, 1H), 6,8 (m, 1H), 7,15 (m,
TH). 7,4 (m, 2H). Macca/3apsna miist Co9H3oN,O5 [M-H] =4809.

[Tpumep 2E10. ITomyuenue coequuenus 25: (S)-N-((1R,2R)-1-(2,3-muruapoben3o[][1,4]
JIMOKCUH-6-1)- 1 -TUAPOKCU-3-(MUPPOJIUIUH- | -1 )TponiaH-2-1i)-2-TUAPOKCH-3-
o (peHunmponanamumg

45

Ctp.: 80
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'H simMP (CDCl3, 400 mI'y, ppm); 1,8 (br, 4H), 2,65 (br, 7H), 3,1 (dd, 2H), 4,2 (m, 6H), 4,8

(sd, 1H), 6,6 (m, 1H), 6,8 (m, 3H), 7,3 (m, SH). Macca/3apsn s Co4H3gN,O5 [M-H] =427.

[Tpumep 2E11. ITonyuenue coequnenus 27: N-((1R,2R)-1-(2,3-nurunpodenso[][1,4]
JTMOKCHH-6-WIT)- | -TUAPOKCH-3-(MUPPOIUANH- | -UIT)TpoTIaH-2-11)-3-(heHOKCUTTPOTIAHAMM/T

'H SIMP (CDCl3, 400 mI'w, ppm); 1,8 (br, 4H), 2,7 (br, 6H), 2,9 (m, 2H), 4,2 (m, 7H), 4,95
(sd, 1H), 6,45 (m, 1H), 6,75 (s, 1H), 6,85 (m, 3H), 6,95 (t, 1H), 7,2 (m, 3H). Macca/3apsix as
Cy4H3oN,O5 [M-H] =427.

[Tpumep 2E12. ITonyuenue coequnenus 31: N-((1R,2R)-1-(2,3-qurunpodenso[f][1,4]
JIMOKCUH-6-UIT)- 1 -TUAPOKCH-3-(TMPPOTIUANH- | -WIT)TpOoTIaH-2-UIT)-2-0KCO-2-(heHumane TaMu

'H simMP (CDCl3, 400 mI'n, ppm); 1,8 (br, 4H), 2,8 (br, 4H), 3,0 (m, 2H), 4,2 (s, 4H), 4,3 (m,
1H), 5,05 (sd, 1H), 6,8 (s, 2H), 6,9 (s, 1H), 7,35 (m, 1H), 7,45 (t, 2H), 7,6 (t, 1H) 8,2 (d, 2H).

Crp.: 81
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Macca/zapsan nusa Coz3HygN>Os [M-H] =411.

[Tpumep 2E13. TTonmyuenue coequnenus 32: N-((1R,2R)-1-(2,3-qurunpodenso[p][1,4]
JIMOKCUH-6-UIT)- 1 -TUTIPOKCHU-3-(IUPPOTUANH- | -WT)TpoTIaH-2-1i)-3-((heHUITHO ) TPOTIaHAMUJ]

20

25

30

35

40

45

'H ampPp (CDCl3, 400 mI'u, ppm); 1,8 (br, 4H), 2,4 (t, 2H), 2,7 (br, 4H), 2,8 (m, 2H), 3,1 (m,
2H), 4,2 (m, 5H), 4,9 (sd, 1H), 5,95 (br, 1H), 6,8 (m, 3H). 7,2 (m, 1H), 7,3 (m, 3H). Macca/3apsa
JJI C24H30N204S [M—H]-:443

[Tpumep 2E14. TTonydenue coequnenus 35: N-(1R,2R)-1-(2,3-muruapooenso|[B][ 1,4 mmokcun-
6-u11)- 1 -TUIPOKCU-3-(TUPPOJIMIANH- | -UJT)TPOTIAH-2-WUJT)-2-0-TOIUIALETAMU]

'H simMP (CDCl3, 400 mI'y, ppm); 1,7 (br, 4H), 2,1 (s, 3H), 2,5 (br, 4H), 2,75 (m, 2H), 3,5 (s.
2H), 4,1 (m, 1H), 4,25 (s, 4H), 4,8 (sd, 1H), 5,75 (br, 1H), 6,5 (d, 1H), 6,65 (s, 1H), 6,75 (d, 1H),
7,1 (d, 1H), 7,2 (m, 3H). Macca/3zapsan qnsa Co4Hz0N,O4 [M-H] =411.

[Tpumep 2E15. ITonyuenue coequnenus 36: N-((1R,2R)-1-(2,3-aurunpodenso[f][1,4]
JIMOKCUH-6-1JT)- | -TUAPOKCU-3-(MIUPPOTIUAMH- | -UJT) TPONAaH-2-1T)-2-M-TOJUIALETAMU]L

Ctp.: 82
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10

'H amp (CDCl3, 400 mI'y, ppm); 1,7 (br, 4H), 2,35 (s, 3H), 2,5 (br, 4H), 2,75 (m, 2H), 3,45
(s, 2H), 4,1 (m, 1H), 4,25 (s, 4H), 4,85 (sd, 1H), 5,8 (br, 1H), 6.55 (d, 1H), 6,75 (m, 2H), 6,9 (d,
2H), 7,1 (sd, 1H), 7,2 (m, 1H). Macca/zapsn miusa CoyHzogN,O4 [M-H] =411.

ITpumep 2E16. ITomyuenue coequnenus 39: 2-(0eH3untro)-N-((1R,2R)-1-(2,3-muruapobdeH3o
[BI[1,4]ninokcUH-6-11)- 1 -TUAPOKCHU-3-(MTMPPOIUINH- | -UIT)TpONaH-2-UiT)aleTaAMK/

5

20

25

30

'H amP (CDCl3, 400 mI'n, ppm); 1,8 (br, 4H), 2,7 (br, 4H), 2,9 (m, 2H), 3,0 (m, 2H). 3,3 (d,

1H), 3,55 (d, 1H), 4,2 (m, 5H), 5,05 (sd, 1H), 6,85 (s, 2H), 6,9 (s, 1H), 7,1 (sd, 2H), 7,3 (m, 3H).
Macca/zapsan musa CogHzgN,O4S [M-H]'=443.

35 ITpumep 2E17. ITonyuenue coequnenus 47: N-((1R,2R)-1-(2,3-qurunpo0denso[f][1,4]
JTIMOKCUH-6-UT)- 1 -TUIPOKCU-3-(TTUPPOTUANH- | -UiT)TpornaH-2-ui)-2-(4-(mupuauH-3-ui) peHu)
alneTaMu

40

45

Ctp.: 83
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T
il

'H amp (CDCl3, 400 mI'y, ppm); 1,7 (br, 4H), 2,6 (br, 4H), 2,8 (sd, 2H), 3,55 (s, 2H), 4,15
(m, 1H), 4,2 (s, 4H), 4,85 (sd, 1H), 5,85 (br, 1H), 6,6 (d, 1H), 6,75 (m, 2H), 7,25 (d, 3H), 7,4 (m,
1H), 7,6 (sd, 2H), 7,9 (sd, 1H), 8,6 (sd, 1H), 8,85 (s, 1H). Macca/3apsn ais CogH3; N304 [M-
H] =474.

[Tpumep 2E18. [Tonyuenue coequnenus 48: 2-(4'-xnopoudennin-4-ui)-N-((1R,2R)-1-(2,3-
nuruapooen3o[B][1,4]amokcun-6-um)- 1-runpokcu-3-(MUppoauaInH- 1 -ui1)ponaH-2-1uin)aueTaMuI

'H simMP (CDCl3, 400 mI'n, ppm); 1,75 (br, 4H), 2,55 (br, 4H), 2,8 (sd, 21-1), 3,55 (s, 2H),
4,15 (m, 1H), 4,2 (s, 4H), 4,85 (sd, 1H), 5,8 (br, 1H), 6,6 (d, 1H), 6,75 (m, 2H), 7,2 (d, 5 2H), 7,4
(m, 2H), 7,55 (sd, 4H). Macca/3zapsan ns CogH31CIN,O4 [M-H] =508.

[Tpumep 2E19. ITonyuenue coequnenus 51: N-((1R,2R)-1-(2,3-gurunpodenso[f][1,4]
JTIMOKCHUH-6-UIT)- 1 -TUIPOKCU-3-(MUPPOTTMANH- 1 -uiT)mponaH-2-ui)-2-(3-(TpudTopMe T ) EeHUIT)
aneTaMul

Crp.: 84
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OH
0 NH
FSPFJV
F

'H smP (CDCl3, 400 mI', ppm); 1,7 (br, 4H), 2,55 (br, 4H), 2,8 (sd, 2H), 3,55 (s, 2H), 4,15
(m, 1H), 4,25 (s, 4H), 4,85 (sd, 1H), 5,8 (br, 1H), 6,6 (d, 1H), 6,75 (m, 2H), 7,35 (d, 1H), 7,45
(m, 2H), 7,55 (sd, 1H). Macca/3apsan nis C24H27F2N204 [M-H] =465.

[Tpumep 2E20. ITonyuenue coequnenus 53: N-((1R,2R)-1-(2,3-qurunpodenso[p][1,4]
JTMOKCUH-6-UIT)- | -TUIPOKCH-3-(IUPPOSIUANH- | -ui)mponan-2-un)-2-(3-dpropdenun)aneramua

F

'H amPp (CDCl3, 400 mI'u, ppm); 1,7 (br, 4H), 2,55 (br, 4H), 2,8 (sd, 2H), 3,50 (s, 2H), 4,15
(m, 1H), 4,25 (s, 4H), 4,85 (sd, 1H), 5,8 (br, 1H), 6,6 (d, 1H), 6,75 (m, 1H), 6,8 (d, 1H), 6,85 (d,
1H), 6,9 (d, 1H), 7,0 (t, 1H), 7,3 (sq, 1H). Macca/3apsa nis Co3H,7FN,Oy4 [M-H] =415.

[Tpumep 2E21. I1onyuenue coequnenus 54: N-(1R,2R)-1-(2,3-nuruapo6enso|[P][1,4]amokcun-
6-11)- 1 -TUAPOKCHU-3-(TUPPOTUANH- | -WIT)TpoTIaH-2-1i)-3-(3-Me TOKCU(PEHOKCH ) ITPOITaHaAMUT

Crp.: 85



10

5

20

25

30

35

40

45

RU 2578947 C2

O

'H amp (CDCl3, 400 mI'u, ppm); 1,7 (br, 4H), 2,65 (br, 6H), 2,85 (m, 2H), 3,80 (s, 3H), 4,2
(m, 7H), 4,95 (sd, 1H), 6,45 (m, 4H), 6,75 (s, 2H), 6,85 (s, 1H), 7,2 (t, IH). Macca/3apsn nis
Cy5H3,N»Og [M-H] =457.

[Tpumep 2E22. [Tonyuenue coequaenus 55: 3-(2,5-nuxnoppenokcu)-N-((1R,2R)-1-(2,3-

muruapooenso|B][1,4]amoxkcun-6-1m)- 1 -ruapoKcu-3-(MuppOITUAUH- | -|IT)TPOTIaH-2- 1)
MpOoNaHaMM/L

'H SIMP (CDCl3, 400 MI', ppm); 1,8 (br, 4H), 2,65 (br, 6H), 2,8 (m, 2H), 4.1 (m, 1H), 4,25
(m, 6H), 4,95 (sd, 1H), 6,3 (br, 1H), 6,75 (s, 2H), 6,8 (s, 1H), 6,9 (m, 2H), 7,25 (m, 1H). Macca/
sapsin s CogHygCloN>Os [M-H] '=496.

ITpumep 2E23. ITonyuenue coequnenus 57: 3-(4-xnopdenokcu)-N-((1R,2R)-1-(2,3-

nuruapo0oen3ol][1,4]amoxcuH-6-umn)- 1 -rugpokcu-3-(MUPppOTUANH- |-UJT) TPOTIAH-2-K1)
MpOIMaHaMUJ

Ctp.: 86
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'H siMP (CDCl3, 400 mI'n, ppm); 1,75 (br, 4H), 2,65 (br, 6H), 2,8 (m, 2H), 4,2 (m, 7H), 4,95

(sd, 1H), 6,3 (br, 1H), 6,8 (m, SH), 7,2 (m, 2H). Macca/zapsn niua Co4H,9CIN,O5 [M-H] =461.

[Tpumep 2E24. TTonyuenue coequnenus 58: N-((1R,2R)-1-(2,3-qurunpodenso[p][1,4]
JTMOKCUH-6-WIT)- | -TUIPOKCH-3-(TTUPPOMINH- | -uT)ITportaH-2-ui)-3-(4-propdheHokcn)
MIpoNaHaMM/L

'H simP (CDCl3, 400 mI'u, ppm); 1,75 (br, 4H), 2,65 (br, 6H), 2,8 (m, 2H), 4,2 (m, 7H), 4,95

(sd, 1H), 6,4 (br, 1H), 6,8 (m, SH), 7,0 (m, 2H). Macca/3zapsan qns Co4HrgFN,O5 [M-H] =445.

[Tpumep 2E25. ITonyuenue coequnenus 59: N-((1R,2R)-1-(2,3-gurunpodenso[f][1,4]
JTIMOKCUH-6-1)- | -TUIpOKCH-3-(IIMPPOIUINH- 1 -Ui)IponaH-2-1ui)-3-(p-TOJIMIOKCH )IIPOTIAaHAMMU/T

Crp.: 87
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'H amp (CDCl3, 400 mI'u, ppm); 1,75 (br, 4H), 2,3 (s, 3H), 2,65 (br, 6H), 2,8 (m, 2H), 4,2
(m, 7H), 4,95 (sd, 1H), 6,45 (br, 1H), 6,75 (m, 4H), 6,85 (s, 1H), 7,1 (m, 2H). Macca/3apsa ajs
Cy5H3,N,O45 [M-H] =441.

[Tpumep 2E26. ITonyuenue coequnenus 60: N-((1R,2R)-1-(2,3-nurunpodenso[p][1,4]
JTMOKCUH-6-1IT)- | -TUIPOKCH-3-(TUPPOUINH- | -u)iporaH-2-ui)-3-(2-propdheHokcn)
MpoTnaHaMM/I

CL,

'H amp (CDCl3, 400 mI'u, ppm); 1,75 (br, 4H), 2,65 (br, 6H), 2,75 (m, 2H). 4,2 (m, 7H),
4,95 (sd, 1H), 6,35 (br, 1H), 6,7 (s, 2H), 6,85 (s, 1H), 6,95 (m, 2H), 7,05 (m, 2H). Macca/3apsn
151 Co4HpgFN,O5 [M-H] '=445.

[Tpumep 2E27. TTonyuenue coequnenus 61: N-((1R,2R)-1-(2,3-nurunpodenso[f][1,4]
JTMOKCUH-6-1IT)- | -TUIPOKCH-3-(TTUPPOTUINH- | -WIT)ITpoTIaH-2-1i)-3-(4-MeTOKCU(EHOKCH)
MpoTnaHaMM/I

'H amp (CDCl3, 400 mI'n, ppm); 1,75 (br, 4H), 2,65 (br, 6H), 2,75 (m, 2H), 3,8 (s, 3H), 4,1
(m, 2H), 4,2 (br, SH), 4,95 (sd, 1H), 6,45 (br, 1H), 6,8 (m, 7H). Macca/3apsa nis Co5Hz,H,Og
[M-H]=457.

