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thopmyoii:

OH

Wid  Tpymimy, o01Iei

thopmyoii:

NpEeaACTaBICHHYIO

OH

B TO BpeMs KaK JIpYyroil MpeicTaBisieT coboit

C | IKHIIBHYIO TPYIITY; R? mpencrasiser coboit
aTOM BOJOpOJa, aTOM TraJOreHa, Cl_ (TKHITBHYIO
rpynny umu Tpymmy dopmymsr -A-RS, rme A
IpeAcTaBlIsleT  coOoOi  aToM  KuclIopojga U
R IPEACTaBIAET coboim
CﬁreTepOLII/IKJ'IoaJIKI/IJILHYIO IpYIILy, COAEPKALIYIO

aToM KHCIIOpOJa B KadecTBe TreTepoaroMa; X
MIPEACTABIISIET COOOM MPOCTYIO CBSI3b WM aTOM
KHUCJIOPOA; Y HPEACTABISIET coboi

C | ATKHIIEHOBYIO TpyHILy WA

C2_ (AIKCHUIICHOBYIO  IYIITY; Z MPE/CTaBIACT

co0oii KapOOHMIIBHYIO TpYHILy WIH
cynboHmIbHyI0 Tpymmy; R* u R sBusores
OIMHAKOBBIMU WM PA3IUYHBIMA, W KaXIBINA
mpencraBisieT  cobodf  aToM  BOmOpoAa WU
C1- (IKHIIBHYIO TPYIINY, KOTOPAs MOKET HMETh
OJAVHAKOBBIE WM pa3iuuyHble 1-3 3amecTturens,
BbIOpaHHbIE W3 3aMmecturenied (i). 3HaueHUs
3amectutened (i) mpuBeneHsI B (opmyIe

nzobperenus. 10 H. u 18 3.11. ¢-1181, 3 TAOMI.
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(57) Abstract:

FIELD: pharmacology.

SUBSTANCE: claimed invention relates to
pyrazole derivatives, which are represented by
general formula @D, as well as
theirpharmacologically acceptable salts, which have
inhibiting activity against human SGLTI, to
pharmacological composition, inhibitor of human
SGLT1 and based on them medications, to their
application for producing pharmacologic composition
and to intermediate compounds for their obtaining.

/
R? X—Y—Z—N
AN
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. (I)
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Q /! T
N.,.N
/

Rl
f

where R! represents H, hydroxy(Cz_ 6)alkyl group,

one of Q and T represents group, which is presented
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by general formula: or

group, which is presented by general formula
while another

LUH

r

presents C . 6alkyl group; R? represents hydrogen

atom, C . 6alkyl group or group of formula: -A-R8,

where A represents oxygen atom, and R® represents
C 6hetherocycloalkyl group, containing oxygen atom

as heteroatom; X represents simple bond or oxygen
atom, Y represents C . 6alkylene group  or

C2» 6alkylene group; Z represents carbonyl group or

sulphonyl group; R* and R> are similar or
different, and each represents hydrogen atom or
C . 6alkyl group, which can have similar or different

1-3 substituents, selected from substituents (i)
Values of sunstituents (i) are iven in invention
formula.

EFFECT: obtaining of pyrazole derivatives and
based on them medications.

28 cl, 3 tbl, 197 ex
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OO61acTh, K KOTOPOW OTHOCUTCS M300pETEHHE

Hacrosiee n3odpereHre OTHOCHUTS K IMTPOU3BOIHBIM ITUPa30Jia; K X (papManeBTUIeCKU
MIPUEMJIEMBIM COJISIM WUJIM MPOJIEKAPCTBAM, KOTOPBIE MOJIE3HBI B KAUECTBE JIEKAPCTBEHHBIX
CPEJICTB; K cCoJiepKalIiuM UX (apMaleBTUIECKUM KOMITO3ULUSM; U K MPOMEKYTOUHBIM
COEJIMHEHUSIM TSl UX TIOJTYUYCHHUSL.

Bonee koHkpeTHO, HaCTOsIIEe U300pETEHUE OTHOCUTCS K TPOU3BOIHBIM MUPA30JIa,
00J1a1aI0IIMM MHTHOUPYIOIEl aKTUBHOCTBIO MO oTHOIIeHUIO0 K SGLT1 vemoBeka; k ux
(dhapManeBTHISCKH ITPUEMIIEMBIM COJISIM WJIH ITPOJIEKapCcTBaM, KOTOPBIE ITOJIE3HBI B KAYeCTBE
CPEJIICTB ISl MPEAYIPEXICHUS WK JIeueHus 3a00JIeBaHus1, ACCOLMUPOBAHHOTO C
TUIEPTIIMKeMUEeH, TAKOTO KaK quadeT, HapyIIeHHas TOJIEPAHTHOCTD K TJIIOKO3E,
AHOMAJIbHOE COJEp KaHUe ITIOKO3bl B KPOBU HATOIIAK, OCIIOKHEHUS TIpu auabere wiu
0KHPEHHE; a TaKXke K (hapMaleBTUUECKUM KOMIIO3UIUSIM, COACPKAIIUM YKa3aHHbIE
MIPOU3BOHBIC; K UX TPUMEHEHHIO B KauecTBe (papMarieBTUUECKUX CPEICTB; U K
MPOMEXYTOUHBIM COSTMHEHUSIM JIJISI X TTOJTYUEHHSI.

[IpenmiecTByOIMIA YPOBEHb TEXHUKHU

Jlnaber sBIsIeTCS] OJTHAM U3 3a00JI€BaHUM, CBI3aHHBIX C 00pa30M KU3HU U
pa3BUBAIOIMIUXCS HA (hOHE U3MEHEHUS MUIIIEBBIX MTPUBBIUEK U OTCYTCTBUSI (PU3MUECKOM
Harpy3ku. [ToaTomy manueHTam ¢ quabeToM Mmoka3aHa AUETOTEpaIus U JeueOHast
rumHactika. Kpome Toro, ecim 10CTaTOUHbBIA KOHTPOJIb U MTPOIOIKUTEIbHOCTh TAKOM
Tepamnuu NPeACTABISIOT ONPe/IeTICHHbIE TPYAHOCTH, TO OJJTHOBPEMEHHO MTPOBOIST
JIeKapCcTBEHHYI0 Tepanuto. Kpome Toro, mupokomMaciTaOHble KIMHUYECKHUE UCTIBITAHUS
MOJATBEPWIU, YTO IJIS MPEAYTPEKACHUS TuadeTa U NpeqoTBPAIICHUS Pa3BUTHSI €0
OCJIO’KHEHUI HEOOXOAUMO OCYIIIECTBIIEHUE CTPOrOTr0 U JUIUTEIbHOTO KOHTPOJISI 32 YPOBHEM
caxapa B KpOBM y ALMEHTA MyTeM ITPOBEJCHUS COOTBETCTBYIOIIETO JIeYeHUS (CM. CCBUIKH 1
u 2). bonee Toro, MHOTMe 3MUAEMHUOJIOTMUECKHE UCCIIEIOBAHMS IO HAPYIIIEHHOM
TOJIEPAHTHOCTH K TJIFOKO3€ M BOZHUKHOBEHHUIO MaKPOAHTHOTIATUH MTOKA3aJId, YTO
HapylIeHHAas TOJEPAHTHOCTD K IJTIOKO3€ MMOTPAHUYHOTO TUITA TAKXKE SIBJISETCS (PaKTOPOM
pHYCKa pa3BUTHUSI MAKPOAHTHOIIATUH U TUabeTa. Takum 00pa3om, TIIaBHOE YCUIIUE
HEO0OXOIMMO HAMPABUTH HA MPEIOTBPALIEHUE TUIIEPIIIMKEMUU MTOCTIE ITpUeMa TUIIU (CM.
CCBUIKY 3).

B nocneanue roapl U3-3a BCe BO3PACTAIOIIETO YMCa MAMEHTOB, CTPAJAIOIUX TUa0eTOM,
HaOIr0/1aeTCsl OOJIBIIION MpOrpecce B pa3paboTKe pa3IMUHbIX aHTUIMAOETUUECKUX CPEJICTB.
Tak, Hampumep, IS TPEAOTBPAILICHUS TUIIEPIIIMKEMUH TOCIIe TIpUeMa MUK UCTIOIb3YOTCS
UHTUOUTOPBI O-TITIOKO3U1a3bl, KOTOPBIE 3aMEJISIIOT TUIPOJIU3 YIJIEPOAOB U UX aOCOPOIMIO
B TOHKOM KuIieuHuke. Coo0IIaIoch TakKe, YTO akap0o03a, OJIMH U3 UHTMOUTOPOB
O-TJIIOKO3MAa3bl, 00J1a/1aeT IeUCTBUEM, TPEAYIIPEKIAIONINM pa3BUTHE AUa0eTa Uin
CHWKAIOIIIMM YacTOTY 3a00JieBaHUI TMaOeTOM MPH €€ BBEACHUM IMAMEHTaM C HapyIIeHHON
TOJIEPAHTHOCTBIO K TJIIOKO3€ (CM. CChUIKY 4). OHAKO, TOCKOJIbKY, HECMOTPSI Ha HEAABHO
MPaKTUKYIOIIEECS U3MEHEHHE COCTaBa caxapoB B IMUIIE, MHTUOUTOPBI O-TJIMKO3U1a3bl HE
CHUXXAIOT MOBBIIICHHBIX YPOBHEH TTFOKO3bI MTPU MOTPEOIEHUH MOHOCaXapuia TJIFOKO3bI (CM.
CCBIIKY 5), TO HEOOXOAMMO pa3paboTaTh TaKUE CPEACTBA, KOTOPhIe 00J1agaau Obl Ooee
IIMPOKUM CHEKTPOM aKTUBHOCTHU, HAITPABJIEHHONM HA UHTMOUPOBaHUE aOCOPOLUU YTIIEBOIOB.