[Tpumep 2E28. TTonmyuenue coequnenus 188: N-((1R,2R)-1-(2,3-quruapooen3o[B][1,4]
JTIMOKCHUH-6-IT)- | -TUIPOKCH-3-(TTUPPOTMINH- | -UIT)ITpoTTaH-2-ui1)-3-(4-3TundheHOKCH)
nponaHamMu (2R,3R)-2,3-TMruApOKCUCYKIIMHAT

Ctp.: 88
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N OH
- O W
0 NH -
8]
8] CH
Q ' Jﬁ/
\@ 0OH Q

'H smP (D50, 400 mI'y, ppm); 0,93 (t, 3H), 1,75 (br, 2H), 1,86 (br, 2H), 2,35 (q, 2H), 2,4
(br, 2H), 2,9 (br, 2H), 3,25 (m, 2H), 3,4 (br, 2H), 3.9 (br, 6H), 4,3 (br, 3H), 4,6 (br, 1H), 6,6 (m,
5H), 7,0 (d, 2H). Macca/3apsn ains CosHzyN»O5-C4HgOg [M-H] =454.

[Tpumep 2E29. TTonyuenue coequnenus 189: N-((1R,2R)-1-(2,3-auruapo6enzo[B][1,4]
JTMOKCUH-6-UIT)- 1 -TUAPOKCH-3-(MIUPPOIUAMH- | -UT)ITponiaH-2-1i)-3-(4-IIpOMMOHUIPEHOKCH)
nponaHaMu (2R,3R)-2,3-1MruApOKCUCYKLIMHAT

Q

1 amp (D50, 400 mI'y, ppm); 0,93 (t, 3H), 1,75 (br, 2H), 1,86 (br, 2H), 2,45 (br, 2H), 2,8
(q, 2H), 2,9 (br, 2H), 3,25 (m, 2H), 3,4 (br, 2H), 3,9 (br, 6H), 4,3 (br, 3H), 4,6 (br, 1H), 6,5 (d,
1H), 6,5 (d, 2H), 6,7 (d, 2H), 7,7 (d, 2H). Macca/3apsan niusa Cy7H34H,06-C4HgOg [M-H] =483.

ITpumep 2E30. ITonyuenue coequnenust 193: N-(1R,2R)-1-(2,3-aurunpodenso[p][1,4]
JTMOKCUH-6-WIT)- | -THIPOKCH-3-(TTMPPOTUINH- | -Ui)TporniaH-2-ui)-3-(4-(3-0kco0y TriT)(heHOKCH)
nponaHamMu (2R,3R)-2,3-TUruApOKCUCYKIIMHAT

Crp.: 89
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'H aMmP (D50, 400 mI'y, ppm); 1,75 (br, 2H), 1,86 (br, 2H), 1,94 (s, 3H), 2,45 (br, 2H), 2,6
(m, 4H), 2,9 (br, 2H), 3,25 (m, 2H), 3,4 (br, 2H), 3,9 (br, 6H), 4,3 (br, 3H), 4,6 (br, 1H), 6,6 (m,
5H), 7,0 (d, 2H). Macca/zapsn nist CogH3gNoOg-C4H36N,>Og, [M-H] =497.

ITpumep 2E31. ITonyuenue coequnenust 202: N-(1R,2R)-1-(2,3-aurunpodenso[p][1,4]
JTMOKCUH-6-11T)- 1 -TUIPOKCHU-3-(MTMPPOSTUIUH- | -WT)IponiaH-2-1i)-3-(4-(2-MeTOKCHUI THII(EHOKCH)
nponaHaMu (2R,3R)-2,3-mTUruApOKCUCYKIIMHAT

a NH
J
’j a oOH
: 0T
/\/@ OH 0]
\O

' amp (D,0, 400 mI'y, ppm); 1,75 (br, 2H), 1,86 (br, 2H), 2,45 (br, 2H), 2,62 (t, 2H), 2,9
(br, 2H), 3,1 (s, 3H), 3,25 (m, 2H), 3.4 (br, 4H), 3,9 (br, 6H), 4,3 (br, 3H), 4,6 (br, 1H), 6,6 (m,
SH), 7,0 (d, 2H). Macca/zapsn musa Cr7H3zgN,Og-C4HgOg [M-H] =485.

[Tpumep 2E32. [Tonyuenue coequnenus 63: N-((1R,2R)-1-(2,3-auruapodenzo[f][1,4]
JTIMOKCUH-6-1IT)- | -THAPOKCH-3-(MMUPPOTUANH- 1 -WiT)TponiaH-2-1i)-2-(3-MeTokcubudeHn-4-u)
aneTamu/l

Ctp.: 90
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'H amp (CDClj3, 400 mI'y, ppm); 1,7 (br, 4H), 2,5 (br, 4H), 2,75 (m, 2H), 3,5 (br, 2H), 3.9
(sd, 3H), 4,2 (m, 5H), 4,95 (sd, 1H), 5,9 (br, 1H), 6,5-7,6 (m, 11H). Macca/3apsan nns CzgH34N,05
[M-H]=503.

ITpumep 2E33. ITonyuenue coequnenus 127: N-((1R,2R)-1-(2,3-auruapo6ben3o[f][1,4]
JIMOKCUH-6-UIT)- 1 -TUTPOKCHU-3-(MUPPOTUANH- | -WT)TpoTniaH-2-ui)-4-(4-3ToKcrudeHu )-4-
OKCOOyTaHAMM/I

'H ampP (CDCl3, 400 mI'n, ppm); 1,4 (t, 3H), 1,8 (br, 4H), 2,7 (br, 6H), 3,2 (m, 2H), 4,05 (q,
2H), 4,2 (m, 2H), 4,25 (m, 5H), 4,95 (sd, 1H), 6,05 (br, 1H), 6,9 (m, 5SH), 7,95 (d, 2H). Macca/
3apsn s Cy7H3yN,Og [M-H] =483.

[Tpumep 2E34. TTonyuenue coequnenus 154: N-((1R,2R)-1-(2,3-quruapo6enzo[B][1,4]
JTMOKCUH-6-HIT)- | -TUIPOKCH-3-(TTUPPOTMINH- | -UIT)TTpoTTaH-2-1i)-4-(4-MeToKCUbeHUIT ) -4 -
OKCOOyTaHaAMM/T

Crp.: 91
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'H simP (CDCl3, 400 mI'y, ppm); 1,8 (br, 4H), 2,7 (br, 6H), 3,2 (m, 1H), 3,45 (s, 3H), 3,9 (s,
3H), 4,2 (m, 5H), 4,95 (sd, 1H), 6,05 (br, 1H), 6,9 (m, SH), 7,95 (d, 2H). Macca/3apsa nis
Cy6H3oN>Oq [M-H] =469.

[Tpumep 2E35. TTonyuenue coequnenus 181: N-((1R,2R)-1-(2,3-auruapoodenzo[B][1,4]
JTMOKCHH-6-WIT)- | -TUAPOKCH-3-(MUPPOIUANH- | -UIT)TpoTIaH-2-11)-6-(4-U30TPOTIOKCU(EHNIT ) -
6-OKCOreKCaHaMu/

'H amP (CDCl3, 400 mI'n, ppm); 1,4 (d, 6H), 1,8 (br, 8H), 2,15 (br, 2H), 2,8 (br, 10H), 4,25
(m, 5H), 4,65 (m, 1H), 4,95 (sd, 1H), 6,05 (br, 1H), 6,9 (m, 5SH), 7,95 (d, 2H). Macca/3apsia ajis
C30Hy0N,>Og [M-H] =525.

ITpumep 2E36. ITonyuenue coequnenus 191: N-((1R,2R)-1-(2,3-auruapo6enzo[B][1,4]
JIMOKCUH-6-UIT)- 1 -TUAPOKCH-3-(TUPPOTUANH- 1 -WIT)TpoTiaH-2-uiT)-5-(4-MeToOKCUpeHUIT)-5-
okconeHTaHaMux (2R,3R)-2,3-TMruApOKCUCYKIIMHAT

Crp.: 92
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'H amp (D50, 400 mI'y, ppm); 1,40 (br, 1H), 1,53 (br, 1H), 1,75 (br, 2H), 1,91 (br, 2H), 1,98
(m, 1H), 2,15 (m, 1H) 2,45 (m, 2H), 2,95 (m, 2H), 3,35 (dd, 2H), 3.4 (m, 2H), 3,68 (br, 5H), 3,77
(br, 2H), 4,3 (br, 3H), 4,68 (br, 1H), 6,47 (d, 1H), 6,65 (d, 2H), 6,85 (d, 2H), 7,63 (d, 2H). Macca/
3apsan 1 Cr7H34N»Og-C4HgOg [M-H]=483.

[Tpumep 2E37. [Tonyuenue coequuenus 265: N-((1R,2R-1-(6en30[d][1,3]arokcomn-5-umn)-
1-ruipoKcu-3-(MMPPOITUINH- 1 -uiT)TponaH-2-1i)-5-(4-U30MpornoKCch(peHT )-5-OKCOTIEHTAHAMUT
(2S,3S)-2,3-qiuruApOKCUCYKIMHAT

O
0 0 OH
0
JY'\K

'H amp (400 MTI'u, CD30OD) 6 1,30 (sd, 6H), 1,70-1,85 (m, 2H), 2,04 (br, 4H), 2,09-2,26
(m, 2H), 2,64-2,82 (m, 2H), 3,31-3,48 (m, SH), 4,37 (s, 2H), 4,43 (br, 1H), 4,68 (m, 1H), 54,71
(sd, 1H), 5,76 (s, 2H), 6,66 (d, 1H), 6,82-6,95 (m, 4H), 7,84 (d, 2H); MS mi1s1 CogH34N>Og-C4H¢Og:
[M-H] 645.

ITpumep 2E38. ITonyuenue coequaerus 267: N-((1R,2R)-1-(6en30[d][1,3]anokcon-5-um)-
1-TuapOKCH-3-(TMPPOTUINH- | -UiT)TpoTIaH-2-1i1)-6-(4-MeTOKCU(EHMIT)-6-OKCOTeKCaHAMU/T
(2S,3S)-2,3-auruIpOKCUCYKIIMHAT

Crp.: 93
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'H SIMP (400 MT'y, CD30D) § 1,49 (br, 4H), 2,03 (br, 4H), 2,89 (t, 2H), 3,33-3,46 (m, 6H),
3,84 (s, 3H), 4,37 (s, 2H), 4,43 (d, 1H), 4,76 (br, 1H), 5,81 (s, 2H), 6,68 (d, 1H), 6,81 (d, 1H),
6,88 (s, 1H), 6,96 (d, 2H), 7,92 (d, 2H); MS amst Co7H34N,06-C4HgOq: [M-H]™ 633.

ITpumep 2E39. TTomyuenue coemuuenus 268: N-((1R,2R)-1-(6en30([0][1,3]muokcomn-5-u)-
1-TUIpPOKCH-3-(TMPPOITUAUH- | -UJT)ITpOoTaH-2-U)-7-(4-u30MporokcudeHmT)-7-okcorernTaHaMu I
(2S,3S5)-2,3-AMru APOKCUCYKIIMHAT

'H smP (400 MI'u, CD30D) 6 1,15-1,18 (m, 2H), 1,30 (d, 6H), 1,40-1,45 (m, 2H), 1,57-1,65
(m, 2H), 2,03 (br, 4H), 2,12-2,17 (m, 2H), 2,88 (t, 2H), 3,33-3,48 (m, 5H), 4,38 (s, 2H), 4,42 (d,
1H), 4,67 (m, 1H), 4,78 (d, 1H), 5,83 (d, 2H), 6,71 (d, 1H), 6,82 (d, 1H), 6,89 (s, 1H), 6,92 (d,
2H), 7,90 (d, 2H); MS miist C30H4oN»Og-C4HgOg: [M-H] 675.

[Tpumep 2E40. ITonyuenue coequnenust 197: N-((1R,2R)-1-(2,3-auruapo6enzo[B][1,4]
JTMOKCUH-6-WIT)- | -TUIPOKCH-3-(TTUPPOTUINH- | -WIT)ITpoTIaH-2-1i)-4-(4-Me TOKCU(EHOKCH)
oyranamun (2S,35)-2,3-IMrMIPOKCUCYKIIMHAT

Crp.: 94
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'H ampP (400 MTI'u, CD,OD) 6 1,78-1,91 (m, 2H), 2,00 (br, 4H), 2,32 (t, 2H), 3,33-15 3,47
(m, 6H), 3,69 (s, 3H), 3,72 (t, 2H), 4,11 (br, 4H), 4,37 (s, 2H), 4,41 (d, 1H), 4,72 (d, 1H), 6,69-
6,86 (m, 7H); MS mnst CrgH34N>Og-C4HgOg: [M-H] 621.

[Tpumep 2E41. ITonyuenue coequnenust 187: N-((1R,2R)-1-(2,3-auruapo6en3o[B][1,4]
JIMOKCUH-6-111)- | -TUAPOKCU-3-(MUPPOIUANH- 1 -WwiT)iponiad-2-ui)-3-(4-(3-MeTUI0y TaHOW )
dbeHokcu)ponanaMu/ (2S,3S)-2,3-AMTUIPOKCUCYKIIMHAT

NH*
H
\H/\/O
Q O
‘OH
0 0 oH
OH 0

'H aMmP (400 MTI'u, CD30D) & 0,95 (d, 6H), 2,00 (br, 4H), 2,17 (m, 2H), 2,66 (t, 2H), 2,78

(d, 21-1), 3,34-3,44 (m, 5H), 4,12-4,17 (m, 6H), 4,40 (s, 2H), 4,45 (d, 1H), 4,73 (sd, 1H), 6,67
(d, 1H), 6,79 (d, 1H), 6,86 (s, 1H), 6,93 (d, 2H), 7,91 (d, 2H); MS nisa Cy9H3gN,O4-C4HgOg:

[M-H] 661.
[Tpumep 2E42. TTomyuenue coequuenus 83: 2-(4-xmopdenokcn)-N-((1R,2R)-1-(2,3-
nurupooen3olB][ 1,41 1MokcuH-6-1i)- 1 -ruapoKcy-3-(MUPPOTUAUH- | -UIT)TpOTIaH-2- 1T )ale TaMKUT

IH SIMP (400 MT', CDCl3) & 1,76 (br, 4H), 2,63 (br, 4H), 2,78 (dd, 1H), 2,89 (dd, 1H), 4,24
(s, 4H), 4,27 (br, 1H), 4,36 (q, 2H), 4,94 (d, 1H), 6,71 (d, 1H), 6,77-6,82 (m, 4H), 6,86 (d, 1H),
7,24 (s, 1H); MS mist Co3H»7CIN,Os: [M-H] 447.

[Tpumep 2E43. TTonmyuenue coequnenus 87: 2-(3,4-muxmopdenokcn)-N-((1R,2R)-1-(2,3-
JuruipooeH3o[ ][ 1,4]moKkcuH-6-11)- 1 -ruapokcu-3-(MUPPOTIUINH- | -UiT)TPONIaH-2-1il)aleTaMHUT

Crp.: 95
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cl

'H amP (400 MI'y, CDCl3) & 1,78 (br, 4H), 2,67 (br, 4H), 2,79 (dd, 1H), 2,92 (dd, 1H), 4,25
(br, s, SH), 4,35 (q, 2H), 4,95 (d, 1H), 6,71-6,84 (m, 5H), 7,01 (d, 1H), 7,34 (d, 1H); MS s
Cy3H,6C1HN,O5: [M-H] 482.

[Tpumep 2E44. TTonyuenue coequnenus 86: N-((1R,2R)-1-(2,3-aurunpodenso[p][1,4]
JTMOKCUH-6-11T)- | -THAPOKCH-3-(IMPPOIUIMH- 1 -uim)riponaH-2-ui)-2-(3-peHokcudeHun)areraMmu;t

' amp (400 MTI'u, CDCl3) 6 1,72 (br, 4H), 2,57 (br, 4H), 2,75-2,80 (m, 2H), 3,45 (s, 2H),
4,11-4,13 (m, 1H), 4,23 (s, 4H), 4,84 (d, 1H), 5,86 (d, 1H), 6,55 (dd, 1H), 6,71 (d, 1H), 6,74 (d,
1H), 6,80 (br, 1H), 6,85 (dd, 1H), 6,92 (dd, 1H), 6,98 (d, 1H), 7,14 (t, 1H), 7,28-7,36 (m, 2H);
MS s Co9H3p,N»>O5: [M-H]™ 489.