ITpu 5TOM U3BECTHO, UTO B TOHKOM KHILIEUHUKE pUcyTcTBYeT SGLTI,
HAaTpUN-3aBUCUMBIN TPAHCIIOPTED TIIFOKO3BI 1, KOTOPBIN PEryaupyeT a0CopOLMIO YTIIIEBOIOB.
Taxoxe coo0111a10Ch, YTO HEIOCTATOUHAST A0COPOIMS TJIFOKO3bI U TAIAKTO3bI Y MAIMEHTOB
MIPUBOJIUT K TUCHYHKIMU, 0OYCIOBICHHON BpoXkaeHHBIMH Tedektamu SGLT1 yemoBeka (cMm.
ccplikH 6-8). Kpome Toro, 6110 moaTBepkaeHo, uto SGLT1 yuacTByer B abcopOuuun
TJIIOKO3bI Y raJakKTo3bl (CM. ccblUTKU 9 1 10).
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Kpowme toro, 6su10 ycTanoieHo, uto y OLETF-kpbIc ¥ y KpBIC ¢ cCMMITTOMaMu quadera,
HUHIYIMPOBAHHOTO CTPENTO30TONUHOM (CM. cChUIKM 11-12), HaOmrogaeTcst yBeIuueHue
ypoBHst MPHK u 6enmka SGLT1 u yckopsieTcss abcopOnus riroko3bl. OOBIUHO Y MAIMEHTOB C
JMa0eTOM MOBBIIIEHBI TUAPOJIU3 YTIIEBOIOB U uX abcopOuus. Tak, Hampumep, ObLTIO0
ycraHoBJIeHO, yTO ypoBHUM MPHK 1 6enka SGLT1 3HauMTENIbHO YBEIUYMBAIOTCS B TOHKOM
KHUIIIEUHUKE YeJIOBEKa (CM. CChUIKY 13).

ITostomy OrmokupoBanue akTUBHOCTH SGLT1 y yemoBeka HHTHOUPYeT a0COPOIHIO
YIJIEBOJOB, TAKUX KAK IJII0OKO3a, B TOHKOM KHUIIIEUYHHKE, U TOATOMY MOXET MMPEeI0TBpaIlaTh
TOBBIIIEHHE YPOBHS caxapa B KpoBU. B yacTHOCTH, cunTaercs, 4To 3aMme/jieHre abcopouu
[JIFOKO3bI, TPOUCXOISIIEE B COOTBETCTBUU C BBIIIEYKA3aHHBIM MEXaHU3MOM, SIBIISIETCS
3¢ (PEeKTUBHBIM 1711 HOpMAIM3ALUU TUTIEPTIIMKEMUH TTocie mpuema nuiu. Kpome toro,
OYEBUJIHO, UTO MOCKOJIbKY yBenudueHue ypoBHS SGLT1 B TOHKOM KHIIIEYHUKE TPUBOIUT K
YBEIIMYCHHUIO a0COPOIMHU YIIIEBOAOB, TO AJISI MPEIyIPEKIACHUS UK JIedeHUs Tuabera KpaitHe
HEOOXOaMMO pa3paboTaTh TaKUe JIEKAPCTBEHHBIE CPE/ICTBA, KOTOPhIE 001agan Obl
CWJIbHOM MHTUOUPYIOIIel aKTUBHOCTBIO 1o oTHoIIeHuIo K SGLT1 uenoseka.

Ccbuika 1: The Diabetes Control and Complications Trial Research Group, N. Engl. J.

Med., 1993.9, Vol.329, No.14, p.977-986;

Ccebuika 2: UK Prospective Diabetes Study Group, Lancet, 1998.9, Vol.352, No.9131, p.837-
853;

Ccpuika 3: MaJcoto, TOMINAGA, Endocrinology&Diabetology, 2001.11, Vol.13,

No.5, p.534-542;

Ccbuika 4: Jean-Louis Chiasson and 5 persons. Lancet, 2002.6, Vol.359, No.9323, p.2072-
2077;

Ccpuika 5: Hiroyuki, ODAKA and 3 persons. Journal of Japanese Society of Nutrition and
Food Science, 1992, Vol .45, No.1, p.27-31;

Ccpuika 6: Tadao, BABA and 1 person. Supplementary volume of Nippon
Rinsho, Ryoikibetsu Shokogun, 1998, No.19, p.552-554;

Ccpuika 7: Michihiro, KASAHARA and 2 persons, Saishin Igaku, 1996.1, Vol.51, No.1, p.84-
90;

Ccpuika 8: Tomofusa, TSUCHIYA and 1 person, Nippon Rinsho, 1997.8, Vol.55,

No.8, p.2131-2139;

Ccpuika 9: Yoshikatsu, KANAI, Kidney and Dialysis, 1998.12, Vol.45, extra edition, p.232-
237;

Ccpuika 10: E. Turk and 4 persons. Nature, 1991.3, Vol.350, p.354-356;

Ccpuika 11: Y. Fujita and 5 persons, Diabetologia, 1998, Vol.41, p.1459-1466;

Ccpuika 12: J. Dyer and 5 persons. Biochemical Society Transactions, 1997, Vol.25, p.479S;

Ccpuika 13: J. Dyer and 4 persons, American Journal of Physiology, 2002.2, Vol.282,

No.2, p.G241-G248.

Onucanue n300peTeHus

ABTOpaMHU HACTOSIIIIETO U300PETEHHs ObLIIM TPOBEACHBI CEPbE3HbIEC UCCIICOBAHUSI,
HaIpaBJICHHBIC HA TOJIyYeHHE COeTMHEHUI, 001aJal0IIMX UHTMOUPYIOIIEH aKTUBHOCTBIO IO
otHoueHuto k SGLT1 uenoBeka. B pe3ynbTaTe 3TUX UccaenoBaHUl ObUTIO OOHAPYIKEHO, UTO
HEKOTOPBIE MPOU3BOAHBIE MUPA30J1a, IPEACTABIECHHbIE HIKECIIEAYIOIIeN 001el
dbopmyioii (1), 061amaroT MHTUOUPYIOIIEeH aKTUBHOCTHIO MPOoTUB SGLT1 yemoBeka B TOHKOM
KMIIIEYHUKE U TTPEBOCXOHON MHTUOUPYIOIEeH aKTUBHOCTHIO, HAITPABJICHHOW HA CHUKEHUE
YPOBHSI TJIIOKO3bI B KPOBHU, KaK OyJIeT MOKa3aHO HUXE, U 3TOT (HaKT ObLIT MOJIOKEH B OCHOBY
HACTOSIIIETO U300peTeHUsI.

Hacrosiee nzobpereHrue OTHOCUTCS K HOBBIM MPOU3BOIHBIM MMUPA301a, KOTOPHIE
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001a/1a10T TPEBOCXOHON HHTUOWPYIOIIel aKTUBHOCTHIO, HAIIPABJICHHOM Ha O/ 1aBJIEHHE
YBEJIMYEHUS YPOBHSI TJIFOKO3bI B KPOBU Oj1arogapsi CBOEMY UHTMOUPYIOIIEMY TEUCTBUIO
Ha SGLT1 yemoBeka U MHTHOMPYIOIIEMY JIEHCTBUIO Ha aOCOPOIMIO YII€BOIOB, TAKMX KaK
[JII0K03a, B TOHKOM KMIIIEUHMKE; a TAKXKe K UX (hapManeBTHICCKH ITPUEMIIEMBIM COJISIM WITHA
MPOJIEKapCTBAM; K COACPKAIIUM UX (papMaleBTUUESCKMM KOMITO3UIMSM; K UX TPUMEHEHUIO B
KauecTBe (papMaleBTHUECKHUX CPEJICTB; U K IIPOMEKYTOUYHBIM COSAUHEHUSIM TSI UX
IOJIYy YECHMUSI.

Takum 00pazom, HacTosIIIee UB0OOPETEHHUE OTHOCUTCSL:

[1] k mpou3BOIHOMY MMpa30Jia, MPeACTaBICHHOMY 001Ie (popMyoii:

6 4
7 T ’R
R X—=Y—Z—N_
RS
R> (I)
Q R?
& T
/N-‘N
R

rae R! mpencrasisier co6oit aToM Bogopoa, C, _¢ankuibHyto rpymy, C,  alKeHHIBHYIO

2-6
rpyniy, ruapokcu(C, JankunbHyro rpymmy, C, IMKIOaIKHIBHYIO IPYIILY,
C, _;uuknoankui-3amerienHyo (C, )aaKuibHyIO TPYIILy, aPUIbHYIO IPYIILY, KOTOpast
MOJET UMETh OAUHAKOBBIE UJTM Pa3iIMUHbIe 1-3 3aMecTUTENs], BBIOPAHHBIX U3 TPYIIIIHI,
COCTOSILICH M3 ATOMA raJIOreHa, THIPOKCUT PYIIIIbI, aMUHOTPYIIIBL, C,|  aTKHIBHON IPYIIIIBL
1 C,  ankokeurpymmsr; wik apuin(C, )aIKUIbHYIO IPYIILY, KOTOPAsi MOXKET UMETh Ha
KOJIbIIe OJJMHAKOBBIE UJIU pa3IMUHbIe 1-3 3aMecTUTENs], BBIOPAHHBIX U3 TPYMIIbI, COCTOSIIEH
3 aTOMa raJlOreHa, THIPOKCHT PYIIIBI, aMUHOTPYNIEL, C,  aNKWIBHON IPYIIIBI U