[Tpumep 2E45. TTonmyuenue coequnenus 280: 2-(3,4-mudropdennn)-N-((1R,2R)-1-(2,3-
quruipooeH3o[ ][ 1,4]moKkcuH-6-11)- 1 -ruapokcu-3-(MUPPOTIUINH- | -UiT)[TPOTaH-2-1il)aleTaMuU/T

'H SIMP (400 MTy, CDCl3) 8 1,80 (br, 4H, 2,68 (br, 4H), 2,84 (d, 2H), 3,45 (s, 2H), 4,17
(m, 1H), 4,25 (s, 4H), 4,88 (d, 1H), 5,88 (d, 1H), 6,65 (d, 1H), 6,79 (d, 1H), 6,95 (m, 1H), 6,95
(t, 1H), 7,13 (q, 1H); MS s Cy3HygFaN,Oy4: [M-H] 434.

ITpumep 2E46. [Tonyuenue coequnenust 103: N-(1R,2R)-1-(2,3-nuruapoden3o[B][1,4]

Ctp.: 96
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JIMOKCUH-6-UIT)- | -TUAPOKCHU-3-(MUPPOTUANH- 1 -WiT)IponiaH-2-ui)-2-(4-(TpudToOpMeTOKCH)
dbeHmT)aneTamMuI

'H amp (400 MT'u, CDCl3) 6 1,65 (br, 4H), 2,48 (br, 4H), 2,69 (d, 2H), 3,40 (s, 2H), 4,08
(m, 1H), 4,17 (s. 4H), 4,80 (s, 1H), 5,84 (t, 1H), 6,55 (d, 1H), 6,66 (s, 1H), 6,70 (d, 1H), 7,10 (t,
3H); MS nns Co4H,7F3N»O5: [M-H] 481.

ITpumep 2E47. ITonyuenue coenuerust 90: N-(1R,2R)-1-(2,3-nurunpobenso( ][ 1,4]amokcuH-
6-11)- 1 -TUAPOKCHU-3-(TUPPOTUANH- | -UIT)TpoTIaH-2-1i1)-5-(TuOPeH-2-HIT)U30KCca301-3-
KapOoKcaMu/I

'H SIMP (400 MTI', CDCl3) & 1,82 (br, 4H), 2,73-2,81 (m, 4H), 2,89-2,93 (m, 1H), 3,02-3,07
(m, 1H), 4,23 (s, 4H), 4,41 (br, 1H), 5,07 (s, 1H), 5,30 (d, 1H), 6,74 (s, 1H), 6.83 (t, 2H), 6.90 (s,
1H), 7,12-7,14 (m, 2H), 7,47 (d, 1H), 7,52 (d, 1H); MS st Cp3H,sN305S: [M-H] 456.

[Tpumep 2E48. TTonyuenue coequnenus 92: 3-(3-xnop-4-meroxcudenunn)-N-((1R,2R)-1-
(2,3-nuruapoo6en3o[p][1,4]mnokcruH-6-1i1)- 1 -rTuApOKCHU-3-(TUPPOIUIMH- | -UIT)[TPOTTaH-2-1T)
MpOoNaHaMM/L

Crp.: 97
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'H aMmP (400 MTI'u, CDCl3) 6 1,77 (br, 4H), 2,38 (t, 2 H), 2,60 (br, 4H), 2,8 (m, 4H), 3,86
(s, 3H), 4,20 (br, 1H), 4,24 (s, 4H), 4,87 (s, 1H), 5,80 (d, 1H), 6,66 (d, 1H), 6,8 (m, 3H), 7,00 (d,
1H), 7,18 (s, 1H); MS mma C,5H3,CIN,O5: [M-H] 475.

[Tpumep 2E49. ITonyuenue coequnenus 96: N-((1R,2R)-1-(2,3-qurunpodenso[][1,4]
JTIMOKCHUH-6-WIT)- 1 -TUIPOKCH-3-(MTUPPOTTMANH- 1 -UiT)TponaH-2-uit)-3-(4-(TpudTopMe T ) peHUIT)
MpOIMaHaMUJL

'H amp (400 MT', CDCl3) 6 1,73 (br, 4H), 2,4 (m, 2H), 2,53 (m, 4H), 2,7 (m, 2H), 2,90-
2,97 (m, 2H), 4,17 (br, 1H), 4,23 (s, 4H), 4,89 (s, 1H), 5,83 (br, 1H), 6,68 (d, 1H), 6,79 (d, 2H),
7,24 (d, 2H), 7,50 (d, 2H); MS s CysH,9F3N»O5: [M-H] 479.

[Tpumep 2E50. [Tonyuenue coequnenus 101: 4-(6enzo[d]-2-um)-N-((1R,2R)-1-(2,3-
nurunpo0oensol][1,4]aMokcuH-6-um)- 1 -rugpokcu-3-(MUPpPpOTUANH- 1 -UT)TPOTIaH-2-1IT)
OyTaHaMu]l

Ctp.: 98
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'H aMmP (400 MTI'y, CDCly) 6 1,77 (br, 4H), 2,10-2,15 (m, 2H), 2,24-2,27 (m, 2H), 2,64-2,67
(m, 4H), 2,79-2,83 (m, 2H), 3,02 (t, 2H), 4,18 (s, 4H), 4,26 (br, 1H), 4,92 (d, 1H), 6,12 (br, 1H),
6,75-6,81 (m, 2H), 6,86 (s, 1H), 7,37 (t, 1H), 7,45 (t, 1H), 7,85 (d, 1H), 7,92 (d, 1H); MS nnsa
CyeH31N304S: [M-H] 482.

ITpumep 2ES51. TTonmyuenue coequnenust 102: N-((1R,2R)-1-(2,3-aquruapooenzo[B][1,4]
JTMOKCUH-6-1IT)- 1 -TUAPOKCH-3-(MUPPOIUIUH- 1 -Win)Tponian-2-ui)-6-(2,3-nuruapooen3o[ ][ 1,4]
JIMOKCUH-6-CYJTb(hOHAMM/I0 )FeKCAHAMM/T

O

4
1I'S —HMH

!
0
'H SIMP (400 MTI'n, CDCl3) & 1,15-1,20 (m, 2H), 1,38-1,50 (m, 4H), 1,77 (br, 4H), 2,08 (q,
2H), 2,63-2,66 (m, 4H), 2,79 (d, 2H), 2,87 (t, 2H), 4,2 (m, 9H), 4,91 (br, 1H), 5,93 (br, 1H), 6,77
(g, 2H), 6,84 (s, 1H), 6,93 (d, 1H), 7,31 (d, 1H), 7,37 (s, 1H); MS st CoH39N304S:[M-H] 590.

[Tpumep 2E52. ITonyuenue coequnenust 104: N-(5-((1R,2R)-1-(2,3-muruapooen3o[][1,4]
JTIMOKCUH-6-11)- 1 -TUAPOKCU-3-(MUPPOJIUIUH- | -UT)TpOonIaH-2-UIAMUHO )-5-OKCOTIEHTUJT)
OeH3zaMu

N iJ

'H amP (400MTI'y, CDCl3) 6 1,47-1,52 (m, 2H), 1,59-1,69 (m, 2H), 1,77 (br, 4H), 2,15-2,21

(m, 2H), 2,62-2,65 (m, 4H), 2,81 (br, 2H), 3,30-3,42 (m, 2H), 4,19-4,23 (m, 5H), 4,94 (br, 1H),
5,98 (br, 1H), 6,76 (br, 1H), 6,78-6,86 (m, 3H), 7,40-7,50 (m, 3H), 7,80 (d, 2H); MS nusa

Crp.: 99
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C27H35N3052 [M—H]_ 482.
[Tpumep 2E53. [Tonyuenue coequnenus 281: N1-(1R,2R)-1-(2,3-quruapooenso[][1,4]
JIMOKCHUH-6-1)- | -TuApOKCHU-3-(MUPPOSIMAUH- 1 -WiT)ITporiaH-2-ui1)-N5-(Tua301-2-iui)riryTapaMu/l

'H amp (400 MTI'u, CDCl3) 6 1,74 (br, 4H), 1,97-2,03 (m, 2H), 2,20-2,26 (m, 2H), 2,40-2,45
(m, 2H), 2,64-2,68 (m, 5H), 2,88 (m 1H), 4,20 (s, 4H), 4,26-4,29 (m, 1H), 4,83 (d, 1H), 6,12 (br,
1H), 6,74-6,79 (m, 2H), 6,85 (s, 1H), 6,95 (d, 1H), 7,41 (d, 1H); MS mia Cp3H39N4O5S: [M-H]"
475.

[Tpumep 2E54. ITonyuenue coenuuenust 282: N-((1R,2R)-1-(2,3-quruapodenzo[f][1,4]
JIMOKCUH-6-1JT)- 1 -TUAPOKCHU-3-(MUPPOJIUIMH- | -UiT)TponiaH-2-ui)-5-(3,4-IMME TOKCUPEHWUIT)-5-
OKCOTIEHTaHaAMMU/1

Q

~

"H SIMP (400 MT'w, CDCl3) § 1,76 (br, 4H), 1,92-2,00 (m, 2H), 2,21-2,26 (m, 2H), 2,60-2,65
(m, 4H), 2,70-2,95 (m, 4H), 3,93 (d, 6H), 4,17-4,23 (m, 5H), 4,90 (d, 1H), 5,96 (br, 1H), 6,75-
6,79 (m, 2H), 6,85 (s, 1H), 6,87 (d, 1H), 7,50 (s, 1H), 7,55 (d, 1H); MS st CpgH36N,0-: [M-H]

513.
[Tpumep 2ESS. ITonyuyenue coenuuenus 283: N-((1R,2R)-1-(2,3-qurunpodenso[p][1,4]
JTMOKCUH-6-WIT)- | -TUIpOKCH-3-(IMPPOIUIMH- 1 -WIT)ITPOITaH-2-UIT)-5-0KCO-5-p-TONUIIIEHTAHAMU/T

Crp.: 100



10

5

20

25

30

35

40

45

RU 2578947 C2

'H aMmP (400 MTI'u, CDCl3) 6 1,77 (br, 4H), 1,96-2,02 (m, 2H), 2,21-2,26 (m, 2H), 2,40 (s,
3H), 2,63-2,80 (m, 4H), 2,82-2,95 (m, 4H), 4,18-4,23 (m, 5H), 4,91 (d, 1H), 5,94 (br, 1H), 6,74-
6,77 (m, 2H), 6,85 (s, 1H), 7,26 (d, 2H), 7,81 (d, 2H); MS mna Cy7H34N,O5: [M-H] 467.

[Tpumep 2ES56. ITonmyuenue coequuenust 113: N-((1R,2R)-1-(2,3-aquruapooen3o[B][1,4]
JTMOKCUH-6-U1T)- | -TUIpOKCU-3-(MTUPPOIIUAUH- | -UJT)TPOTIaH-2-1IT)-5-0KCO-5-(heHUITTIEH TAHAMUT

'H SIMP (400 MTI'y, CDCl3) & 1,76 (br, 4H), 1,95-2,01 (m, 2H), 2,22-2,25 (m, 2H), 2,62-2,63
(m, 4H), 2,78-2,95 (m, 4H), 4,17-4,22 (m, 5H), 4,91 (sd, 1H), 5,99 (b, 1H), 6,77 (st, 2H), 6,85
(s, 1H), 7,44-7,58 (m, 3H), 7,92 (d. 2H); MS ans CpgH3,N,O5: [M-H]" 453.

ITpumep 2E57. ITonyuenue coequnenus 284: N-((1R,2R)-1-(2,3-auruapo6en3o[B][1,4]
JIMOKCUH-6-UIT)- 1 -TUAPOKCHU-3-(TUPPOTUANH- | -WIT)TpOTIaH-2-1iT)-5-(4-U30MPpOHOKCU(PEHIUIT )-
5-OKCcoIleHTaHaMU]

Crp.: 101
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'H ssmMP (400 MI'y, CDCly) & 1,36 (d, 6H), 1,75 (br, 4H), 1,90-2,02 (m, 2H), 2,20-2,25 (m,

2H), 2,60-2,66 (m, 4H), 2,70-2,86 (m, 4H), 4,17 (s, 4H), 4,22 (br, 1H), 4,62-4,65 (m, 1H), 4,89
(sd, 1H), 6,07 (d, 1H), 6,77 (s, 2H), 6,85 (s, 1H), 6,87 (d, 2H), 7,86 (d, 2H); MS s Cy9H3gN,Og:

[M-H] 511.

ITpumep 2ES8. I1onyuenue coequnenust 140: N-(1R,2R)-1-(2,3-nurunpodenso[p][1,4]
JUOKCHUH-6-1N)- 1 -TUAPOKCU-3-(IUPPOIIUINH- | -ui)TponiaH-2-ui)-6-(4-MeTOKCH-3,5-
JTUMETUIIPEHUIT)-6-0KCOTEeKCaHAMM/T

'H SIMP (400 MTI'y, CDCl3) & 1,61-1,63 (m, 4H), 1,77 (br, 4H), 2,16 (t, 2H), 2,32 (s, 6H),
2,61-2,67 (m, 4H), 2,74-2,89 (m, 2H), 2,91 (t, 2H), 3,75 (s, 3H), 4,21 (br, 5H), 4,90 (sd, 1H), 5,93
(br, 1H), 6,75-6,82 (m, 2H), 6,85 (sd, 1H), 7,61 (s, 2H); MS st C39H,4oN,O¢: [N-H] 525.

[Tpumep 2ES59. ITonyuenue coenuuenust 141: N-((1R,2R)-1-(2,3-quruapodenzo[f][1,4]
JTMOKCHUH-6-HIT)- | -THIPOKCH-3-(TUPPOTHINH- | -UIT)ITpOTTaH-2-1i1)-6-(4-MeTOKCUhEHUIT )-6-
OKCOreKCaHaMUJ

"H SIMP (400 MT'u, CDCl3) 8 1,62-1,64 (m, 4H), 1,76 (br, 4H), 2,17 (t, 2H), 2,61-2,65 (m,
4H), 2,72- 2,79 (m, 2H), 2,89 (t, 2H), 3,86 (s, 3H), 4,20 (br, 5H), 4,89 (d, 1H), 6,01 (br, 1H), 6,77
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(q, 2H). 6,85 (s, 1H), 6,91 (d, 2H), 7,90 (d, 2H); MS msa CrgH36N,>Oq: [M-H] 497.

[Tpumep 2E60. TTomyuenue coequnenust 155: 6-(4-tpet-Oytundennn)-N-((1R,2R)-1-(2,3-
nuruapo0oensolB][1,4]anokcun-6-umn)- 1 -rugpokcu-3-(MUppoIuAnH-1 -uin)nponaH-2-ui)-6-
OKCOr€KCaHaAMUJI

'H imMP (400 MTI'u, CDCl3) 6 1,34 (s, 9H), 1,63-1,65 (m, 4H), 1,77 (br, 4H), 2,17 (t, 2H),

2,64-2,66 (br, 4H), 2,75 (dd, 1H), 2,81 (dd, 1H), 2,91 (1, 2H), 4,20 (br, SH), 4,90 (d, 1H), 6,02
(br, 1H), 6,77-6,82 (q, 2H), 6,85 (d, 1H), 7,46 (d, 2H), 7,86 (d, 2H); MS wist C3;Hy,H,0s: [M-

H] 523.