C, _(A/IKOKCHI DYIIITBL;

onuH 3 Q u T mpencrapisieT coOOM TPyMITy, MPEICTABICHHYIO (OPMYIION:

WIH TPYyNIy, NpeACTaBlIeHHYIO (popMyoi:

HO 0._.0

HO “OH
OH

B TO BPeMsl KaK JAPYron MpeAcTasisier cobor C,  aIKWIbHYIO IPyIILY,

rajorer(C, JankuipHyio rpymiy, C,  ankokcu-3aMelleHHy o (C, )aIKuIbHYIO IPYIILy

6
nin C, UMKIOATKUIBHYIO TPYIIIY;

R? MpeICTaBIIsIET COOOM aTOM BOJOPO/IAa, ATOM TajloreHa, TUIAPOKCUTPYIIITY,
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C1 _ATIKUIIBHYIO TPYIIY, C 1-6

ranoreH(C | .¢)ATKUIBHYIO IPYIIITY, r.amoreH(C1 _(AIIKOKCH)TpyIIIy,

ankokeurpynny, C. _aJlKWITHOTPYIIILY,

C, canmxokcu-3amerennyio C, ankoxenrpymiy, C, HMKIOATKHI-3aMEIICHHY IO

C, (AJIKOKCUTPYIIITy WIIM TPYIITY 00Lei popMyIbL: -A-R®, rie A mpencrassier coGoit
IIPOCTYIO CBsI3b, ATOM KHCIIOPOAA, METHIICHOBYIO IPYIIILy, 3THICHOBY!O rpymiy, -OCH, niu

-CH,O-; u R® npencrasnser co6oit C, _;IMKIIOAKWIBHYIO TPYIIILY,

Cé JTHEPOHHKﬂoaKHHBHYK)prHHy,apHHBHYH)FPYHHy,KOTOpaHhHDKgrﬂMeTB

OJIMHAKOBBIE UM pa3IuuHbIe 1-3 3aMecTUTeN s, BHIOpAHHBIE U3 TPYIIIbI, COCTOSLIEH 13
aToMa raJoreHa, FMAPOKCUT PYIIIBL, aMUHOT PNkl C,  aIKWIBHOM IPYIIIEL,

C, _ankokeurpymibl, C,  aIKeHUIOKCUTPYIIBL, ranoreH(C, )alIKUIbHON IPYIIIBL,

ruapoken(C, )anKWIbHOM IPYIIIbL, KapOOKCHrpymisl, C, aTkOKCHKapOOHUIBEHOM
CPYMIbI, IUAHOTPYIIBI U HUTPOTPYIIIBI, UM T€TePOAPUIBHYIO TPYIITY, KOTOPAs MOXKET
UMETh 3aMEeCTUTEIb, BRIOPAHHBIN U3 TPYIIBI, COCTOSIIEN U3 aTOMa rajioreHa u
C, _(A/IKHIBHOM IPYIIIIBL;

X mpencTaBiisieT coOOOM MPOCTYIO CBSI3b, ATOM KUCTIOPO/IA WIIK ATOM CEpHI;

Y mpezcTaBisieT cobol mpocTyIo CBsisk, C,  AIKHICHOBYIO IPYIIITY WK
C, (QIIKCHUICHOBYIO IPYIIILY, IIPH YCIIOBUH, YTO €C/H Y MPEICTABISICT COOOM MPOCTYIO
CBSI3b, TO X TaKKe MPEICTABISET COOON MPOCTYIO CBA3b;

Z mpeacTaBisieT coOor KapOOHWIBHYIO TPYIITY UM CYJIb(GOHUIBHYIO TPYIIY;

R* 1 R SBISIOTCS OMHAKOBBIMU MIIM PA3INYHBIMH, M KaXIbII TIPEICTABIISET COBO
aTOM BOJIOPOJIA WIN C1 _(AIKWIBHYIO I'PYIITY, KOTOPAst MOXET MMETh OJIMHAKOBBIC UITH
pa3nuuHble 1-3 3amecTuTess, BRIOPAHHBIX U3 HUKECIESIYIOLIEH TpyIIbl 3aMecTutenei (i),
m60 R* 1 R® BMecTe CBSI3aHBI CO CMEKHBIM aTOMOM a30Ta C 00pa3oBaHMEM IUKJIMYECKOMN C2
_(AMMHOTDYIIIBI, KOTOPAs MOXKET UMETh 3aMECTHUTEIIb, BBIOPAHHBIN U3 TPYIIIbI, COCTOSIIEH
U3 C1 _cAIKUIBHON IPYIIBI ¥ FI/IL[pOKCI/I(Cl _¢)AIIKUIIBHOM I'PYIIIIBI;

R3, R® u R7 siBmstroTcst O IMHAKOBBIMH WITH PA3TUYHBIMU, U KaXIbIN MPEACTABIISIET COOOM
aTOM BOJIOPOJIa, ATOM rajoreHa, C1 _(AIKWIBHYIO TPYIIITY WK C1 _(AJIKOKCHUT PYIIITY; 1

rpyIna 3aMeCTUTENIEH (1) COCTOUT U3 TUIPOKCUT PYIITbI, AMUHOT PYIIIbI, MOHO- WJIX ,[II/I(CI )
(ATKIT)aMUHOT PYIIITBI, MOHO- UIIN I[I/I[FI/IL[pOKCI/I(Cl _(AJIKIIT) |aMMHOT PYTIIIBI, Y PEHOT PYIIIIEL,
cyab(paMUIHON TPYIIITBI, MOHO- WK ):[I/I(Cl _AIKIIT)y PEUIOT PYIIITBI, MOHO- WK
,Z[I/I(Cl ) 6anKHn)cynb(baMI/mH0171 TPYIIIbI, C2_7aLlI/IJIaMI/IH0pr1'IHBI,
C1 ) 6aHKI/IJTchII>(bOHI/IJIaMI/IHprrIHBI, TpyMIbl 001mel GopMyITbl -CONR’)R!, rge R u R!°
SIBJISIFOTCSI OJJMHAKOBBIMU WJTW PA3IMUHBIMU, U KQXK]IbIN MPEJICTaBIIsIeT COOO aTOM BOAOPOIA
WU C1 _(AIKUIBHYIO IPYIITY, KOTOPAs MOXKET UMETh OJIMHAKOBBIC WM pas3andHbIe 1-3

3aMECTUTEJIsl, BHIOPAHHBIX U3 TPYIIIbI, COCTOSIIIEH U3 TUAPOKCUT PYIIIIBI, AMUHOT PYIIIHI,
MOHO- i U(C, aTKUII)aMUHOT PYIIIIBL, MOHO- WK

L[I/I[H/I)JpOKCI/I(C1 i 6aHKI/IH)]aMI/IHOprrIHBI, YPEUIOT pYIIIbl, MOHO- UIIU

m(C, (IKIT)y PEUIOT PYIIITBI, C, _,alMIaMUHOT PYIIIIEL,

C, _ (QIKWICYIb(GOHNIAMUHOT PYIIIIBI K KaPOAMOMIIBHON TPYIIIIBL, MO0 R’ u R'" Bmecre
CBSI3aHBI CO CMEXKHBIM aTOMOM a30Ta € 00pa30BaHUeM LUKIIecKor C, - aMUHOTPYIIIILL,

KOTOpast MOXKET MMETh 3aMECTHTEIIb, BBIOPAHHDII U3 IPYIIIBI, cOCTOsIeH 3 C,  alKHIbHOMN
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rpymist 1 ruapokcu(C, JankunbHon rpymisl, C, IUKIOAIKUIBHOM IPYIIIEL,
C, ([eTCPOLUUKIIOAIKIIBHON IPYIIIbI, APUIBHOM IPYIIIEL, KOTOPast MOKET UMETh
OJIMHAKOBBIE UM pa3IMUHbIe 1-3 3aMecTUTeN s, BBIOPAHHBIX U3 TPYIIIbI, COCTOSIIEN U3

aTOMa rajoreHa, IMAPOKCUT PYIIIBL, AMUHOTPYNIbL, C,  aJKHIBHOM IPYIIIBI U

C, _(A/IKOKCHI PYIIIbI, F€TEPOAPUIBHON IPYIIIIBL, KOTOPasi MOXET UMETh 3aMECTUTEIIb,
BBIOPAHHBIH U3 TPYIIIIbL, COCTOSIIEH U3 aTOMa ranoresa u C, aIKWIbHOH IPYIIIILL,
mkirdeckort C, [aMUHOTPYIIIEL, KOTOPAsi MOXKET UMETh 3aMECTHTEIIb, BHIOPAHHBI U3
rpymisl, coctosied u3 C, anKUIbHOMA IPYIIIBI ¥ TUAPOKCH(C,  )aIKUIBHON TPYIIIIBL, U
LMKIIMYECKOM apoMaTnieckoit C,  aMUHOTPYIIIBL, KOTOPast MOXET UMeTh C,  AJIKWIBHYIO

TPYIITY B KAYECTBE 3aMECTUTEIISI, WJTH K ero (hapMaleBTUIeCKU TPUEMIIEMON COJIH;