ITpumep 2E61. TTomyuenue coequnenus 156: N-((1R,2R)-1-(2,3-quruapooen3o[B][1,4]
JTMOKCHUH-6-HIT)- | -TUIPOKCH-3-(TTUPPOTMINH- | -UIT)ITpoTTaH-2-1i1)-7-(4-MeTOKCUheHUIT)-7 -
OKCOTeITaHaAMM]T

[ —

"H SIMP (400 MT'u, CDCl3) & 1,25-1,30 (m, 2H), 1,55-1,70 (m, 4H), 1,77 (br, 4H), 2,13 (t,
2H), 2,61-2,66 (m, 4H), 2,74- 2,82 (m, 2H), 2,88 (t, 2H), 3,86 (s, 3H), 4,20 (br, 5H), 4,90 (d, 1H),
5,93 (br, 1H), 6,78 (q, 2H), 6,85 (s, 1H), 6,91 (d, 2H), 7,92 (d, 2H); MS mist CooH3gN,0¢: [M-

H] 511.

[Tpumep 2E62. TTonmyuenue coequnenus 144: N-((1R,2R)-1-(2,3-quruapo6en3o[B][1,4]
JIMOKCHUH-6-1)- 1 -TUAPOKCU-3-(MUPPOIIUINH- | -uin)TponaH-2-ui)-8-(4-meTokcucbenmn)-8-
OKCOOKTaHaMU/I

Crp.: 103
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'H SIMP (400 MT'u, CDCl3) & 1,25-1,33 (m, 4H), 1,54 (m, 2H), 1,68 (t, 2H), 1,78 (br, 4H),
2,11 (br, 2H), 2,65 (br, 4H), 2,76-2,11 (m, 4H), 3,86 (s, 3H), 4,21 (br, 5H), 4,90 (b, 1H), 6,02 (d,
1H), 6,78-6,84 (m, 3H), 6,91 (d, 2H), 7,92 (d, 2H); MS s C3yH,oN,Og: [M-HT* 525.

ITpumep 2E63. TTomyuenue coequuenust 159: 7-(4-xnopdenmn)-N-((1R,2R)-1-(2,3-
nuruapo0oensol][1,4]aMokcu-6-umn)- 1 -rugpokcu-3-(MUppOTUAUH- 1 -UT)TpONIaH-2-1iT)-7-
OKCOTreNTaHAMU/I

cl

"H SIMP (400 MTI'u, CDCl3) & 1,26-1,37 (m, 2H), 1,57 (m, 2H), 1,68 (m, 2H), 1,77 (br, 4H),
2,13 (t, 2H), 2,62-2,65 (m, 4H), 2,76-2,82 (m, 2H), 2,90 (t, 2H), 4,20 (br, SH), 4,90 (d, 1H), 5,93
(d, 1H), 6,78 (q, 2H), 6,85 (s, 1H), 7,42 (d, 2H), 7,87 (d, 2H); MS st CpgH35CIN,O5: [M-HT

515.

[Tpumep 2E64. [Tonyuenue coequaenus 160: 7-(4-tpet-0ytundennn)-N-((1R,2R)-1-(2,3-
muruapo0oen3o[ ][ 1,4]ammokcuH-6-um)- 1 -rugpokcu-3-(MUppoTUANH- | -UiT)TpoTIaH-2-1)-7-
OKCOTeNTaHaAMU/

'H ssmP (400 MTI'y, CDCl3) 6 1,27-1,34 (m, 11H), 1,56-1,71 (m, 4H), 1,77 (br, 4H), 2,13 (t,

Crp.: 104
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2H), 2,63-2,66 (m, 4H), 2,76-2,819 (m, 2H). 2,91 (t, 2H), 4,20 (br, 5H), 4,90 (sd, 1H), 5,90 (d,
1H), 6,81 (g, 2H), 6,85 (s, 1H), 7,46 (d, 2H), 7,88 (d, 2H); MS s C3,H,4H,0s: [M-H] 537.

ITpumep 2E65. ITonyuenue coequnenus 168: N-((1R,2R)-1-(2,3-auruapo6en3o[B][1,4]
JIMOKCUH-6-UIT)- | -TUAPOKCHU-3-(TUPPOTUANH- 1 -WT)TponiaH-2-uin)-7-(4-MeToKcudpeHUT )-7-
okcorenTtaHamu (2S,3S)-2,3- AMrMAPOKCUCYKIIMHAT

'H amP (400 MTI'y, CD50OD) 6 1,15-1,19 (m, 2H), 1,40-1,47 (m, 2H), 1,60 (m, 2H), 2,02
(br, 4H), 2,09-2,21 (m, 2H), 2,90 (t, 2H), 3,35-3,49 (1, SH), 3,83 (s, 3H), 4,12 (br, 4H), 4,38 (s,
2H), 4,43 (1, 1H), 4,74 (sd, 1H), 6,71 (d, 1H), 6,79 (dq, 1H), 6,86 (sd, 1H), 6,96 (d, 2H), 7,92 (d,
2H), MS JJISL C29H38N206'C4H6O6: [M-H]_ 661.

ITpumep 2E66. ITonyuenue coequnenus 162: N-((1R,2R)-1-(2,3-auruapo6benzo[B][1,4]
JIMOKCUH-6-UIT)- 1 -TUTIPOKCHU-3-(TUPPOTUANH- | -WIT)TpOoTIaH-2-1iT)-4-(4-U30MPOTOKCUPEHIUIT )-
4-oxcoOyTaHaMU/T

'H amp (400 MT'u, CDCl3) 6 1,35 (d, 6H), 1,77 (br, 4H), 2,52-2,56 (m, 2H), 2,64-2,83 (m,
6H), 3,09-3,36 (m, 2H), 4,22(br, 5H), 4,63-4,66 (m, 1H), 4,89 (sd, 1H), 6,13 (d, 1H), 6,78 (s,
2H), 6,88 (t, 3H), 7,90 (d, 2H); MS s CogH3N»Og: [M-H] 497.

[Tpumep 2E67. ITonmyuenue coequnenus 176: N-((1R,2R)-1-(2,3-aquruapo6enzo[B][1,4]
JTMOKCUH-6-11)- | -TUIPOKCH-3-(TMPPOSTUINH- | -WiT)ITponiaH-2-1it)-4-0Kco-4-(4-(Tpud TopMeTI)
dhenun)oyranamu (2S,25)-2,3-IUrMIPOKCUCYKIIMHAT

Crp.: 105
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0
H
0 OH
F
.0
F OH O
g

"H SIMP (400 MTIw, CD30D) 6 2,08 (br, 4H), 2,54-2,72 (m, 2H), 3,24-3,48 (m, 6H), 4,19 (s,
4H), 4,29 (m, 4H), 4,74 (sd, 1H), 6,76 (d, 1H), 6,86 (d, 1H), 6,92 (s, 1H), 7,81 (d, 2H), 8,13 (d,
2H); MS st CygHypgF3N»O5-C4HgOg: [M-H] 657.

ITpumep 2E68. [Tonyuenue coequnenus 65 (Genz-528152-1): 2-(3'-xnopouchenun-4-ui)-

N-((1R,2R)-1-(2,3-murunpo6en3o[ ][ 1,4]mmokcun-6-umn)- 1 -rugspokcu-3-(MUppoTuarH- 1 -11)
MPOIIAH-2-UIT)alueTaMU/T

N+

Cl

'H amP (400 MTI'u, CDCl3) 6 1,70 (br, 4H), 2,54 (br, 4H), 2,72-2,81 (m, 2H), 3,53 (s, 2H),
4,12-4,23 (m, 5H), 4,85 (d, 1H), 5,82 (d, 1H), 6,58 (dd, 1H), 6,70 (sd, 1H), 6,73 (d, 1H), 7,19 (d,
1H), 7,32-7,34 (m, 1H), 7,38 (t, 1H), 7,46-7,49 (m, 1H), 7,52 (d, 2H), 7,59 (d, 1H); Cy9H3;CIN;O4:

[M-H] 507.
[Tpumep 2E69. IMonyuenue coenuuenus 262: N-[2-ruapokcu-2-(4-meTokcu-enun)- 1-
MMUPPOJIUINH- | -UTIMETUIT-3THI |-3-(4-METOKCU-(EHOKCH )-ITPOTTMOHAMU]T

Crp.: 106
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/O

'"H amp (CDCl5 400 mI'n, ppm); 1,75 (m, 4H), 2,55 (m, 2H), 2,65 (m, 4H), 2,85 (m, 2H),
3,8 (s, 6H), 4,1 (m, 2H), 4,25 (m, 1H), 5,0 (d, 1H), 6,5 (br, d, 1H), 6,8 (m, 4H), 7,25 (m, 4H).
Macca/zapsn st Co4Hz,N,O5 [M-H]™ 429,

[Tpumep 2E70. [Tomyuenue coenuuenust 270: 5-(4-u301ponoKcH-GheHn )-5-0KCO-TIEeHTAaHOBOM
KUCIIOTHI [2-TUIPOKCH-2-(4-METOKCU-(EHMI)- | -MTUPPOTUINH- | -UIIMETUIT-3THIT |-aMU/T

SN

oH
NH
0
0 J\
0

'H aMmP (CDCl3 400 mI'u, ppm); 1,4 (d, 6H), 1,8 (m, 4H), 2,0 (m, 2H), 2,2 (m, 2H), 2,6 (m,
4H), 2,8 (m, 4H), 3,75 (s, 3H), 4,25 (m, 1H), 4,65 (m, 1H), 5,0 (d, 1H), 5,95 (br, d, 1H), 6,85 (m,
4H), 7,25 (m, 2H), 7,9 (m,2H). Macca/3apsan ans Co4H3,N,05 [M-H]" 483,3.

ITpumep 2E71. Ionyuyenue coenunenus 285: 7-(4-MeTOKCH-(EHIIT)-7-0KCO-TeNTAaHOBON
KHUCIIOTHI [2-TUIPOKCU-2-(4-MeTOKCU-(DEHUIT)- | -TTUPPOSTUIMH- | -UIMETUIT-3THII |-aMU]T

Crp.: 107
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"H SIMP (CDCl; 400 MI', ppm); 1,25 (m, 2H), 1,6 (m, 4H), 1,8 (m, 4H), 2,15 (m, 2H), 2,65
(m, 4H), 2,85 (m, 4H), 3,75 (s, 3H), 3,9 (s, 3H), 4,2 (m, 1H), 5,0 (d, 1H), 5,9 (br, d, 1H), 6,85 (d,
2H), 6,95 (d, 2H), 7,2 (d, 2H), 7,95 (d, 2H). Macca/zapsn wist Co4H3,N,Os [M-HT* 483,3.

[Tpumep 2E72. Ionyuenue coenuuenust 262: N-[2-Tuapokcu-2-(4-MeTOKCH-(HEeHMIT)-
MMUPPOJIUINH- | -UTIMETUIT-3THI |-3-(4-METOKCH-(EHOKCH )-ITPOTTHOHAMUT
OH

/O

'H amP (CDCl3 400 MTI'y, ppm); 1,75 (m, 4H), 2,55 (m, 2H), 2,65 (m, 4H), 2,85 (m, 2H),
3,8 (s, 6H), 4,1 (m, 2H), 4,25 (m, 1H), 5,0 (d, 1H), 6,5 (br, d, 1H), 6,8 (m, 4H), 7,25 (m, 4H).
Macca/zapsan mist Co4N3,N,Os [M-H]* 429,

[Tpumep 2E73. ITonmyuenue coenuuenust 270: 5-(4-u301ponoKcu-GheHn )-5-0Kco-leHTaHOBOM
KHUCIIOTHI [2-TUAPOKCU-2-(4-MeTOKCU-(DEHMIT)- | -TTUPPOTTUIMH- | -UIMETUIT-3THII |-aMUT

Crp.: 108
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'H amP (CDCl3 400 mI'n, ppm); 1,4 (d, 6H), 1,8 (m, 4H), 2,0 (m, 2H), 2,2 (m, 2H), 2,6 (m,
4H), 2,8 (m, 4H), 3,75 (s, 3H), 4,25 (m, 1H), 4,65 (m, 1H), 5,0 (d, 1H), 5,95 (br, d, 1H), 6,85 (m,
4H), 7,25 (m, 2H), 7,9 (m, 2H). Macca/zapsan qnsa Co4H3,N»>Os5 [M-H]" 483,3.

ITpumep 2E74. Ilonyuenne coequnenus 305

Q

|

Q

'H SIMP (CDCl; 400 MI'y, ppm); 1,25 (m, 14H), 1,6 (m, 4H), 1,8 (m, 4H), 2,1 (t, 2H), 2.6 (t,
2H), 2,8 (m, 6H), 4,2 (m, 5SH), 4,9 (d, 1H), 6,0 (br d, 1H), 6,8 (m, 3H), 7,2 (m, 1H), 7,5 (m, 1H),
8,4 (m, 2H). Macca/3apsn s Co4H3,N,O5 [M-H]" 538.

ITpumep 2E75. I1onyuenue coemunennst 320: OKTaHOBOM KUCIIOTHI| 2-TUAPOKCH-2(4-METOKCH-
dheHun)- 1-muppouauH 1-UIMeTUI-3THII]-aMuUT

Crp.: 109
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10

'H SIMP (CDCl; 400 mI'w, ppm); 0,9 (t, 3H), 1,2 (m, 8H), 1,5 (m, 2H), 1,8 (m, 4H), 2,1 (1,
5 2H), 2,65 (m, 4H), 2,8 (d, 2H), 3.8 (s, 3H), 4,2 (m, 1H), 4,95 (d, 1H), 5.9 (br d, 1H), 6,9 (2s, 2H),
7,25 (m, 2H). Macca/3apsn ans CoyHagN,O5 [M-H]* 377 4.

[Tpumep 2E76. [1onydeHne IMKIMYECKUX AMUIHBIX aHAJIOTOB

O/ﬁ
20

0
oH
: 0
AN N
25 : + N g
NH, N
0

Llukmmueckue aMuIHbIC aHAJIOTH TTOJIYYHITH 10 cxeme 6. 2-AMUHO-1-(2,3-TUruapo-0eH30
[1,4] tMOKCUH-6-11)-3-TMPPOIUANH- | -WII-TPOIIaH- 1-0J1 MOIYYNIIN COTIIACHO MOJIYYEHUIO
npomexyToyHoro BemectBa 4 mateHTa CILIA Ne6855830 B2. OTOoT aMuH 0OBETMHUIIU C
Pa3IMYHBIMM HUTPUJIAMU B KapOOHATE KaJusl U TJIMIIEpUHE B aTMOcdepe a30Ta, HalpuMmep,
npu 115°C B Teuenue 18 yacoB. CoenuHeHue 323, XxapaKTepU3yoIIeecs CIeayoIIe
CTPYKTYpHOM (hOPMYJIOMH, TTOJTYYHIIU T10 ciaeayroleit cxeme 6. CoeauHeHune 323 OYUCTUIN
KOJIOHOYHOM XpomaTtorpaduei, MpuMeHssl CMECh METaHOJIa U METHIICHXJIOPH/IA.