[2] Kk MPOM3BOHOMY MUPA30Jia, ONMIMCAHHOMY B BBIIIEYKA3aHHOM ITyHKTE [1], rne Y
NpeacTaBisieT coboi C,  ankuaeHoByro rpymiy uim C,  alKeHUICHOBYIO IPYIIIY; OAUH
u3 R* u R® npencrasisier coboit C, _(IKUIBHYIO IPYIITY, KOTOPAsi UMEET OAUHAKOBBIC W

pa3nuuHble 1-3 3amecTuTtess, BRIOpAHHBIX U3 HUXKECISIYIOLIEH TpyMIIbl 3aMecTuteei (i),
APYTO¥ MPEICTABIACT CO00# aTOM Bogopoa umn C,  aIKUIBHYIO TPYIIILY, KOTOPAsk MOXKET

UMETh OJIMHAKOBbBIE WM PA3IMYHbIE 1-3 TPYIbI, BHIOPAHHBIE U3 HIKECIIEAYIOIIEH T'PYIIIbI
3aMecTuTeNed (1); U IpyIIa 3aMecTUTesen (1) COCTOUMT U3 TUAPOKCUT PYIIIIBI, AMUHOT PYIIIIBI,
MOHO- WJI1 I[I/I(Cl _cAIKUIT)aMUHOT PYTIITBI, MOHO- MIIH

mu[runpoxcu(C . 6anKHn)]aMHHorpyHHH, YPEUIOT PYIIITHI, CYIb()aAMUIHON TPYIIIBI, MOHO-
WA LII/I(C1 ] 6aHKI/IH)ypeI/IHOprHHH, MOHO- WJIU I[I/I(Cl ) 6anKHn)cynb(1)aMI/mH0171 TPYIIIIHI,

C, _;ammnamusorpynmst, C, - 6anKI/mcynbq)OHI/maMI/IHorpynan, CpyMNIbI oo1ei

dhopMyIIbL: -CONR”R', rae R’ u R ssroTest ommuakoBsIMu 1in Pa3nUYHBIMH, U
Ka)/(bIAl TIPEJICTABIISIET CO0O0M aTOM Bosopoaa ik C, IKWIBHYIO IPYIILY, KOTOPast MOKET

MMETh OJIMHAKOBbIE WM Pa3IMyHble 1-3 3amecTutensi, BBIOpPAaHHBIX U3 I'PYIIIbI, COCTOSIIIEN
3 THIPOKCUT PYIIIBI, AMUHOT PYIIIIBL, MOHO- Witk 1i(C,  aJIKWIT)aMHHOT PYIIIIbI, MOHO- U

,Z[I/I[FI/IIIpOKCI/I(Cl ] 6anKHn)]aMHHorpyHHH, YPEUIOT PYIIIIbl, MOHO- UIIU

I[I/I(Cl _(ATKIT)y pEHIOT PYIIITBI, C2 _,AlMIIATTAMUHOT PYIIIIBL,

C,. 6an1<1/mcynb(bOHI/UIaMI/IHorpyHHH 1 KapbaMontsHO# rpymsl, mbo R u RO Bmecre
CBSI3aHBI CO CMEXKHBIM aTOMOM a30Ta € 00pa30BaHUeM LUKIIecKor C, - aMHHOTPYIIIILL,
KOTOpasi MOXKET MMETh 3aMECTHTEIIb, BLIOPAHHBIN U3 IPYIIIBL, CocTOsieH 13 C,  alKMIbHOM
rpymsl ¥ THAPOKCH(C, )alaKuIbHOM rpynisl; C, UUKIOATKWIBHON IPYIIIBL,

C, _([eTEePOLUMKIIOAIKUIBHON IPYIIIbI, APUIIBHOM IPYIIIBL, KOTOPast MOKET UMETh
OJIMHAKOBBIE UM PA3IUUHbIE 1-3 3aMecTUTeNsl, BRIOPAHHBIX U3 TPYIIIIbI, COCTOSIIICH U3
aToMa TraJoreHa, TMAPOKCUTPYIIIBL, aMUHOTPyNIbL, C,  QIKWIBHOM IPYIIIILL U

C, _(QIKOKCUT DYIIIIbL, FeTCPOAPUILHON TPYIIIBL, KOTOPAsi MOXKET UMETh 3aMECTUTEIb,
BBIOPAHHBII U3 TPYIIIIBI, COCTOSIIEH 13 aTOMa ranoreHa u C,  aKUIBHON TPYIIIIbL,
mKIIeckor C, [aMUHOTPYIIIIBI, KOTOPAS MOKET UMETh 3aMECTHTEIb, BEIOpAHHBII U3
rpymnisl, cocrosier u3 C,  aIKWIbHOH IPYIITbl ¥ TUAPOKCU(C, )aIKUIBHOM IPYIIIILL, U
LMKIINYIECKON apoMaTiieckoi C;  aMHHOTPYIIIBL, KOTOpast MOXeT uMeTh C,|  alKUIbHYIO

TPYIITY B KAYECTBE 3aMECTUTEIISI, WJTH K ero (hapMaleBTUIeCKU ITPUEMIIEMON COJIH;
[3] Kk MPOM3BOIHOMY MUPA30JI1a, ONMIMCAHHOMY B BBIIIEYKA3aHHOM ITYHKTE [2], rlie OJIuH

u3 R* u R> mpexncrasiser co6oit C,. (AIKUIBHYIO IPYIITY, KOTOPAsi UMEET 3aMECTHTEIb,
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BBIOpAHHBIN U3 HUXKECIIEAYIOLIEH IPYMIIbl 3aMecTuTesel (iA), Ipyroi MpeacTaBiseT coOoi
aTOM BOJOPO/IA; U TPyIIa 3aMecTuTeNneH (iA) sIBIsSETCs TPYIoi o01ei Gopmybr: -CON(R’
A)RIOA, rre R u R4 BMecTe cBSI3aHBI CO CMEKHBIM ATOMOM a30Ta C 0o0pa3oBaHUEM
LUKJIMYECKOMN Cz- (AMUHOTPYIIIIBI, KOTOPAs MOXKET UMETh 3aMECTUTEIb, BBIOpAHHBIN U3

rpymsl, cocrosiued u3 C,  aIKWIbHOM IPYMITbl ¥ TUAPOKCH(C, ()aIKUIBHOM IPYIIIIbL; WX

K ero (papMareBTHUECKH PUEMIIEMOI COJIH;

[4] Kk TPOU3BOHOMY NMUPA30Jia, OMIUCAHHOMY B JIIOOOM U3 BBIIIEyKa3aHHBIX MYHKTOB [1]-
[3], roe X mpeacTaBiseT coOOoM MPOCTYIO CBSI3b, U Y MPEACTABIISET COOOH TPUMETUIIEHOBYIO
TPYIITY WK |-TIPOTICHUICHOBYIO TPYIIITY, UM K ero (hapManeBTUUECKU ITPUEMIIEMOM COJIH;

[5] x mpou3BOAHOMY MHMPA30JIa, ONIMCAHHOMY B JIIOOOM U3 BBILIEYKA3aHHBIX MTyHKTOB [1]-
[3], roe X mpeacTaBiaseT coOoM aToM KUCIIopoaa, U Y MpecTaBisieT coOO0i 3TUIEHOBYIO
TPYIITY UK TPUMETUIICHOBYIO TPYIIITY, I K €ro (hapManeBTUIeCKH TTPUEMIIEMOM COJIH;

[6] K MPOM3BOIHOMY MUPA30JIa, ONMIMCAHHOMY B BBIIIEYKa3aHHOM ITyHKTE [1], roe X

IIPEACTABIIACT COGOM MPOCTYIO CBsI3b; Y MPEACTABIACT COGOM MPOCTYIO CBs3b; OauH 13 R
1 R’ mpexcrasisier coGoit C, _(&IKWIBHYIO IPYIILY, KOTOPAsi UMEET OJAMHAKOBBIC WM

pasnuyHble 1-3 3aMecTUTeNsl, BBIOpAHHBIX U3 HUXKECIIEAYIOIEeH Ipynibl 3aMectuteneit (iB),
JpYroi npeacrasisieT codbort atoM Bogopoaa uim C | . ¢AIKIIBHYIO TPYIIITY, KOOPas MOXKET

MMETh OJJMHAKOBbIE WIIM pa3IMyHbIe 1-3 3amMecTuTensi, BBIOPAHHBIX U3 HUKECIIEAYOIIen
rpynnsl 3amecturesner (iB); rpynma 3amecturesner (iB) COCTOUT U3 ypeuaorpyIibl,
Cynb(haMUIHON TPYIIITBbI, MOHO- WU m(C, (AJIKHIT)Y PEUIOT PYIIIIBI, MOHO- MIIH

mw(C, ankumcynbhamuaHoi rpymsl, C,  aikuiICyIbpOHMIAMUHOT PYIIIIBL, IPYIIIIbL

o011el (hOPMYITBI: —CON(RgB)RIOB, 1€ OIUH U3 RByRI0B MPEACTaBISET COOOM
C1 (ATIKMIBHYIO TPYIITY, KOTOPAs NMEET OJMHAKOBBIC T PA3/HIHbIC 1-3 3amecTurens,

BbI6paHHBIX U3 I'PpYIIIIbL, COCTOSIIEH U3 TUAPOKCUT'PYIIIIbI, AMUHOT' PYIIIIbl, MOHO- UJIK

I[I/I(Cl ) 6aJIKI/IH)aMI/IH0prHHI>I, MOHO- WU Ju[rusipokcu(C i 6aJIKI/IJI)]aMI/IHOpr1'IHBI,
ypeUIorpyIbl, MOHO- Win Ju(C . 6am<1/m)ypeymorpynnm, C2_7aunnaMnHorpynnbl,

C1 ) 6an1<1/mcynb(bOHI/UIaMHHorpyHHH 1 KapOaMOUJIbHOM T'PYMIIbI, APYTOM MPEICTABIISIET
coOolt aToM Bojopoa, C1 _(AIKWIBHYIO IPYIIITY, KOTOPAsi MOXET UMETh OIMHAKOBBIC MU

pasmuuHble 1-3 3aMecTUTeNIs, BBIOPAHHBIX U3 T'PYIIIbI, COCTOSIIEH U3 THIPOKCUTPYIIIIHI,
AMUHOTPYIIITbI, MOHO- WJIH I[I/I(Cl ) 6aJ'IKI/IJ'I)aMI/IHOpr1'IHBI, MOHO- UJIU

L[I/I[H/I)JpOKCI/I(C1 i 6aHKI/IH)]aMI/IHOprrIHBI, YPEUMOTPYIIILI, MOHO- WU

,Z[I/I(Cl ) 6aJIKI/IJI)yp€I/I,£[0prHHBI, C2 _,ALWIAMUHOT PYIIIIBL,

C,. 6an1<1/mcynb(bOHI/UIaMI/IHorpyHHH 1 kapbamomnbHoit rpymisr; 6o R” u R Bmecre
CBSI3aHBI CO CMEXHBIM aTOMOM a30Ta ¢ 00pa30BaHUEM LUKJIMYECKOM C2_ (AMUHOTDYIIIIBL,
KOTOpast MOKET UMETh 3aMECTUTEITh, BRIOPAHHBINM U3 TPYIIIbI, COCTOSIICH U3 C1 _(AIKHIBHOM
TPYIIIBI U FHI[pOKCI/I(Cl ) 6)anK14JIbH0171 TPYIIIIbI; C3_7I_[I/IKJI03.JIKI/IJH)HOI7I TPYIIIIBL,

Cz_ 6reTepouMKnoanKI/mbH0171 TCPYIIIbI, ApUILHOMN TPYIIIBI, KOTOPAasi MOKET UMETh
OIVHAKOBBIE WM pa3IudHbIe 1-3 3aMecTUTeNs, BRBIOpAaHHBIX U3 T'PYIIIIBI, COCTOSIICH U3

aTroMa rajaoresa, FTuApOKCUT PYIIIIbl, AMUHOT PYIIIIbI, C1 _AIKUIbHOM IPYIIbL U

C,. (ATKOKCUI DYTIIIBI, F€TEPOAPUIbHON IPYIIIEL, KOTOPAs MOKET UMETh 3aMECTUTENb,
BBIOPAHHBIN U3 TPYIIIBI, COCTOSIIIEN U3 aTOMA TajoreHa u C1 i 6anKHan0171 CPYIbL,
UKJINYECKOM C2_ (AMHHOT DYIIIIBI, KOTOPasi MOXKET UMETh 3aMECTUTENb, BbIOpAHHBIN U3

rpymisl, cocrosiied us C,  aIKuIbHOM IPYMITbl U THAPOKCU(C, ()aIKUIBHOM IPYIIIIEL, U
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LMKIIMYECKOM apoMaTnieckoit C,  aMUHOTPYIIIIBIL, KOTOPAst MOXET uMeTh C,  aIIKUIbHYIO

TPYIITY B KAYECTBE 3aMECTUTEIISI, WJTH K ero (hapManeBTUIeCKU TPUEMIIEMON COJIH;

[7] k mpoOM3BOHOMY MUPA30Jia, OTMCAHHOMY B JIIOOOM OJTHOM U3 BBIIIEYKA3aHHBIX
NyHKTOB [1]-[6], T1e R! MIpeacTaBIIsIeT coOOM aTOM BOJIOPO/Ia WU
FI/I,Z[pOKCI/I(Cz_6)aJ'IKI/IJ'IBHYIO rpynny; T o3Hauaer rpyniy, NpeAacTaBieHHYI0 popMyIoi:

I

O
HO Q

HO™ ™Y "OH
OH

WIH TPYyNIy, NpeACTaBlIeHHYI0 (popMyoi:

HO 00

HO “OH
OH

Q mpencraBisieT coOok C1 _AJTKMIIBHYIO IPYIIITY WK rajored(C . 6)aJ‘IKI/IJ'ILHyIO rpymmy,

nR? ROuR’ MPEJCTaBIISIIOT COOOM aTOM BOAOPO/Ia; UK K ero (papMaleBTHUCCKH
IPUEMIIEMOM COJIY;

[8] k mpoM3BOIHOMY MUpa30Jia, OIMMMCAHHOMY B JIIOOOM OJHOM M3 BBIIIICyKa3aHHBIX
nyHKTOB [1]-[6], rae ogun u3 Q u T o3HauaeT rpyrmimy, IpeacTaBIeHHYIO (hOPMYIIOii:

I

0]
HO &

HO “OH
OH
¥ Ipyroit npeacrasisier coboi C, (AIKIWIBHYIO TPYIIILY, rajgoren(C, ¢ AIKAIIBHY O
rpymiy, C,  ankokcu-3aMellenHyo (C, )aaKkuIbHyIo IPYIILy Wid C3_7I_[I/IKJ'I0aJ'IKI/IJ'IBHyIO

TPYIIIY, WK K ero (papManeBTUIecKu MpUeMIIeMOi COJIH;
[9] k mpoM3BOAHOMY UpPA30Jia, ONMMCAHHOMY B BbIIIEYKa3aHHBIX MYHKTaXx [7] umu [8], roe
T o3Hauaer rpymniy, mpeAcTaBiIeHHYO GopMyIion:

O
HO e

HO “OH
OH

WK K eTo (hapManeBTUIeCKU TPUEMIIEMON COJIH;

[10] k mpoU3BOAHOMY ITUPA30J1a, ONIMCAHHOMY B BBILIEYKA3aHHBIX ITYHKTaX [7] uu [9],
rae Q mpencrasisieT coOo U30MPONUIBLHYIO TPYIIITY, UM K ero apMaleBTUUECKU
IPUEMIIEMOM COJIY;

[11] k mposiekapcTBY MPOU3BOAHOTO MUPA30JIa, OMMUCAHHOTO B JTIOOOM U3
BBITIIEYKa3aHHBIX TyHKTOB [1]-[10]; mim k ero (hapManeBTUYECKH ITPUEMIIEMOM COJIH;

[12] k mposiekapCTBY, ONMMCAHHOMY B BbIlIeyKa3aHHOM IyHKTE [11], rae T o3Havaer
TPYIIY, MPEACTABICHHYIO (hOPMYJIION:
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|

o 0. .0
HOY “'OH

OH
WIH TPYyNIy, NpeACTaBlIeHHYIO (popMyoi:

|

HO G .0
HO “OH

OH

I7Ie TUIPOKCUTPYIIIIA B ITOJIOKEHUU 4 3aMEIleHa IITIOKONIMPAHO3UIBHON TPYIITION UK
TraJIAKTONMPAHO3UIBHON I'PYIIIOH, MU TUAPOKCUTPYIIIIA B ITOJIOKEHUH 6 3aMelleHa
TIIIOKOIIUPAHO3UIBHON TPYHIION, FAIAKTOIIUPAHO3UIIBHON IPYNIIION, C2_7aanbH0171

TPYIIIOW, C1 ) 6aJIK0KCM-3aMeLueHH017I (Cz. 7)au1/mbH0171 T'PYILION,

C2 _7aJH<OKCI/IKap60HI/In-3aMeLueHHOI7I (C2 _7)auI/mLH0171 TPYIIION, C2 _7anK0KCHKap60HI/mLH0171

rpymmoi, apui(C, ,)alkoKCHKapOOHWIBHOM rpymion wm C,  aIKOKCH-3aMeLICHHOMN
(C2_7)anK0KCI/IKap60HHJILH017I CPYIIION;

[13] Kk TpOU3BOAHOMY IHUPA30J1a, ONMIMCAHHOMY B BBIIIEYKA3aHHOM ITYHKTE [1], KOTOpOE

MIPECTaBIIsIeT COOOM COSAMHEHUE, BEBIOPAHHOE U3 CIICAYIOIICH I'PYIITbI, BKIIOYAIOIICH:
4-[(4-{3-[1-kapbamMont- 1-(MeTHIT) I TUIIKAPOAMOMII |TTPOTTHI } -2-MEeTHIT(HESHUIT) METHIT |-

3-(B-D-ratoxonupaHo3uiIoKcHu)-S-uzonponui- | H-nmupason;
3-(B-D-ranakronupaHo3unokcu)-4-[ (4-{3-[1-{[4-

(2-TUIPOKCUATUIT)ITUTIEPA3UH- | -UJT]KapOOHWMI } -

1-(meTun)sTuiiKapobaMou | mponu } peHun ) MeTu|-5-uzonponui- 1 H-nupaszor;
3-(B-D-ranmakronupaHo3uioKcH)-5-u3onponui-4-{ [4-(3-{1-

[2-(mumMeTHIaMUHO )3 TUIIKAapOaMOuJI |-

1-(MeTrn)aTrIIKapOaMout } ipormi)peru |metun § - | H-rmpaszonr;
4-[(4-{3-[1-(2-amuHO3THIIKApOaMOUI)- 1 -(METHIT)3 TUIIKapOAMOWIT | TIPOTINIT } (DeHMIT)METHII |-

3-(B-D-ramakTonupaHo3wIokcH)-5-u3onponui- 1 H-nupaszon;
3-(B-D-ranmakronupaHo3uIoKcH)-5-u3onponui-4-{ [4-(3-{ 1-[(nunepazuH- 1 -un)kapOoHUI]-