35 o/}
0

R

30

40 0

45

Crp.: 110
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'H SIMP (CDCl; 400 MT', ppm); 0,95 (t, 3H), 1,35 (m, 2H), 1,6 (m, 2H), 1,8 (m, 4H), 2,7
(m, 6H), 2,8 (m, 2H), 4,2 (m, 5H), 5,4 (d, 1H), 6,85 (m, 3H), 7.2 (m, 2H), 7.9 (d, 2H). Macca/
sapsan qus Cr4Hs,N,Os5 [M-H]™ 421,54,

[Tpumep 2E77. ITonyuenue N-((1R,2R)-1-(2,3-nquruapoden3o[p][1,4]amokcuH-6-ui)-1-
THUIPOKCHU-3-(MUPPOTUINH- | -WT)TponaH-2-ui)-5-(4-(2-MeTOKCUITOKCH ) (heHUIT)-5-
OKCOIIEHTaHaAMHa

OH

O
\\O/\/

'H imMP (CDCl3, 400 mI'y, ppm): 1,25 (t, 3H), 1,8 (br, 4H), 1,95 (m, 2H), 2,05 (t, 3H), 2,25

(m, 2H), 3,65 (m, 4H), 2,90 (m, 4H), 3.4 (s, 4H), 3,8 (m, 2H), 4,15 (m, 9H), 4,95 (br, 1H), 5,95
(br, 1H), 6,88-6,95 (m, 5H), 7,9 (m, 2H). Macca/zapsan nnsa CogH3gN,O7 [M+H]=527.

[Tpumep 2E78. ITomyuenue N-((1R,2R)-1-(4-xmopdenun)- 1 -runpokcu-3-(muppoIuanH- 1 -
WI)IporaH-2-un)-3-(4-MeTokcuheHOKCH ) ITpoITaHaMHUaa

OMe

'H IMP (CDCl3, 400 mI'w, ppm): 1,76 (br, 4H), 2,52-2,57 (sq, 2H), 2,60-2,73 (br, 4 H), 2,88-

2,96 (st, 2H), 3,8 (s, 3H), 3,96-4,0 (m, 1H), 4,06-4,11 (1H), 4,21-4,24 (m, 1H), 5,07 (d, 1H), 6,57
(bd, 1H), 6,77-6,87 (sq, 4H), 7,20-7,27 (sd, 6H). Macca/zapsan nist Co3Hy9CIN,O4 [M+H]=433.

ITpumep 2E79. ITonyuenue N-((1R,2R)-1-(4-x1opdenun)- 1 -rugpokcu-3-(muppoauanH- 1 -
WI)IpoIiaH-2-umi)-6-(4-MmeTokcudeHn1)-6-0KkCoreKcaHaMuIa

Crp.: 1M1
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OMe
'H SIMP (CDCl3, 400 MT', ppm): 1,54-1,62 (b, 4H), 1,79 (b, 4H), 2,14 (t, 2H), 2,63-2,69

(br, 4H), 2,83-2,89 (m, 4H), 3,88 (s, 3H), 4,24 (br, 1H), 5,03 (d, 1H), 5,93 (d, 1H), 6,93 (d, 2H),
7,26-7,32 (m, 4H), 7,93 (d, 2H). Macca/zapsn nmna CogH33CIN,O4 [M+H]=473.

ITpumep 2E80. ITonyuenue N-((1R,2R-1-ruapoxcu-1-(4-metokcu-3-metundennn)-3-
(MUppOIUANH- 1 -WIT)IIpoTnaH-2-1i)-6-(4-Me TOKCU(PEHUI )-6-OKCOreKCaHaMM 1A

foei
HN
oM
—) €

OMe

'H smP (CDCl3, 400 mI'y, ppm): 1,77 (br, 4H), 1,91-2,0 (m, 2H), 2,18 (s, 3H), 2,2-2,25 (m,
2H), 2,62-2,69 (m, 4H), 2,77-2,89 (m, 4H), 3,75 (s, 3H), 3,88 (s, 3H), 4,23 (m, 1H), 4,96 (sd,
1H), 5,93 (br, 1H), 6,75 (br, 1H), 6,94 (d, 2H), 7,1 (br, 2H), 7,88 (m, 2H). Macca/3apsin nis
C28H38N205[M+H]=483.

[Tpumep 2E81. [Tonyuenue N-((1R,2R-1-ruapoxcu-1-(4-MeTokcu-3-MeTui(peHu)-3-
(mupponuaus- 1 -un)nponan-2-un)-2-(4-(TpudTopmeTokcH)heHu )aneramuaa

OH

'H amP (CDCl3, 400 mI'y, ppm): 1,73 (br, 4H), 2,20 (s, 3H), 2,55 (br, 4H), 2,81 (st, 2H),

3,46 (s, 2H), 3,82 (s, 3H), 4,15 (m, 1H), 4,92 (sd, 1H), 5,85 (br, 1H), 672 (d, 1H), 6,95 (sd, 1H),
7,00 (br, 1H), 7,2 (m, 4H). Macca/3apsan mis CyyHygF3N,O4 [M+H]=467.

[Tpumep 2E82. ITonyuenune N((1R,2R)-1-ruapokcu-3-(mupponuaus- 1-uin)-1-(2,2,3,3-
terpadTop-2,3-muruapooen3o[b][ 1,41 1MOKCHUH-6-1IT)TPOIIaH-2-1T)OKTAHAMMUIA

Crp.: 112
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10

'H amp (CDCl3, 400 mI'y, ppm): 0,9 (t, 3H), 1,2 (rm, 11H), 1,5 (bm, 8H), 1,8 (br, 4H), 2,1

(m, 2H), 2,65 (m, 4 H), 2,90 (m, 2H), 4,2 (m, 1H), 5,05 (d, 1H), 5,85 (br, 1H), 7,2 (m, 3H). Macca/
3apsn s Cy3HzoFyN>Oy[M+H]=477.

ITpumep 2E83. ITonyuenue N-((1R,2R)-1-(2,2-mudTopdbenzo[d][1,3]aumokcomn-5-umn)-1-
THUIPOKCHU-3-(MMPPOTUINH- | -ui)IIporaH-2-ui)-2-(4-(Tpud TopMe TOKCH ) heHUIT)alle TAMK 1A

OH
i , O\
Hﬁ /CFZ
o]
(}
OCF,

5

20

25 'H amP (CDCl3, 400 mI', ppm): 1,75 (br, 4H), 2,55 (br, 4H), 2,85 (m, 2H), 3,45 (s, 2H), 4,1
(m, 1H), 5,0 (d, 1H), 5,85 (br, 1H), 6,8-6,95 (3H), 7,1-7,20 (4H). Macca/3apsn mist Co3H,3FsN»O5
[M+H]=503.

ITpumep 2E84. TTomyuenue N-((1R,2R)-1-runpoxcu-1-(4-(2-henokcuaTorcu)pernn)-3-

(mUppoauAUH- 1 -WT)IponaH-2-ui)-6-(4-MeTOKCU(PEHUIT )-6-OKCOreKCaHAMK/1a
OH

30

35

40
OMe

'H smP (CBCls, 400 mI i, ppm): 1,6 (m, 4H), 1,8 (m, 4H), 2,15 (t. 2H), 2,7 (m, 4H), 2,85

(m, 4H), 3,8 (s, 3H), 4,25 (m, 1H), 4,3 (s, 3H), 5,0 (d, 1H), 5,95 (br, 1H), 6,9 (m, 7H), 7,2 (m,
4H), 7,95 (m, 2H). Macca/zapsn mnina C34H4oN,Og [M+H]=575.

» ITpumep 2ES85. ITonyuenue N-((1R,2R)-1-(4-(UK100y TUIIMETOKCH ) peHUNT)- | -TUTPOKCH-3-
(mupponuauH- 1 -um)mponan-2-ui)-6-(4-MeTOKCU(PEHUIT)-6-0KCOreKCaHaMK1a

Crp.: 113
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I

OH
0
. g
0]
CMe

'H amP (CDCl3, 400 mI'y, ppm): 1,6 (br, 4H), 1,9 (m, 9H), 2,05 (m, 5H), 2,75-3,0 (m, 9H),

3,8 (m, 5H), 4,3 (m, 1H), 5,0 (m, 1H), 6,2 (br, 1H), 6,9 (m, 4H), 7,25 (m, 2H), 7,9 (m, 2H). Macca/
3apsa ais C31HypN»>Os5 [M+H]=523.

ITpumep 2E86. [Tonyuenne N((1R,2R-1-(4-(4-bTopOyTOKCH)(peHMIT)- 1 -THAPOKCH-3-
(nnppom/mnﬂ— 1-wn)npornaH-2-ui)-6-(4-MeToKkcueHnT )-6-0KCoTeKcCaHaMu1a

M@\
i O/\/\\/F

4

'H amP (CDCl3, 400 mI'm, ppm): 1,6 (m, 8H), 1,8 (m, 10H), 2,15 (t, 2H), 2,65 (m, 4H), 2,8

(d, 2H), 2.9 (m, 5H), 2,95 (s, 3H), 4,0 (t. 2H), 4,15 (m, 1H), 4,45 (t. 1H), 4,55 (t, 1H), 4,95 (br,
2H), 5,9 (br, 1H), 6,90 (m, 4H), 7,20 (m, 2H), 7,95 (m, 2H), 8,05 (br, 1H). Macca/3apsia nis
C30H41FN205[M+H]:529.

[Tpumep 2E87. ITomyuenune N-((1R,2R)-1-rugpoxkcu-3-(mupposmans- 1 -umn)-1-(4-(3-(p-
TOJIUIIOKCH ) ITPOTIOKCH ) (hEHUIT)ITPOTTaH-2-1iT)-6-(4-MeTOKCHU(EeHMIT)-6-OKCOTeKCaHaMuU1a
OH

SFQ eI/

OMe
'H amp (CDCl3, 400 mI'y, ppm): 1,65 (m, 4H), 1,8 (m, 4H), 2,15 (t, 2H), 2,25 (t, 2H), 2,3
(s, 3H), 2,65 (m, 4H), 2,8 (m, 2H), 2,9 (t, 2H), 3,85 (s, 3H), 4,15 (m, 4H), 4,25 (m, 1H), 4,95

Crp.: 114
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(br, 1H), 6,85 (br, 1H), 6,8-6,95 (m, 6H), 7,05 (m, 2H), 7,2 (m, 2H), 7,95 (2H). Macca/3apsin
JUTSI C36H46H206[M+H]:603.

[Tpumep 2E88. ITomyuyenne N-((1R,2R-1-(4-OyTokcudernn)- 1 -ruapokcu-3-(TuppoTuIiH-
1-um)mpomnaH-2-ui)-6-(4-meTokcudeHus )-6-0KcoreKcaHaMuaa

T

0H
HN
—0
10
QO
OMe

5

'H amp (CDCl3, 400 mI'y, ppm): 1,0 (t, 3H), 1,5 (m, 2H), 1,65 (m, 4H), 1,8 (m, 6H), 2,15
(t, 2H), 2,65 (m, 4H), 2,8 (m, 2H), 2,9 (t, 2H), 3,85 (s, 3H), 3,9 (t, 2H), 4,15 (m, 1H), 4,95 (br,
1H), 5,90 (br, 1H), 6,8-6,95 (m, 4H), 7,2 (br, 2H), 7,90 (br, 2H). Macca/3apsn nns C30H4,N»O5
[M+H]=511.

[Tpumep 2E89. ITomyuenue N-((1R,2R)-1-(4-(rekcunokcu)dpeHun)- 1 -rTuipoKcu-3-

(muppoauauH- 1 -un)mponaH-2-ui)-5-(4-(2-MeTOKCUITOKCH ) (DeHUIT)-5-OKCOTIEHTAHAMU/ 1A
OH

» GWOW

2

S

30

(o]
\O/\\/

35
'H amMP (CDCl3, 400 mI'y, ppm): 0,95 (t, 3H), 1,35 (m, 4H), 1,45 (m, 2H), 1,7 (m, 6H), 1,95

(m, 2H), 2,20 (m, 2H), 2,65 (m, 4H), 2,85 (m, 4H), 3.45 (s, 3H), 3,75 (m, 2H), 3,90 (t, 2H), 4,15
(m, 2H), 4,25 (m, 1H), 4,95 (m, 1H), 6,0 (br, 1H), 6,8 (m, 2H), 6,9 (m, 2H), 7,2 (m, 2H), 7,90 (m,
2H). Macca/zapsn ais C33H,gN,Og[M+H]=569.

40 ITpumep 2E90. ITonyuenue N-((1R,2R-1-(4-(rekcunoxkcu)dpenun)- 1-ruapoxcu-3-((S)-3-
THIPOKCUTTUPPOIIUIUH- | -WiT)TTpoTiaH-2-ui)-3-(4-MeTOKCU(PEHOKCH ) ITpOTTaHAMUIA

45
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o

OMe
'H amP (CDCl3, 400 mI', ppm): 0,95 (t, 3H), 1,35 (m, 4H), 1,45 (m, 2H), 1,75 (m, 3H), 2,1
(m, 1H), 2,4 (m, 1H), 2,55 (t, 2H), 2,75 (m, 3H), 2,85 (m, 1H), 3,0 (m, 1H), 3,75 (s, 3H), 3,90 (t,
2H), 4,05 (m, 2H), 4,1 (m, 1H), 4,15 (m, 1H), 5,0 (br, 1H), 6,6 (br, 1H), 6,8 (m, 6H), 7,2 (m, 2H).
Macca/zapsan nusa CogHypNoOg[M+H]=515.
[Tpumep 2E91. ITomyuenue 2-(4'-xmopoudenus-4-m)-N-((1R,2R-3-((R)-3-proprupponmaun-

1-111)- 1 -THAPOKCH- | -(4-U30TTPOTOKCUGEHUIT)TPOTIaH-2-UIT)alle TAMH 1A
QH

cl
'H ssmP (CDCl3, 400 mI'u, ppm): 1,15 (m, 6H), 2,10 (m, 2H), 2,4 (q, 1H), 2,5-2,75 (m, 4H),
2,95 (m, 2H), 3,55 (d, 2H), 4,15 (m, 1H), 4,45 (m, 1H), 4,85 (br, 1H), 5,10 (m, 1H), 5,9 (br, 1H),
6,75 (m, 2H), 7,05 (br, 2H), 7,20 (m, 2H), 7,4 (m, 2H), 7,5 (m, 4H). Macca/3apsa nis
C39H34CIFN,O3[M+H]=528.
[Tpumep 2E92. ITonyuenue N-((1R,2R)-1-runpoxcu-3-((S)-3-ruapoKcunppoIuInH- 1 -vmn)

-1-(4-u3omponokcudpeHuI)ponaH-2-mi)-3-(4-MeToKcu(EeHOKCH ) ITpOTTaHaAMUIA
oH

'H amp (CDCl3, 400 mI'y, ppm): 1,35 (d, 6H), 1,7 (m, 1H), 2,1 (m, 1H), 2,45 (m, 1H), 2,55
(t,2H), 2,7-2,9 (m, 4H), 3,0 (m, 1H), 3,8 (s, 3H), 4,05 (m, 1H), 4,15 (m, 1H), 4,20 (m, 1H), 4,35
(m, 1H), 4,5 (m, 1H), 4,95 (d, 1H), 6,55 (br, 1H), 6,75-6,85 (m, 6H), 7,2 (m, 2H). Macca/3apsa
JUTS C26H36N206[M+H]=473.

[Tpumep 2E93. ITonyuenue N-((1R,2R-1-(4-(4-pTopbyTokcu)denun)- 1-ruapokcu-3-((R)-
3-TUIPOKCUTTUPPOIIUINH- | -UiT)TpoTIaH-2-ui)-5-(4-MeTOKCU(PEHUIT)-5-0KCOTIEHTaHAMU 1A

Crp.: 116



10

5

20

25

30

35

40

45

RU 2578947 C2

OH

NH
: .
OH O
/
~ O
o

'H amP (400 MTI'u, CDCl3)0=1,7-2,2 (m, 12H), 2,4 (dd, 1H), 2,65-2,9 (m, 6H), 3,0 (dd, 1H),
3,90 (s, 3H), 3,91 (dd, 2H), 4,1-4,22 (m, 1H), 4,3-4,4 (m, 1H), 4,4 (dd, 1H), 4,6 (dd, 1H), 4,91
(d, 1H), 6,19 (d, 1H), 6,83 (d, 2H), 6,92 (d, 2H), 7,22 (d, 2 H), 7,9 (d, 2H); MS mi1s1 C,9H39FN,O¢
macca/3apsn 531 [M+H].