1-(meTrm)aTrIIKapObaMout  ipormi)deru |metun § - | H-rmpaszonr;
3-(B-D-rmroxonupano3unokcu)-4-[(4-{3-[1-{[4-

(2-TUAPOKCUATUIT)TTUTIEPA3HH- | -UJT JKapOOHMIT } - 1 -(METHIT) 3 TUIIKapOAMOMII | ITPOTIWII } -

2-MeTWII(PEeHUT)METHIT|-5-u3omnponui- 1 H-mupaszor;
3-(B-D-ranmakronupaHo3uiokcu)-5-u3onponuin-4-{ [4-(3-{1-

[(4-meTunmMnepasuH- 1-ur)kapooHu |-

1-(meTrm)sTrIIKapOaMout } ipormi)perwt |metun § - | H-rmpaszonr;
3-(B-D-ranakTonMpaHo3uI0KCH)-S-u3onponui-4-{ [4-(3-{1-

[(4-uzomponummnurepasut- 1-uin)kapOooHuI |-

1-(meTurm)aTrIIKapOaMou } ipormi)dperu |metun § - | H-rmpaszonr;
3-(B-D-raroxonupano3unokcu)-4-[(4-{3-[(S)-

2-TUIPOKCH- | -(METHIT)3 TUITKApOAMOWJI JITPOTIHIT } peHUIT)METHIT |-5-u3orporui- | H-mupaszor;
3-(B-D-rmroxonupanosunokcn)-4-[(4-{ (1E)-3-[(S)-

2-TUIPOKCH- | -(METHIT)ITHITKapOaMOUI | ITpoTI- 1 -eHMIT } heHUIT)METHIT |-

S-uzonponui- 1 H-nupazomn;
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3-(3-D-raroxonupaHo3uinokceu)-S-uzonponun-4-{ [4-(2-{1-
[(4-meTunmnunepasut- 1-un)kapooHu |- 1-(METHIT)ITUIIKaPOAMOMIT } S TOKCH)-
2-metundenun|merun }- 1 H-nupaszon;
3-(3-D-raroxonupaHo3unokcu )-4-[ (4-{2-
[2-runpokcu-1,1-au(MeTHIT)3 TUIIKapOAMOMIT|3TOKCH } -2-Me THII(PSHUIT) METHIT | -
S5-uzonponui-1H-nupazomn;
3-(3-D-raroxonupano3unokcu)-4-[(4-{2-[1-{[4-
(2-TUAPOKCUI TUIT)TTUTIEPA3UH- | -UJT|JKapOOHMIT } - 1 -(METHIT) I TUIIKAPOAMOMII | 3 TOKCH } -
2-metundeHun)MeTun|-5-uzonponui- 1 H-nmupazor;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(2-{ 1-[(munepa3us- 1-un)kapdboHun]-1-
(METHIT)3TUIIKapOaMOMIT } 3TOKCH )-2-MeTuindeHu |metun } - 1 H-rupaszoo;
3-(3-D-raroxonupaHo3unokcu)-S-uzonponui-4-{ [4-(3-{ 1-[(munepas3us- 1-un)kapdboHun]-1-
(METHIT)3TUIIKapOaMOuII }ITPOTHI)-2-MeTHiIeHu [ meTun } - | H-upason;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponun-4-{ [4-(3-{ 1-[(munepa3us- 1-un)kapdoonun]-1-
(METHIT)3TUIIKapOaMOUI }ITPOTIOKCH)-2-MeTuiIpernt |meTnn } - 1 H-mupasont;
3-(B-D-raroxonupano3unokcu)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUA TUIT)TTUTIEpa3UH- | -1 JkapOOHMIT } - 1 -(METHIT)3TUIIKAPOAMOMII | ITPOITOKCH } -
2-metundeHun)MeTun|-S-uzonponui- 1 H-nmupazor;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(3-{1-
[(4-meTunmnunepasun- 1-un)kapooHui - 1-(METHIT)ITUIIKaPOAMOMIT } ITPOITOKCH )-
2-metwidenu |metun }- | H-upasonr;
3-(B-D-ramakronupaHo3uIOKCH)- 1 -(3-TuApOKCUITPOITNIT)-5-u30nponui-4-{ [4-(3-{ 1-
[(munepa3uH-1-um)kapOOHMI]-
1-(MeTum)aTUaKapOaMoun }mpormi)dhenus |metun } - 1 H-mupa3zoo;
3-(B-D-ranakronupaHo3uioKch)-5-u3zonponun-4-{ [4-(3-{ 1-[(nunepa3uH- 1 -un)kapOoHuI]-
1-(MeTHIT)3THIIKapOaMOWIT } TTPOITOKCH)-2-MeTriIeHwIT |MeTu } - | H-rupasonr;
4-{[2-brop-4-(3-{ 1-[(mumepa3uH- 1 -uT)kapOOHMI]-
1-(MeTr)aTUIKApOAMOWIT } TTpoTIvIT)peHuT [MeT } -3-(3-D-raJak TonmupaHO3UIOKCH)-
5-uzonponui-1H-nupazomn;
4-{[2-xmop-4-(3-{ 1-[(nunepa3un- 1-un)kapOooHmI|-
1-(MeTr)3TUIIKApOAMOWIT } TTpOTIHIT ) peHUT [Me T } -3-(3-D-TITIoKO MM paHO3UIIOKCH) -
S-uzonponui-1 H-mupasoir; u ux ¢papmareBTUIECKU TTpUeMIIeMbIe COJIU;
[14] k npou3BOAHOMY ITUPA30J1a, ONIMCAHHOMY B BbIIIEYKa3aHHOM NyHKTE [13], KOTOpOE
MPEJCTaBIIsIeT COOON COeTMHEHUE, BBIOPAHHOE U3 CIIEAYIOIIEH I'PYIIbI, BKIIOYAIOIICH:
3-(B-D-ranakronupano3uinokch)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUATUI ) TTUTIEPA3HH- 1 -UJT JKapOOHMIT } -
1-(MeTrT)aTHIIKapOaMouII | Tponui } peHuT )Men]-5-u3onponui- | H-mpasonr;
3-(B-D-ranakTonMpaHo3uI0KCH)-5-u3onponui-4-{ [4-(3-{ 1-[(munepasun- 1 -un)kapOoHu]-
1-(MeTurm)aTrIIKapOaMou } ipormi)dperu |metun § - | H-rmpaszoor;
3-(B-D-rmroxonupaHo3unokcn)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUA TUI ) TTUTIEPA3HH- 1 -1 |JKapOOHMIT } - 1 -(METHIT) 3 TUIIKapOaAMOWII | ITPOTIII } -
2-MetundeHun)MeTun|-S-uzonponui- 1 H-nmupazor;
3-(B-D-ranakTonupaHo3uI0KCH)-S-u3onponui-4-{ [4-(3-{1-
[(4-mMeTunmunepasun- 1-un)kapooHum]-
1-(meTuim)aTrIIKapOaMout } ipormi)deru |metun § - | H-rmpaszonr;
3-(B-D-raroxonupaHo3uaokcu)-S-uzonponuin-4-{ [4-(2-{ 1-
[(4-meTunmnunepasuH- 1-ur)kapOooHU |- 1-(METHIT)3 TUIIKapOAMOMIT } S TOKCH)-
2-metundenun|merun }- 1 H-nupaszon;
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3-(3-D-raroxonupano3unokcn)-4-[(4-{2-[1-{[4-
(2-TUAPOKCUI TUIT)TTUTIEPA3UH- | -UJT|KapOOHMIT } - 1 -(METHIT) I TUIIKAPOAMOMII |3 TOKCH } -
2-metundeHun)MeTun|-5-uzonponui- 1 H-nmupaszor;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(2-{ 1-[(munepa3us- 1-un)kapoboHun]-1-
(METHIT)3TUIIKapOaMOUIT } 3TOKCH )-2-MeTuindeHu |meTun } - 1 H-rupaso;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(3-{ 1-[(munepa3us- 1-un)kapdboHun]-1-
(METHIT)3TUIIKapOaMOWII }IIPOTIHIT)-2-MeTHIIeHu [ MeTun } - | H-tupason;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponun-4-{ [4-(3-{ 1-[(munepa3us- 1-un)kapdonun]-1-
(METHIT)3TUIIKapOaMOUI }ITPOTIOKCH)-2-MeTuipermt |metwn } - 1 H-mupasont;
3-(B-D-ranakronupaHo3uIoKcH)-5-u3onponui-4-{ [4-(3-{ 1-[(nunepazuH- 1 -un)kapOoHUI]-
1-(MeTHIT)3TUIKaApOaMOWII } ITPOTTOKCH)-2-MeTHIIeHuI [ MeTu } - | H-tupaszoo;
4-{[2-brop-4-(3-{ 1-[(munepa3uH-1-un)kapOooHu]-
1-(meTun)sTriikapbaMou } mpornui)eHus |meTn }-3-(B-D-rajak TonupaHo3uI0KCH)-
S-uzonponui-1 H-mupazon; u

1X (papMaleBTHUCCKH ITPUEMIIEMBIE COJIU;

[15] x hapmaneBTUUECKOM KOMITO3UIIMH, COJIEPIKAIICH B KAUECTBE aKTUBHOTO
HMHTPEAMEHTA MPOU3BOIHOE MTMpPa30Jia, ONTMCAHHOE B OJTHOM U3 BBIIIEYKa3aHHBIX MYHKTOB [1]
-[14], ero ¢apmaneBTHUECKH TPUEMIIEMYIO COJIb WIIH MPOJIEKAPCTBO;