[Tpumep 2E94. IMonyuenune N-((1R,2R)-1-(4-(4-dpTopOyTokcu)henu)- 1 -ruapokcu-3-((R)-
3-ruApOKCUTTUPPOTIUAUH- | -UIT)[IPOTIaH-2-UIT)-8-METOKCUOKTAHAMHU/IA

HO

F

E
/_/_/O {%OH :

r
0—

'H aMmP (400 MT'u, CDCl3) 6=1,2-1,34 (m, 6H), 1,45-1,6 (m, 4H), 1,7-1,8 (m, 1H), 1,86-
1,95 (m, 4H), 2,0-2,2 (m, 4), 2,4-2,5 (m, 2H), 2,7-2,8 (m, 4H), 2,98 (dd, 1H), 3,3 (s, 3H), 3,53
(dd, 1H), 4,0 (dd, 2H), 4,1-4,2 (m, 1H), 4,3-4,4 (m, 1H), 4,5 (dd, 1H), 4,58 (dd, 1H), 4,9 (d, 1H),
5.9 (d, 1H), 6,85 (d, 2H), 7,22 (d, 2H); MS s CygHy3FN,O5 macca/3apsn 483 [M+H].

[Tpumep 2E95. IMonyuenune N-((1R,2R)-1-(4-(4-pTopOyTokcu)deru)- 1 -ruapokcu-3-((R)-
3-TUAPOKCUITUPPOIUANH- | -WT)TpoTiaH-2-uiT)-4-(4-MeTOKCU(pEeHOKCH)OyTaHaMKUAa

HO

'H amP (400 MTI', CDCl3) 6=1,6-2,2 (m, 9H), 2,3-2,5 (m, 4H), 2,6-2,8 (m, 5), 2,9 (dd, 1H),

3,7 (s, 3H), 3,85 (dd, 2H), 3,95 (dd, 2H), 4,2-4,3 (m, 2H), 4,5 (dd, 1H), 4,6 (dd, 1H), 4,9 (d, 1H),
6,0 (d, 1H), 6,7-7 (m, 6H). 7,1-7,2 (d, 2H); MS st C,gH30FN,O¢, Macca/zapsia 519[M+H].

[Tpumep 2E96. I[Tonyuyenue N-((1R,2R-1-(4-(4-bTopObyTokcu)pernn)- 1 -ruapokcu-3-((R)-
3-TUAPOKCUITUPPOIUIUH- | -UiT)TpOTIaH-2-1i)-3-(4-MeTOKCU(PEHOKCH) TPOITaHAMU/IA
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'H amP (400 MTI'u, CDCl3) 6=1,6-1,7 (m, 1H), 1,8-2 (m, 4H), 2,1-2,2 (m, 1), 2,4-2,5 (m,
1H), 2,6 (t, 2H), 2,7-2,85 (m, 4H), 3,0 (dd, 1H), 3,7 (s, 3H), 4,0 (t, 2H), 4,1-4,3 (m, 4H), 4,5 (dd,
1H), 4,6 (dd, 1H) 4,98 (d, 1H), 6,6 (d, 1H), 6,7-6,9 (m, 6H), 7,1-7,22 (d, 2H); MS nns
Cy7H37FN,O¢ macca/zapsan SOS[M+H].

ITpumep 2E97. TTomyuenue N-((1R,2R-1-(4-(4-pTopOyTokcu)denun)- 1 -ruaporcu-3-((R)-
3-TUAPOKCUTTMPPOIUANH- | -WIT)TpOoTIaH-2-1iT)-7-(4-MeTOKCU(PEHUIT )-7-OKCorenTaHaMU1a

HO,

&
ﬁ/_/o GOH :

F o]
e{ N 7N

'H amP (400 MTI'y, CDCly) 6=1,1-1,4 (m, 3H), 1,5-2,0 (m, 12H), 2,1-2,2 (dd, 4H), 2,4-2,90
(m, 10H), 3,0 (dd, 1H), 3,75 (s, 3H), 3,9 (dd, 2H), 4,1-4,2 (m, 1H), 4,3-4,45 (m, 2H), 4,57 (dd,
1H), 4,9 (d, 1H), 5,9 (d, 1H), 6,8 (d, 2H), 6.9 (d, 2H), 7,2 (d, 2H), 7,9 (d, 2H); MS nns
C31Hy43FN,O¢ macca/zapsan S59[M+H].

ITpumep 2E98. TTomyuenue N-((1R,2R-1-(4-(4-pTopOyTokcn)4)erun)- 1 -ruapokcu-3-((R)-
3-rUAPOKCUTTMPPOIUANH- | -WIT)TpoTIaH-2-1i)-6-(4-MeToKCU(eHNT )-6-0KCoTeKcCaHaMu1a

O

-

N
/ 0—
>——NH
/—/—/ ‘OH o —
R\
o]

'H SIMP (400 M, CD;0D) 8=1,4-1,6 (m, 4H), 1,6-1,8 (m, SH), 2,0-2,2 (m, 1H), 2,2-2,3

(m, 2H), 2,4-2,6 (m, 3H), 2,7-3,0 (m, 5H), 3,8 (s, 3H), 3,9 (dd, 1H), 4,1-4,25 (m, 1H), 4,3-4,38
(m, 1H), 4,4 (dd, 1H), 4,5 (dd, 1H), 6,8 (d, 2H), 7,1 (d, 2H), 7,2 (d, 2H), 8 (d, 2H); MS nusa
C30H41FN206 Macca/3apsa 545 [M+H].

[Tpumep 2E99. ITonyuyenue N-((1S,2R-1-(5-xnoptuodeH-2-ui)- 1 -ruipokcu-3-(MMppoTUIrH-

F

Crp.: 118
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1-um)mpormaH-2-ui)-3-(4-MeToKCcUpEeHOKCH)ITpoTaHAMU 1A

]

Ji}ﬁ%jh

“ q

10 s}
/

'H simP (400 MTI'u, CDCl3) 6=1,7 (tumpoxkwuii s, 4H), 2,5-2,7 (m, 7H), 2,8 (dd, 1H), 2,94 (dd,

1H), 3,77 (s, 3H) 4,1-4,2 (m, 2H), 4,3-4,35 (m, 1H), 5,18 (d, 1H), 6,55 (d, 1H), 6,66 (d, 1H), 6,67
(d, 1H), 6,7-6,9 (m, 4H); MS nns C,;H,7CIN,O4S macca/zapsan 439[M+H].

[Tpumep 2E100. ITonyuenue N-((1S,2R-1-ruapoxcu-1-(3-meTuntuodeH-2-ui)-3-
(MUppOIMIUH- | -Win)pornan-2-ui)-3-(4-MeTokcudeHoKCH)mporanamun 2,2,2-Tpudropanerara

g:oeay

25

5

'H amP (400 MTI'y, CD50D) 6=1,8-2,2 (m, 4H), 2,24 (s, 3H) 2,5-2,8 (m, 2H), 3,0-3,2 (m,

2H), 3,5 (dd, 2H), 3,7 (s, 3H), 3,6-3,8 (m, 2H), 4,0-4,2 (m, 2H), 4,5 (dd, 1H), 5,2 (s, 1H), 6,8 (d,
1H), 6,84 (tuupoxwii s, 4H), 7,2 (d, 1H); MS mna CyoH3¢N,O4S macca/zapsan 419[M+H].

[Tpumep 2E101. [Toyuyenue coenunenus 257: N-((1R,2R)-1-(2,3-nurunpodenso[][1,4]
JTMOKCHH-6-11T)- | -TUAPOKCH-3-MOPGHOIMHOTPOIIAH-2-11)-3-(4-MEeTOKCU(EHOKCH ) ITPOTTAHAMMU]]

.

'H amP (400 MT'u, CDCl3) 6=2,4-2,6 (m, 7H), 2,7 (dd, 1H), 3,5-3,7 (m, 4H), 3,8 (s, 3H),
4-4,2 (m, 2H), 4,2 (s, 4H), 4,2-4,3 (m, 1H), 4,9 (d, 1H), 6,5 (d, 1H), 6,7-6,9 (m, 7H); MS nns
C25H32H207 Macca/3apsm 473,1[M+H].

[Tpumep 2E102. [Toyuyenue coenuuenus 261: N-((1R,2R)-1-(2,3-qurunpobenso[][1,4]
JIMOKCUH-6-1IT)- 1 -TUIPOKCHU-3-(TUNEPUANH- | -WT)TpoTiaH-2-ui)-3-(4-MeTOKCUPEHOKCH)
IMponaHaMM]

30

35

=]

40
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=

'H amp (400 MTI'u, CDCl3) 6=1,4 (br, 2H), 1,6 (br, 4H), 2,2-2,8 (m, 6H), 3,8 (s, 3H), 4,0-
4,2 (m, 2H), 4,2 (s, 4H), 4,2-4,3 (m, 1H). 4,9 (s, 1H), 6,4 (d, 1H), 6,7-6,9 (m, 7H); MS s
Cy5H34N,Og Macca/zapsn 471,1[M+H].

ITpumep 2B1. ITonyuyenue coenuuenus 6; 1-6en3un-3-((1R,2R)-1-(2,3-auruapobenzo[]
[1,4]1MoKCHUH-6-111)- 1 -TUAPOKCHU-3-(ITUPPOTUIMH- | -WIT)TPOTIaH-2-U1)MOUYEBHUHA

'H amp (400 MTI'u, CDCl3) 6=1,7 (s, 4H), 2,4-2,6 (m, 5H), 2,6-2,7 (dd, 1H), 4,0 (m, 1H),
4,2 (s,4H), 4,3 (m, 2H), 4,8 (d, 1H), 4,86 (d, 1H), 5,0 (br, 1H), 6,6-6,9 (m, 3H), 7,2-7,4 (m, 5 H);
MS na Cy3Hy9N304 Macca/zapsn 412,2 [M+H].

[Tpumep 2B2. ITonyuenue coequnenus 17: 1-((1R,2R)-1-(2,3-qurunpo6enso[f][1,4]nnokcun-
6-WI1)- 1 -TUIPOKCH-3-(TTUPPONUIUH- | -WiT)ITportaH-2-ui)-3-(4-pTopOeH3mT)MoueBMHA

"H SIMP (400 MT'u, CDCl3) 8=1,6 (s, 4H), 2,4-2,6 (m, 6H), 3,9 (m, 1H), 4,0-4,1 (m, 2H),
4,13 (s,4H), 4,7 (d, 1H), 5,4 (d, 1H), 6,6-7,1 (m, 7H); MS w1s C,3H,gFN30, macca/3apsin 430,2

[M+H].
ITpumep 2B3. ITonyuenue coenuuenus 40: 1-(4-6pombensui)-3-((1R,2R)-1-(2,3-
nuruapooen3o[B][ 1, iMoKCuH-6-11)- 1 -TuIpOKCH-3-(MUPPOTTUINH- | -WJT)TPOTIaH-2-Uil)MOYEBUHA

'H amP (400 MTI'u, CDCl3) 6=1,7 (s, 4H), 2,4-2,8 (m, 6H), 4,0 (m, 1H), 4,1-4,2 (m, 2H) 4,2

Crp.: 120



10

L

o

20

25

30

35

4

S

45

RU 2578947 C2
(s,4H), 4,8 (d, 1H), 5,3 (d, 1H), 5,6-5,8 (br, 1H), 6,8-7,0 (m, 3H), 7,0 (d, 2H), 7,4 (d, 2H); MS
g Cy3HygBrN3Oy4 macca/zapsan 490[M], 491[M+H], 492[M+2],

ITpumep 2B4. ITonyuenue coenuuenus 41: 1-((1R,2R)-1-(2,3-quruapooden3o[][1,4]amokcuH-
6-11)- 1 -TUAPOKCHU-3-(TUPPOTUANH- | -WIT)TpoTIaH-2-1i)-3-(4-Me TOKCMOSH3UT )MOUEBUHA

"1 amp (400 MTI', CDCl3) 6=1,6 (s, 4H), 2,4-2,6 (m, 61-1), 3,7 (s, 3H), 3,9 (m, 1H), 4,1 (d,
2H), 4,2 (s, 4H), 4,7 (d, 1H), 5,2 (d, 1H), 5,5-5,7 (br, 1H), 6,6-6,8 (m, 5SH), 7,1 (d, 2H); MS nns
Cy4H31N305 macca/zapsin 442,2[M+H].

[Tpumep 2B5. ITonyuenue coequnenus 80: 1-((1R,2R)-1-(2,3-qurunpo6enso[f][1,4]nnokcun-
6-u11)- 1 -TuAPOKCU-3-(TUPPOIMIANH- | -UjT)TIpoTIaH-2-ui1)-3-(3-MEeTOKCMOEH3MI ) MOUEBUHA

1 amp (400 MTI'y, CDCl3) 6=1,7 (s, 4H), 2,4-2,6 (m, 6H), 3,8 (s, 3H), 4,0 (m, 1H), 4,1-4,2
(s, 6H), 4,8 (d, 1H), 5,1 (d, 1H), 5,2-5,4 (br, 1H), 6,6-6,8 (m, 6H), 7,2 (dd, 1H); MS nns
Cy4H31N305 macca/zapsn 442,2[M+H].

[Tpumep 2B6. [Tonyuenue coenunenus 42: 1-((1R,2R)-1-(2,3-nurunpo6en3o[][1,]amokcun-
6-11)- 1 -TUAPOKCHU-3-(TUPPOTUAUH- | -UT)ITpoTaH-2-1i)-3-(4-MeTUIOEH3UIT)MOYEBUHA

'H simMP (400 MTI'y, CDCly) 6=1,6 (s, 4H), 2,3 (s, 3H), 2,4-2,6 (m, 6H), 4,0 (m, 1H), 4,2 (d,
2H), 4,21 (s,4H), 4,7 (d, 1H), 5,2 (d, 1H), 5,4-5,6 (br, 1H), 6,7-7,1 (m, 7H); MS nsa Cy4H31N304

Macca/3apsia 426,2[M+H].
[Tpumep 2B7. ITonyuenue coenunenus 43: 1-(4-xnopoensun)-3-((1R,2R-1-(2,3-quruapobeHso
[BL[1,4]niMOKCUH-6-1IT)- 1 -TUAPOKCHU-3-(MTUPPOTUIMH- | -WIT)[TpOTIaH-2-UT)MOUYEBUHA
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'H amP (400 MTI'u, CDCl3) B=1,7 (s, 4H), 2,5-2,7 (m, 6H), 4,0 (m, 1H), 4,2 (s, 6H), 4,8 (d,
1H), 5,2 (d, 1H), 5,4-5,5 (br, 1H), 6,7-6,9 (m, 3H), 7,1 (d, 2H), 7,3 (d, 2H); MS mi1st C53H,gN3ClO4

macca/3apsn 446[M+H], 447,5[M+2].
[Tpumep 2B8. ITonmyuenue coenuuenust 10: 1-((1R,2R-1-(2,3-nuruapoodenso[][1,4]amokcun-
6-11)- 1 -TUIAPOKCH-3-(TUPPOUIUH- | -uim)riporiaH-2-ui)-3-((S)- 1 -peHund T ) MoueBuHa

'H amp (400 MTI'y, CDCl3)0=1,4 (d, 3H), 1,6 (s, 4H), 2,2-2,5 (m, 4H), 2,5 (dd, 1H), 2,6 (dd,
1H), 3,9 (m, 1H), 4,2 (s, 4H), 4,5 (m, 1H), 4,8 (d, 1H), 5,0 (d, 1H), 5,1-5,3 (br, 1H), 6,6-6,9 (m,
3H), 7,2-7,4 (m, SH); MS nnsa C,4H3;N304 Macca/3apsn 426,2[M+H].