[16] k unrudutopy SGLT1 uenoBeka, coaepkalieMy B Ka4eCTBe aKTUBHOTO UHTPEAUECHTA
MMPOU3BOIHOE MTUPA30J1a, ONTMCAHHOE B OJITHOM M3 BBIIIEYKa3aHHbBIX MYHKTOB [1]-[14], ero
(dhapManeBTHIECKH ITPUEMIIEMYIO COJIb WM ITPOJIEKAPCTBO;

[17] k cpeAcTByY 11 MHTUOUPOBAHUS TUNIEPTIIMKEMUH, BOSHUKATOIIEH TOCIe TpueMa
MUIIHY, COJIEPKAIIEMY B KAU€CTBE AKTUBHOTO MHTPEIMEHTA MPOU3BOJHOE TTUPa30Jia,
OIMCaHHOE B OJTHOM U3 BBIIIEYKa3aHHBIX MyHKTOB [1]-[14], ero (hapmaneBTruecKu
MMPUEMJIEMYIO COJIb WJIM MIPOJIEKAPCTBO;

[18] x cpeAcTBy ISt MPeAYNTPEXKISHUS UITK JIeUeHUsI 3a00JIeBaHUsI, AaCCOLMUPOBAHHOTO C
TUIIEPIIIMKEMUEN, COAEPKAIIEMY B KAQUECTBE AKTUBHOTI'O MHT'PEAUEHTA TPOU3BOIHOE
MUpa30Jy1a, ONMMMCAHHOE B OJJHOM M3 BBILIIEYKA3aHHBIX MYHKTOB [1]-[14], ero
(hapManeBTUIECKH TPUEMIIEMYIO COJIb MITH ITPOJIEKAPCTBO;

[19] k cpeAcTByY 15l TPEAyPEXICHUS WM JIeUeHUs 3a00JIeBaHus1, OITMCAHHOTO B
BBIIIIEYKa3aHHOM ITyHKTeE [18], rie yka3aHHBIM 3a00JIeBaHUEM, ACCOLIMMPOBAHHBIM C
TUTIEPTIIMKEMUEH, SIBIISIETCS 3a00JIeBaHNE, BBIPAHHOE U3 T'PYIIIIbI, COCTOsIIEH U3 quadeTa,
HapyIIEHHON TOJIEPAHTHOCTH K IJIIOKO03€, OCIIOKHEHUM TUabeTa, OKUPEHUs,
TUTIEPUHCYJIMHEMUU, TUTIEPIIUITMIEMUN, TUIIEPXOJIECTEPUHEMUM, TUTIEPTPUTTITULIEPUIEMUH,
HapyILIEHUS JIMITUIHOTO MeTa0oIM3Ma, aTepOCKIIepo3a, TMIIePTEH3UH, 3aCTOMHOMN CcepIeuHOM
HEJIOCTATOYHOCTH, OTEKOB, TUIIEPYPUKEMUU U TIOJIATPHI;

[20] k cpeAcCTBY ISt MHTUOMPOBAHUS ITPOTPECCHPOBAHUS HAPYIIIEHHON TOJIEPAHTHOCTH K
[JIFOKO3€ WIK IJIS1 HOPMAJIM3ALUU AaHOMAJIbHOTO COAEPKAaHUA [JIFOKO3bl B KPOBU HATOIIAK,
MPUBOSIIETO K AMA0ETY Y MHIUBUYYMa, COACPKAIIEMy B KA4eCTBE AKTUBHOT'O
MHTPEAUEHTA MTPOU3BOIHOE MMPA30J1a, ONTMCAHHOE B OJTHOM M3 BhILIEYKA3aHHbBIX ITYHKTOB [1]
-[14], ero ¢apmaneBTUUECKH TPUEMIIEMYIO COJIb WU MPOJIEKAPCTBO;

[21] k cpeAcTByY s PEAYNPEXICHUS WK JIeUeHus: 3a00JIeBaHuUs, aCCOLIMUPOBAHHOTO C
YBEJIMYEHUEM YPOBHS rajlaKTO3bl B KPOBU, COIEPKAILEMY B KAYECTBE AKTUBHOT O
MHTPEAUEHTA MTPOU3BOIHOE MMPA30J1a, ONTMCAHHOE B OJTHOM M3 BBhIIIEYKA3aHHBIX ITYHKTOB [1]
-[14], ero papmaneBTHUECKH TPUEMIIEMYIO COJIb I MTPOJIEKAPCTBO;

[22] k cpeAcTBY WISt TPEAYTPEKISHUS UITK JIeUeHUsI 3a00JIeBaHUsl, OTTMCAHHOTO B
BBIIIIEYKA3aHHOM MYHKTE [21], T/ie yka3aHHBIM 3a00JIeBaHUEM, aCCOLMUPOBAHHBIM C
yBEJIMYEHUEM YPOBHS rajlakTO3bl B KPOBH, SIBIISIETCS TaJIaKTO3EMUS;
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[23] k dpapmaneBTUUCCKONM KOMITO3MIUH, OITMCAHHOMN B BBINIEYKa3aHHOM ITyHKTE [15], rae
JIO3UPOBAHHOM JICKAPCTBEHHON (POPMOM SBJISIETCS KOMITO3MIMS C TTPOJIOHTHPOBAHHBIM
BBICBOOOXKJICHUEM;

[24] x cpeAcTBY, OMMCAHHOMY B JIFOOOM M3 BBIIIICYKA3aHHBIX IMYHKTOB [16]-[22], rae
JIO3UPOBAHHOM (POPMOI SIBJISIECTCS KOMITO3MIMS C TTPOJIOHTMPOBAHHBIM BBICBOOOXKICHUEM;

[25] x crtocoOy mpeaynpekIeHUS UK JICUeHHS 3a00JIeBaHus, aCCOIMUPOBAHHOTO C
TUIIEPTIIMKEMHEH, BKITFOYAIOIEeMy BBeeHUE 3(P(EKTUBHOT'O KOJIMUECTBA IMTPOU3BOTHOTO
MMpa3oJjia, OMMCAHHOI'O B JIIOOOM M3 BbIIIE€yKa3aHHBIX MYHKTOB [1]-[14], ero
(hapManeBTUYSCKU TTPUEMIIEMOM COJIM MJTH TTPOJIEKapCTBa;

[26] k crtocoOy MHTMOMPOBAHUS TPOTPECCUPOBAHUS Y MHIMBUIYYyMa HapYIICHUS
TOJIEPAHTHOCTH K TJIFOKO3€, IPUBOIAIIETO K TMA0ETy, BKITIOUAIOIIEMY BBEICHUE
3(PEKTUBHOTO KOJIMYECTBA IMTPOU3BOIHOTO ITMPa30jia, OITMCAHHOT'O B OJTHOM U3
BBINIEYKa3aHHBIX MYHKTOB [1]-[14], ero dhapManeBTHYECKH TPUEMIIEMOM COTH WITH
MPOJIEKAPCTBA;

[27] Kk IPUMEHEHUIO TTPOU3BOIHOTO MUPa30Jia, OMMMCAHHOTO B JJI0OOM U3 BBIIIEYKa3aHHBIX
yHKTOB [1]-[14], ero ¢apmaneBTHUCCKH MPUEMIIEMOM COJIM UJIU IIPOJICKapCTBa JIJIs
W3TrOTOBJICHUS (papManeBTUUESCKON KOMITO3UIWH TS TPEAYITPEKICHUS WX JICUCHUS
3a00J1eBaHUsI, aCCOLMUPOBAHHOTO C TMIEPTIIMKEMUEH;

[28] Kk MPUMEHEHUIO TTPOU3BOIHOTO MUPa30Ja, ONMMMCAHHOTO B JJI0OOM U3 BBIIIIEYKa3aHHBIX
myHKTOB [1]-[14], ero papManeBTHUECKH TPUEMIIEMOM COJIA WITA TIPOJICKapCcTBa JIs
W3rOTOBJICHUS (DapMalEeBTUICCKON KOMITO3UIIMH [T MHTUOMPOBAHMUS ITPOTPECCUPOBAHUS Y
WHJIMBUyYMa HAPYIICHHON TOJIEPAHTHOCTH K TJIFOKO3€, IIPUBOASAIIEH K quabeTy;