ITpumep 2B9. [Monyuenune coenunenus 286: 1-((1R,2R)-1-(2,3-quruapoden3o[B][1,4]
JTIMOKCHH-6-11T)- 1 -THIPOKCH-3-(IMPPOTTUANH- | -uim)ripornaH-2-ui)-3-(®- 1 -heHu I T ) MoOYeBUHA

'H amP (400 MT'u, CDCl3) 6=1,3 (d, 3H), 1,7 (s, 4H), 2,2-2,6 (m, 6H), 3,9 (m, 1H), 4,2 (s,
4H), 4,6-4,7 (m, 2H), 5,3 (d, 1H), 5,6-5,7 (br, 1H), 6,6 (d, 1H), 6,7 (d, 1H), 6,8 (s, 1H), 7,2-7,4
(m, 5H); MS mis Co4H3N3O4 macca/3apsin 426,0(M+H].

[Tpumep 2B10. [Tonyuenne coequnenus 69: 1-((1R,2R)-1-(2,3-nuruapo0den3o[f][1,4]
JTMOKCHUH-6-UIT)- | -TUAPOKCH-3-(MUPPOIUIUH- | -uT)iporaH-2-ui)-3-(HadTajaeH-2-u1)MoYeBUHA

'H amP (400 MT'u, CDCl3) 6=1,6 (s, 4H), 2,4-2,8 (m, 6H), 4,1 (s, SH), 4,8 (s, 1H), 6,0 (d,

Crp.: 122
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1H), 6,7 (s, 2H), 6,9 (s, 1H), 7,1-7,8 (m, 7TH); MS ms CocHp9N30O4 Macca/3apsn 448,1 [M+H].

[Tpumep 2B11. ITonyuenue coequnenus 288: 1-((1R,2R)-1-(2,3-muruapobden3o[][1,4]
JTMOKCHH-6-UT)- | -THIPOKCH-3-(IMPpOUIUH- | -uim)iponiaH-2-un)-3-(HadTaneH- 1 -uim)MoueBruHa

10

'H amPp (400 MTI'y, CDCl3) 6=1,6 (s, 4H), 2,4 (s, 4H), 2,6 (d, 2H), 4,1 (m, 11-1), 4,2 (s, 4H),

4,8 (d, 1H), 5,4 (d, 1H), 6,5 (d, 1H), 6,6 (d, 1H), 6,7 (s, 1H), 7,2-7,6 (m, 3H), 7,7 (d, 1H), 7,8 (d,
1H), 8,0 (d, 1H); MS mna CpgHpgN30O4 Macca/3zapsn 448,1[M+H].

5 [Tpumep 2B12. ITonmyuenue coequnenus 71: 1-((1R,2R)-1-(2,3-quruapooenzo[B][1,4]
JIMOKCUH-6-1IT)- 1 -TUPOKCU-3-(MUPPOIUANH- | -mim)mponaH-2-ui)-3-((S)-1-(Hadranen-1-umn)
STUJI)MOYEBUHA

20

25

"1 amp (400 MTI'y, CDCl3) 6=1,4 (s,4H), 1,5 (d, 3H), 2,3 (s, 4H), 2,4 (dd, 1H), 2,6 (dd, 1H),
3,9 (br, 1H), 4,2 (s, 4H), 4,7 (s, 1H), 5,0 (d, 1H), 5,3 (br, 1 H), 5,5 (br, 1H), 6,6 (m, 3H), 7,4-7,6
(m, 4H), 7,7 (d, 1H), 7,8 (d, 1H), 8,1 (d, 1H); MS nis C,gH33N304 macca/zapsn 476,2[M+H].

ITpumep 2B13. ITomyuenue coequaenus 70: 1-(6udennn-4-um)-3-((1R,2R)-1-(2,3-
murupooen3ol ][ 1,4]aMokcrH-6-un)- 1 -ruipokck-3-(MUPPOTUIUH- | -WIT)TIPOTIaH-2-UIT) MOUEBUHA

30

35

40

'H amp (400 MTI'y, CDCl3) 6=1,7 (s, 4H), 2,6-2,8 (m, 6H), 4,1 (br, 1H), 4,2 (s, 4H), 4,9 (br,
1H), 5,9 (d, 1H), 6,8 (s, 2H), 6,9 (s, 1H), 7,2-7,6 (m, 9H); mist CogH3 N304 macca/zapsan 474,1

[M+H].

45 [Tpumep 2B14. ITonyuenue coequnenus 81: 1-((1R,2R)-1-(2,3-auruapodenzo[B][1,4]
JTMOKCUH-6-UIT)- | -TUIPOKCHU-3-(TUPPOTTUINH- | -Uim)iporiad-2-ui)-3-(4-(TpudTopMeTHIT ) PeHU )
MOY€EBUHA
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'H simMP (400 MTI'u, CDCl3) 0=1,7 (s, 4H), 2,4-2,7 (m, 6H), 4,0 (br, 1H), 4,2 (s, 4H), 4,8 (br,
1H), 5,9 (br, 1H), 6,8 (s, 2H), 6,9 (s, 1H), 7,3 (d, 2H), 7,5 (d, 2H); MS mis1 Co3Hp¢F3N304 macca/

3apsin 465,97 [M+H].

ITpumep 2B15. ITonyuenue coequnenus 68: 1-((1R,2R)-1-(2,3-auruapo6en3o[B][1,4]
JTIMOKCHUH-6-WIT)- 1 -TUIPOKCU-3-(MUPPOTTMANH- 1 -uiT)mponaH-2-ui)-3-(3-(TpudTopMe T ) eHUIT)
MOYEBUHA

0]
h :
HN

'H amP (400 MTI'u, CDCl3) 6=1,7 (s, 4H), 2,5-2.9 (m, 6H), 4,0 (br, 1H), 4,2 (s, 4H), 4,8 (br,
1H), 5,9 (br, 1H), 6,8 (s, 2H), 6,9 (s, 1H), 7,2-7,6 (m, 4H); MS nis C,3H,¢F3N304 Macca/3apsin
466,0 [M+H].

[Tpumep 2B16. ITonyuenue coequnenus 82: 1-((1R,2R)-1-(2,3-quruapo6enzo[B][1,4]
JIMOKCUH-6-UIT)- | -TUAPOKCHU-3-(MUPPOTUANH- 1 -WiT)IponiaH-2-ui)-3-(4-(TpudToOpMeTOKCH)
(dbeHnT)MOUeBUHA

"H SIMP (400 MTI'w, CDCl3) 8=1,7 (s, 4H), 2,4-2,7 (m, 6H), 4,0 (br, 1H), 4,2 (s, 4H), 4,8 (br,
1H), 5,9 (br, 1H), 6,8 (s, 2H), 6,9 (s, 1H), 7,0 (d, 2H), 7.2 (d, 2H); MS ms Co3H,6F3N305 macca/

3apsn 481,5[M], 482,5[M+H].

ITpumep 2B17. I1onyuenue coequnenus 133: 1-((1R,2R)-1-(2,3-nuruapooden3o[P][1,4]
JIMOKCUH-6-UJT)- | -TUAPOKCU-3-(MUPPOITUIMH- | -UiT)TponiaH-2-un)-3-(4-(2-MeTUITHA30J1-4-11)
(dheHnT)MOUeBUHA

Crp.: 124
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) 'H smMP (400 MTI'u, CDCl3) 6=1,7 (s, 4H), 2,4-2,7 (m, 6H), 2,7 (s, 3H), 4,1 (br, 1H), 4,2 (s,
4H), 4,8 (br, 1H), 5,9 (d, 1H), 6,8 (s, 2H), 6,9 (s, 1H), 7,2 (s, 1H), 7,3 (d, 2H), 7,7 (d, 2H); MS
11 CogH3zgN4O4S macca/zapsan 494,9[M+H].

[Tpumep 2B18. [Tonyuenue coequuenust 7: 1-((1R,2R-1-(2,3-nuruapoben3o[ ][ 1,4 amokcun-

6-us1)- 1 -TuAPpOKCU-3-(TUPPOIMANH- | -UJT)ITPpOTIaH-2-UJT)-3-101CHUTIMOYEBUHA
15

20

'H amP (400 MTI'u, CDCl3) 6=0,9 (t, 3H), 1,3 (br, 18H), 1,4 (m, 2H), 1,8 (s, 4H), 2,5-2,7 (m,

6H), 3,1 (q, 2H), 4,0 (m, 1H), 4,3 (s, 4H), 4,4 (br, 1H), 4,76 (d, 1H), 4,8 (d. 1H), 6,7-6,8 (dd, 2H),
236,9 (s, 1H); MS st CogHy7N30,4 Macca/zapsia 489,7[M+H], 490,9[M+2].

[Tpumep 2B19. ITonmyuenue coemunenus 287: 1-((1R,2R)-1-(2,3-muruapobdenso[][1,4]
JTMOKCHUH-6-WIT)- | -TUIPOKCH-3-(TTUPPOTHINH- | -WIT)TTpoTTaH-2-1i)-3-(2-(THOheH-2-UIT)ITHIT)
MOYEBHUHA

30

35

'H amp (400 MTI'y, CDCly) 6=1,7 (s, 4H), 2,5-2,7 (m, 6H), 3,0 (t, 2H), 3,8 (q, 2H), 4,0 (m,
1H), 4,2 (s, 4H), 4,8 (d, 2H), 4,9 (d, 1H), 6,7-6,8 (m, 3H), 6,9 (d, 1H), 6,9 (dd-1H), 7,1 (d, 1H);
MS nns CypHygN30O4S macca/zapsin 432,1 [M+H].

ITpumep 2B20. ITonyuenue 1-((1R,2R)-1-(4-(4-bTopdbyTokcu)dhenun)- 1 -ruapokrcu-3-((R-3-
TUAPOKCUIIMPPOIUANH- 1 -WT)IIpoTniaH-2-1i)-3-(4-MeTOKCHOeH3UT )MOUeBHHa 2,2,2-
TpudTopanerat

40

45
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'H amP (400 MTI'y, CD30D) 6=1,8-2,2 (m, 6H), 3,2-3,3 (dd, 2H), 3,4-3,7 (m, 3H), 3.8 (s,
3H), 3,82-4,1 (m, 4H), 4,3 (dd, 2H), 4,4 (dd, 1H), 4,5 (dd, 2H), 4,8 (dd, 1H), 6,8 (d, 2H), 6,9 (d,
2H), 7 (m, 2H), 7,3 (d, 2H); MS nnsa CygH3¢FN305 macca/zapsan 491[M+H].

[Tpumep 2B21. ITonyuenue 1-(4-xmopoens3un)-3-((1R,2R)-1-(4-(4-pTopOyTorcu)hennn)-1-
ruaApOKCU-3-((R-3-ruAp OKCUTTUPPOJIMIAUH- | -UIT)TIPOTIaH-2-UIT)MOYEBUHA

'H simMP (400 MTI'y, CDCly) 6=1,6-1,8 (m, 3H), 1,8-2 (m, 5H), 2-2,2 (m, 2H), 2,2-2,3 (m,

2H), 2,8-2,4 (m, SH), 2,9 (m, 1H), 3,9-4,0 (m, 3), 4,1-4,4 (m, 3H), 4,5 (t, 1H), 4,6-4,7 (m, 1H),
4,75 (d, 1H), 6,8 (d, 2H), 7,1 (d, 21-1), 7J 5-7,3 (m, 4H); MS s C,5H33CIFN304 Macca/3apsin

494 [M+H].

[Tpumep 3: Ananu3 Elisa GM3

B16-FO xmetku u3z ATCC (AMepuKkaHCKas KOJJISKIUS TKAHEBBIX KYJIBTYP) BBIPACTUIN HA
cpene DMEM (ATCC) ¢ 10% sMmOpuoHaibHOM Obrubeii cbiBopoTKOoH (Hyclone) v meHunyumH/
crpentToMuuH/riiyraMul (Biowhittaker), 4000 kj1eTOK Ha JIYHKY TOMECTWIIM Ha TUIAHIIETHI
(BD), mOKpBIThIE KOJIAr€HOM, ¥ IIO3BOJIUIIN TPUCOEAUHSITHCS B TEUEHHE 6 4aCOB B UHKYOAaTOPE
(37 rpamycoB, 5% CO,. Uepes 6 yacoB COEIMHEHUS 1 KOHTPOJIM TOOABUIIU B JTYHKH, IIJTAHILIETHI

pa3Meniaiy U BEpHYJIM B UHKyOaTOp Ha 2 1Hs. B neHb aHanu3a KieTku (MKCUPOBAJIU B
teueHue 20 MUHYT ¢ 1% hopMaIbIeruaioM, a 3aTeM MPOMbBLIN TPUC-0yPEePHBIM COJIEBBIM
pactBopoM (TBS) 3 paza, 150 Mk TBS ocTaBuiu B TyHKax U Jo0aBuiau 50 MKII KO3bet
chIBOpOTKH (Invitrogen), IJIaHIIETHI pa3MelIaid U MHKYOUpOBaJIM B TeueHue 1 yaca npu
KOMHATHOM Temriiepatype. [ lTaHmeTsl BCTPSAXHYIIU U KJIETKU MHKYOUPOBAJIU C
MOHOKJIOHAJIbHBIM aHTUTENIOM 10 GM3 (NeuAc) (Cosmo) B TeueHue 45 MUHYT ITPU KOMHATHOM
TeMImeparype. 3aTeM IUIaHIIeTsl mpoMbUid 3 paza TBS, ocrasmnss 150 mxi TBS B tyHkax, u
nobasunu Peroxidase AffinPure F (ab') 2 frag Gt Anti-mouse IgM, cienuduyeckue 1o y-uenu
(Jackson Immno Research) B 50 MKJI, IJIaHIIETHI pa3MellIaiv U MHKyOMPOBaIM B TeUCHHUE 45
MHHYT IpU KOMHaTHOM Temriepartype. [Imanmersr mpombutn 3 pasa TBS, BCTpsixHyH,
MpoMOKHYJIM U JoO6aBuiau 100 Mk Quantablu (Pierce) B TyHKH, U MHKYOMPOBAJIM B TEUCHHUE
1 yaca, 3aTeM cunThIBaiu Ha iyopomerpe mpu Ex 325 u Em 420. 3atem aHamM3upoBaju
JTAaHHbIE, TPUMEHSIS CTAHAAPTHBIE TIPOTPAMMBI.
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Pesynbsrate! ananu3za Elisa GM3 npuBeaeHsl B Ta0aunax 1 u 2. B tabmmuax 1 v 2 3HaueHus
IC50 o603Hauens! kak "A", "B", C", "D" u "E" st Takux, 4TO MEHbIIIe WK paBHBI 0,1 MKM;
TaKuXx, uTo OosbIie 0,1 MKM U MEHBIIIE WJIU PABHBI 1 MKM; TaKUX, UTO OOJIBIIE 1 MKM U MEHBIIIE
WJIM paBHBI 3 MKM; TAKHX, YTO OOJIbIIE 3 MKM UM MEHbIIIE UK PaBHbI 10 MKM;

Takux, 4To Ooiplre 10 MKM, cooTBeTcTBeHHO. Kak nmokaszano B Tabmunax 1,2 u 3,
MHOTOYHMCIICHHBIE COCIMHECHMS TAHHOT'O M300pEeTeHUS ITOKa3aHbl KaK HHTHOUTOphl GM3.

Tabmuna 1.
IC50 3nauenus u3 ananusa Elisa GM3

OH
R o
| o]
Ri—

Z-R*=
Z-R* Coeaunenne 150_mxM_Cpennee
0]
D N N
0
O
2 C
Z i
OH

)
z)J\o i B
0
/ S B
J o)
j\
Z c] B
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IC50 3nHauenus u3 anaiauza Elisa GM3
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[Tpumep 4: Coenunenne A (N-((1R,2R-1-(2,3-quruapo6en3o[b][1,4]anokcun-6-ui)-1-
TUJIPOKCU-3-(MUPPONUIUH- | -uiT)IporaH-2-uin)HoHaHaMun) 3pdexTuBHO nHTHOUpOoBaio PKD
Ha MBIIIIMHON MOJEIN

Cxema

Mpbiiiam jck BBenu coemuHeHue A ¢ nuieit ab libitum (0,225% coenvuenust A, cMEIIaHHOTO
CO CTaHJAPTHBIM PAIMOHOM B TTOPOIITKOOOpa3HOU popme) OT Bo3pacta 26-64 THEN.
KoHTposnbHbIX MbIIIel jck KOpMUIIM KOHTPOJIBHBIM MOPOIIKOOOPA3HBIM PALMOHOM OT
Bo3pacta 26-64 nueii. Ha 63-i1 neHb Bo3pacTa >KMBOTHBIX NIEPEMECTUIIA B META0O0JIMUECKUE
KJIETKY Ha 24 yaca Jiy1s coopa mouu. Ha 64-11 neHs Bo3pacta )KUBOTHBIX YMEPTBUIIM BBEJIEHUEM
CO,. KpoBb cobpanu nmyHKuen cepaua Jisi BBIAEIEHUS! CBIBOPOTKU. [1ouky BbIIETWIMN U

pas3pesanu; MoJIOBUHY KaX 101 Mouku 3aduxkcupoBainu B 4% napadopmanbaeruie B PBS B
TEUCHWE HOYM VIS 3aJIMBKH B Mapa(yH U OKPAITUBAHUS TeMAaTOKCHUIIMHOM U 303UHOM.
PesynbTaTsl
Pe3ynbraTsl npuBeAeHbI B TA0IMIE 4 U OOCYKIAIOTCSI HUXKE.

Tabmuua 4.

KpaTtkoe omucanme pe3ynspTaTos, 0,225% coequHenust A ¢ muIneit, Bo3pact 26-64 nHei
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;I/I;IBC;IT(: TTon |Ho3za(mr/kr) Bec Tena(r) ((%))O THomerme  K/BT E%:Tombm obweM (% BUN(MI/m1)

HBIX

9 M Hocurens 22,03+1,58 7,55+1,65 2,86+1,04 90,11£10,02

9 M OmnbITHOE 18,43+1,82* 4,46+0,46* 0,88+0,23* 39,25+10,70*
10 XK Hocurens 19,20+1,80 4,94+0,73 1,22+0,41 50,50+14,32

10 K OmnbITHOE 15,93+1,65* 3,57+0,58%* 0,58+0,29* 34,67+9,41*

* p0,05% 10 cpaBHEHHUIO ¢ KOHTPOIIeM (2-cTOpOHHHM Kputepuilt CThIOJCHTA)

Bec nmouku u Tena

OO6mmii Bec Teja U BEC MOYKH OMPEIeIISUIA ITpU yMepIBIeHH. OTMETUIIN CTATUCTUYECKH
3HauuMoe od1Iero Beca Tena (p-3HadeHue <0,05, nByxcropoHHuit kputepuit CThIOAEHTA).
Taxoke HaOJIFOAJIM CYIIIECTBEHHYIO Pa3HHUIY B COOTHOIIIEHUH BEC ITOYKH/BEC Tena (p-3HaueHue
<0,05, nByxcTopoHHMi1 KpuTepuii CThIOAEHTA) s JICUEHHBIX )KMBOTHBIX, 20 Mpeamnojaras
3¢ (PEeKTUBHOCTH JIGKAPCTBEHHOT'O CPEICTBA.

Kucro3nslit 00bemM

KucTo3Hbllt 00beM U3MepSUTU KOJIMYECTBEHHBIM aHAJIU30M MPOLEHTHOT'O COOTHOIIEHUS
KMCTO3HOM 00J1aCTH Ha TUCTOJIOTMYECKHX Cpe3ax MOYEK OT OMBITHBIX U KOHTPOJIbHBIX
YKUBOTHBIX, YMHOKEHHOT'O Ha BECOBOE COOTHOIIIEHHE TOYKH K Tery. Habmonamu cyiecTBeHHOE
CHIKEHHE B KUCTO3HOM 00beMe (p-3HaueHue <0,05, nByxcTopoHHuUi kputepuii CThIOJIEHTA)
JIJ1s1 ONIBITHBIX *KUBOTHBIX.

[Toueuynas ¢pyHKIMS

VpoBHu a30ta MoueBUHBI KpoBH (BUN) ompeiensiu B o6pa3nax CBIBOPOTKH, TTOTYISHHBIX
OT KMBOTHBIX IpY yMepiBieHud. Y poBar BUN nogHrManicey y HeoOpaboTaHHBIX KOHTPOJIEH,
TOT /1A KaK OTBITHBIE YKUBOTHBIE ITPOSBIISIIM 3HAYUTEIIbHO CHUKEeHUE ypoBHeH BUN (p-3HaueHue
<0,05, nByxcTopoHHuit kpurepuiit CTbIOJIEHTA).

3akIroueHue

Beenenue coequnenus A ¢ mumieti ipu 0,225% TpUBEITO K CTATUCTUYECKU 3HAUUMOMY
CHWKEHHIO KUCTO3HOTO 3a00JIeBaHUs, KAaK U3MEPSJIU IIPU TOMOIIM BECOBOT'O COOTHOIIEHHUS
TTOYKHM K TeTY U KUCTO3HBIM 00BEMOM. ITO COMPOBOXKIAIOCH YITYUIIIEHUEM ITOUYEYHOM (PYHKIMH
y OTIBITHBIX )KUBOTHBIX OTHOCUTEILHO KOHTPOJICH. DTH YIIyUIIeHUsI HAOIFOAAIU U Y CAMIIOB,
u 'y camok. CJie1oBaTesIbHO, 3TH PE3YJIbTAThI IOKA3BIBAIOT, YTO MHTMOWPOBAHUE
[TIOKO3UIIEPAMUICUHTA3BI SIBIISCTCS 3P PEKTUBHOM CTpaTEerrel I JIeUSHHUS ITOJTMKUCTO3HOIO
3a00JIEBaHUS TOYEK.

dopmyia U300 peTeHUs
1. JlekapcTBEHHOE CPEACTBO IS JIEYEHHUS TOJIMKUCTO3HOT O 3a00JIeBaHMSI ITOYEK,
cozepkaliee COeJMHEeHUE, TTPEICTABIIEHHOE CIIeNYIONIel CTPYKTYPHO (hopMyIToit:

X--..__R4

HUJIN €T0 (bapMaL[eBTI/I‘-IeCKI/I HpHeMHeMOﬁ COJIbIO, TC:
X mpeacTasisieT coOoi -(CR5R6)H-Q-; Q npeacrasisiet codoti -O-, -S-, -C(O)-, -C(S)-, -C
(0)0O-, -C(S)0-, -C(S)S-, -C(O)NR-, -NR’-, -NR’C(0)-, -NR'C(O)NR’-, -OC(0)-, -S(0)5-,
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—SOZNR7—, WU -NR7802-; uR* MpeICTaBIISIET cOOO0M -H, 3aMelleHHY0 WM HE3aMEIIEHHY IO
amupaTUUECKYIO TPYIITY, WA 3aMEIICHHYIO, UJIM He3aMEeIIEHHYIO apUIbHYIO TPYTIITY; WK

X nipeacrasisieT coboit -O-, -S- unu -NR7—; uR* MpeJICTaBIIsIeT COOOM 3aMeIIEHHYIO UTH
He3aMeNIeHHYIO all(haTUUIECKYIO TPYIIITY, UTH 3aMEIICHHYIO, UM HE3aMEIICHHYIO apUITbHYIO
CpYIIyY; WIN

X mpeacTaBisieT cooom (CR? R6)n—; uR* MpEACTABIISIET COOOM 3aMEIICHHYIO WU

HE3aMEILEHHYIO IUKIMYECKYIO AJIKWIbHYIO I'PYIILY, 3AMELIEHHYIO UJIM HE3AMEILIEHHY IO
apwibHYyI0 rpymmny, -CN, Wiu rajloreH; uiu

X mpencraBisieT cOOOM KOBAJICHTHYIO CBSI3b; U R* MPEICTABIISIET COOOM 3aMEILIEHHYIO TN
HE3aMEUIEHHYIO apUIbHYIO TPYIIY; U

KaXXIbIl U3 RO uR® HezaBucumo npeacrasiset -H, -OH, -SH, ranoren, Hu311y1o
AJIKOKCUTPYIIIY, HU3IIYIO aJIKWJITHOTPYIIITY, WM HU3MIYIO adu(paTHIECKYIO TPYIIILY;
n mpeacTaBisieT codoti 1, 2, 3,4, 5 wm 6; u

KaXIbIA R’ npeacraBisieT cooort -H;

kaskpli R MPEICTABIISIET COOOM

1) BOAOPO/I; WIH

ii) C1-C10 ankuiabHyIO Tpymiy, Heo0s3aTeIbHO 3aMEIIEHHYIO OJTHUM Uju OoJiee
3aMECTUTENISIMU, BBIOPAHHBIMU U3 TPYIIIbL, COCTOsIEH U3 rasioreHa, C1-C6 aTKOKCH, TUIPOKCH,
C1-C6 ranoankoxcu, u C1-C6 ramoaikuia;

Kax bt A 1 B He3aBucMMO mipecrasiseT coooit raimoreH, ruapokcu, C1-C6 anxu, Cl1-
C6 ramoankui, C1-C6 ankoxcu win C1-C6 rajioajikokcu,

KaXIbIk K” He3aBUCUMO IIpecTaBiisgeT coooit 0, 1 wiu 2;

KaXapIii K He3aBUCHMO mpescTaBiisieT coboit 0, 1 unm 2; u

KaXIbIi m” He3aBUCUMO TIpecTaBiisgeT coboit 0, 1 uimu 2, rae

R* MIpeJICTaBIIsIeT COO0M He0OS3aTeTbHO HE3aMEeIICHHBIN OTHUM WITH 00JIee 3aMECTUTEITSIMHU,

BBIOpAHHBIMM U3 T'PYIIILI, COCTOSIIEH U3 TaJIOTeHa, IMaHO, aMUHO, HUTPO, Ar3, C1-C6 ankuna,
C1-C6 ranoankuna, C1-C6 ankokcu, rugpokcu u C1-C6 rajgoaikokcu; u

KXl AT HE3aBUCHMO MIPEJICTABIISICT COOOM apUIbHYIO T'PYIITY, UMEIOIIYIO OT IIECTH

JIO YETBIPHAIATH KOJBIEBBIX aTOMOB, HEOOSA3aTEIbHO U HE3aBUCHMO 3aMEIICHHYIO OTHUM

WM 6oJiee 3aMECTUTEIISIMU, BRIOpaHHBIMU U3 TPYIIIIBI, COCTOsIIEH U3 rajorena, C1-C6 ankuia,

amuHo, C1-C6 ankunamuuo, C1-C6 quankunamuno, C1-C6 aqkokcu, HUTPO, IUAHO, TUAPOKCH,
C1-C6 ranoankoxcu u C1-C6 rajoajikuia.

2. CpenctBo 1o 11. 1, rae coeqMHEeHNE MPEACTABIICHO CIIEYIOIIeH CTPYKTYPHOM (hOPMYJIION:

R0 @
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WK ero (hapManeBTUISCKU TTPUEMIIEMO COJIBIO.
3. CpeacTBo 1o 1. 2, T11e R npeacTasisieT codboit Bogopo; i C1-C10 anKuiabHY0

rpyIiy, Heo0s3aTeTbHO 3aMEIICHHYIO OJTHUM WJIM 00Jiee 3aMECTUTEIISIMU, BBIOPAHHBIMU U3

rpymnmsl, BKItouyaroei rainored, C1-C6 ankokceu, C1-C6 raioankokcu U THIPOKCH.
4. CpencTBo 10 1. 2, TIe COeTMHEHUE MTPEICTABICHO CeIyIONIel CTPYKTYpHOI (hopmyrtoi:

OH

HOY,,. O : F
Y o~
o

Zln

10

o
5 CH, ,
WIK ero papMaleBTUUECKU MTPUEMIIEMOM COJIbIO.
5. CpenctBo 1o 11. 2, T/ie COeIMHEHUE TTPEICTABIIEHO CIIEAYIOIIE CTPYKTYPHOU (hopMyIIoH
OH

HOy, -

= F

NH o

o]
o

25

o)
~
CH3
1
30 WK ero (papManeBTUUECKH TPUEMIIEMOM COJIBIO.
6. CpencTBo 1o 1. 2, Te COeNMHEHNE TTPEICTABIICHO CIIEAYIONIEH CTPYKTYPHOM (popMyIion:
CHs

35

O
/\/\/} H
N
O
OH
""/

OH |

WK ero (papManeBTUUECKU TPUEMIIEMOM COJIBIO.

45
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7. CpeAcTBo 1O I1. 2, T/ie COeAMHEHUE MTPEACTABIICHO CIIEYIOIIeH CTPYKTYPHOM (hOPMYJIION:

H

HOy, . ::N/\/\O\
AN NN
5 O CH,

H
o

o

Z|

CHgq

WY er0 (hapManeBTUIECKU TTPUEMIIEMOI COJIBIO.
8. CpencTBo 1o 1. 1, T/1e cCOeTMHEHUE MTPEICTaBIICHO CIIEAYIOIIeH CTPYKTYPHOM popmyion:

5

':B)k"

20 R¥Q

R4

25
(XXV)

WM ero (hapMaleBTUYECKU ITPUEMIIEMO COJIBIO.
9. CpencrBo 1o 1. 8§, rae R npeacrasiisieT cooor Bogopon, uin C1-C10 ankuiabHyro

T'pyIiny, Heo0s3aTeIbHO 3aMCIICHHYIO OJHHUM HUJIN Ooitee 3aMCCTHUTCIISIMU, BI>I6paHHbIMI/I n3

% rpymmel, Bkmouaromei ranores, C1-C6 anxokcu, C1-C6 ragoankokcy U TUAPOKCH.
10. CpecTBo 10 11. 8, TJie COeIMHEHHUE PeICTABIEHO CIIEYIOIIeH CTPYKTYPHOM (hOpMYIIOii:

A F
= Y
O LN o

40
O

?

CHs
WK ero (papManeBTUUECKU TPUEMIIEMOM COJIBIO.
11. CpenctBo 1o 1. 8, T/1e COeTMHEHME TTPEICTABIICHO CIEIYIOIIeH CTPYKTYPHOM (GopMyIIoit

45
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CH:~0

WK eT0 (hapManeBTUIECKUA TTPUEMIIEMO COJIBIO.
12. CpenctBo 1o 1. 1, rjie coeIMHeHNe MPEICTABICHO CIEeNYIOIIeH CTPYKTYPHOM popMyIIoit

(B)"

R¥0

X""“‘“R‘
a

WK ero papManeBTUUECKH MTPUEMIIEMOM COJIBIO.
13. JIlekapcTBEHHOE CPEJCTBO MJIs1 JICUCHUSI TTOJIMKUCTO3HOTO 3a00/I€BaHUS MTOYUEK, T'/1e

COE/IMHEHHUE MPEICTABICHO OJTHOM U3 CIEIYIOIIMX CTPYKTYPHBIX (popmy:

CHa—0, £
OH H,
0
":'Nj OH
s N
HN H
20 OH Ny 0]
H
OxNH o
Hs
O
35
CHg nan 0 .

WK UX (papMaleBTUUECKH TPUEMIIEMON COTIBIO.

40

45
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