[29] xk hapmaneBTUUECKOM KOMOMHAIIUM, coAepkalel (A) Mpou3BOaHOE MUPA30JIa,
OIMCaHHOE B JIIOOOM M3 BBIIIIEyKa3aHHBIX MYHKTOB [1]-[14], ero ¢apmaneBTHIECKH
MIPUEMJIEMYIO COJIb WJIM MIPOJIEKAPCTBO, U (B), mo kpaliHen Mepe, OIMH KOMIIOHEHT,
BBIOPAHHBIN U3 TPYIIIbI, COCTOSIIIUN U3 YCUITUTES] YyBCTBUTEIbHOCTH K UHCYJIMHY,
UHTHOUTOpa abCcopOLMK TITIOKO3bI, OUTyaHU1a, CTUMYJISITOPA CEKPEelUy MHCYJIMHA,
uHruouropa SGLT2, MHCYJIMHA WK €ro aHaJjiora, aHTarOHUCTa pelenTopa IIIIoKaroHa,
CTUMYJISITOPA KMHA3bl HHCYJIMHOBOTO pelenTopa, MHTMOUTOpa TPUIEH TUAMIIENTUAA3bI 11,
UHTUOWTOpA AUITETI T THIA3b! [V, MHTHOUTOpa MpOoTenH-TUPO3UuH-(pochaTassr 1B,
UHTUOWTOPA TIIMKOTeH-(Pochopuiiasel, THTUOUTOpPA TITIOK030-6-(hochaTasbl, HHTUOMTOPA
bpykTo30-6UdochaTasbl, HHTUOMTOPA TUPYBAT-ACTUIPOTCHA3BI, HHTHOUTOpA
[JIIOKOHEOTeHe3a B MeUeHU, D-XMpPOMHO3UTA, UHTUOMTOpA KMHA3bI-3 TJIMKOT €H-CUHTA3bl,
IJII0KaroH-Mog00OHOro NenThaa-1, aHajgora riloKaroH-mogo0OHOro nenTuaa-1, aronucra
III0KaroH-Mog00OHOro MenTuaa-1, aMuiiMHa, aHajaora aMuiInHa, arOHUCTa aMUJIMHA,
WHTHOUTOpA allbJ030PEIyKTa3bl, HHTMOUTOPA 0Opa30BaHUs KOHEUHBIX MTPOJAYKTOB ITPU
BBICOKOM YPOBHE TUIEPIIIMKEMHUH, MTHTUOMTOPA MPOTeMHKHMHA3bl C, aHTaroHUCTa pelenTopa
Y-aMMHOMACJISTHON KUCIIOTHI, AHTAaTOHUCTA HATPUEBBIX KaHAJIOB, MHTMOUTOpA (haKTOpa
TpaHckpunyu NF-kB, ”HTMOMTOpA TUITUI-TIEPOKCUAA3BI, MHTUOUTOPA JUTIETITUIA3bI
N-aneTuMpoBaHHOM-0-KUCITOTHI, HHCYJIMHOITOTO0OHOTO (pakTOopa pocra-I,
TpoMOoIMTapHOro (hakTopa pocTa, aHaiora TpPOMOOIMTapHOro (haKTopa pocTa,
anuaepMaIbHOTO (hakTopa pocTa, (pakTopa pocTa HEPBHOM TKAHM, IIPOU3BOTHOTO
KapHUTHUHA, YPUJIUHA, S-TUAPOKCU- 1 -MeTunruganTouna, EGB-761, bumokiomorna,
cyJiofiekcua, Y-128, aHTUIMapeHoro CpeicTBa, KaTapTUUECKOTO CPEJICTBA, MHTHOUTOpa
THUIPOKCUMETHIITITY TAaPUIT-KOPEepPMEHT-A-peayKTas3bl, TPOU3BOTHOTO (PMOPUHOBOM KUCIOTHI,
aroHucra [3,-apeHopeLenTopa, HHrHOUTOpa

anuI-kogpepMeHT-A-xoecTeponanuiTpadncdepasbl, TPpoOKOJIa, aTOHUCTA pelenTopa
TUPEOUTHOTO TOPMOHA, UHTHOUTOpa a0COPOILHU XO0JIeCTEpUHA, UHTMOUTOPA JIUTIA3bI,
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WHTHOUTOpa MUKPOCOMAJIBHOTO TIepeHoca Oellka TPUTIIMLEPUI0B, MHTHOMTOpA
JIMITOCKUT€HA3bl, THTUOUTOPA KaPHUTUH-TAIIbMUTOUII-TPaHC(epas3bl, HHTUOUTOPA
CKBaJIEH-CUHTA3bl, CTUMYJISITOPA pelenTopa JUIOMPOTEUHA HU3KOM MIIOTHOCTH,
MIPOU3BOAHOT'0 HUKOTUHOBOM KUCIIOTHI, CEKBECTPAHTA KETYHON KUCIOThI, UHTUOUTODA
KO-TpaHCIIOpTepa HATPUS/KETUHON KUCIOThI, MHTMOUTOpA NepeHoca Oeka ClI0KHOTO
adupa xoJleCTepUHa, areHTa JIs MOJABJICHUS alleTUTa, UHTMOUTOpa
AHTMOTEH3UH-KOHBEPTUPYIOLIEro (bepMEHTA, MHTMOUTOPA HEUTPATbHOM SHAONENTUAASBL,
AHTATOHKCTA pelenTopa aHruotTeH3uHa I, *HrMouTOpa IHAOTEITMH-KOHBEPTUPYIOIIIETO
dbepMeHTa, aHTATOHUCTA PElEeNTOPa IHAOTEINHA, TUYPETUKA, AHTATOHUCTA KaJIbIUs,
AHTUTMIIEPTEH3MBHOI'O COCYAOPACIIMPSIONIEro areHTa, 6JlokaTopa CMUMIIATUYECKOT O CTBOJIA,
AHTUTMIICPTCH3UBHOTO areHTA LEHTPAIBHOTO ACHCTBHSL, ATOHUCTA O,-aJPCHOPELENITOPA,

AHTUTPOMOOIUTAPHOTO areHTa, UHTMOUTOPA CUHTE3a MOUEBOM KUCIOTHI, CPENICTBA,
CIOCOOCTBYIOIIETO BBIBEICHHUIO MOYEBOM KUCTIOTHI, U CPEJCTBA IJIs 3allle/IauuBaHUS MOYH;

[30] k ciocoOy mpeaynpexIeHUs UK JIeueHUs 3a00JIeBaHus], ACCOLMUPOBAHHOTO C
TUIEePIIIMKEMUEH, BKITFoUaroieMy BBeaeHre 3ppekTuBHOTO KomdyecTBa (A) TPOU3BOIHOTO
MMpa3oJia, OITMCAHHOT'O B JIIOOOM OJTHOM M3 BBIIIEYKa3aHHBIX TYHKTOB [1]-[14], ero
(hapManeBTUYCCKU ITPUEMIIEMOM COJIM MITH TIpoJieKapcTBa; u (B), o kpaitHeit Mepe, 0JJHOTO
KOMITOHEHTA, BBIOPAHHOTO U3 TPYIIIbI, COCTOSIIUI U3 YCUITUTEIISI UyBCTBUTEILHOCTH K
UHCYJIMHY, UHTUOUTOpa aOcopOLMM TTI0OKO3bI, OUT'YaHHU 1A, CTUMYJIATOPA CEKPELUU
WHCyNIMHA, UHTMouTOpa SGLT2, MHCYIMHA UJTK €r0 aHAaJIora, aHTAarOHUCTA PeLenTopa
[JIIOKAaroHa, CTUMYJISITOpa KMHA3bl MHCYJIMHOBOTO pelenTopa, MHruouTopa
Tpunentuawinentuaassl I, uHruburopa qunentuauiInenTuaassl IV, uHruburopa
MpOTEeUuH-TUpOo3uH-pocdaTtassl 1B, unrnburopa rimkoren-gpochopunassl, HHTHOUTOPA
III0K030-6-(hocdarassl, uHrHOUTOPa PpyKTO30-0MbOoCchaTasbl, HHTUOUTOPA
MMPYyBAT-IETUIPOreHa3bl, UHTMOUTOPA TIIFOKOHEOTeHe3a B MeYeHU, D-XUpOUHO3UTA,
UHTUOUTOpPA KMHA3BI-3 TIIMKOTEH-CUHTA3bI, TJIIOKATrOH-TIOA00HOr0 enTuaa- 1, anamora
[JTIOKAroH-MOI00HOT O MenTUaa- 1, aroHKUCTa riIoKaroH-nogooHoro nenTuaa-1, aMmunmHa,
aHajora aMWJIMHA, arOHUCTAa aMUJIMHA, UHTUOUTOPA aJibJ030PeAyKTa3bl, HHTUOUTOPA
00pa30BaHUsI KOHEUHBIX MPOIYKTOB MPU 3HAYUTEILHOM TUIIEPTIIMKEMUU, UHTUOUTOpA
npoterHkrHa3bl C, aHTATOHUCTA PELENTOPA Y-aMUHOMACIISIHOM KUCTIOTHI, aHTaTrOHUCTA
HAaTPUEBBIX KAaHAJIOB, UHTUOUTOPA (pakTOopa TpaHckpumiyu NF-kB, unruduropa
JMOUI-TIEPOKCUAA3bl, UHTMOUTOPA AUIENTUAA3BI N-aleTUIIMPOBAHHOMN-A-KUCIIOTHI,
MHCYJIMHONIOA00HOTO hakTopa pocra-I, poMOonuTapHoro ¢pakTopa pocra, aHajaora
TpoMboiuTapHoro akTopa pocTa, snuaepMaibHoro pakropa pocra, pakropa pocra
HEPBHOW TKAHU, IPOU3BOAHOIO KAPHUTHUHA, YPUIAUHA, S-TUIPOKCHU-1-METUITUIAHTOUHA,
EGB-761, buMmoxkiiomona, cyjaoaekcuaa, Y-128, aHTuauapeHoro cpeacTBa, KaTapTUIECKOTO
CpeIICTBA, UHTUOUTOPA TUAPOKCUMETUITITYTapUiI-KOohepMEHT-A-peyKTa3bl, TPOU3BOIHOTO
(prOPHHOBON KUCIIOTBI, arOHKCTA [3,-aAPEHOPELENTOPa, HHIMOUTOPA

anuI-KopepMeHT-A-xoecTeposanuiTpancdepasbl, MPpoOKoJa, arOHUCTA perenTopa
TUPEOUTHOTO TOPMOHA, UHTHOUTOpa abCOpOILHU X0JIeCTEpUHA, UHTMOUTOPA JIUTIA3bI,
UHTHOUTOpPA MUKPOCOMATBHOTO MepeHoca OeTKa TPUTIIUIEPUIOB, UHTUOUTOPA
JIMITOCKUT€HA3bl, HHTUOMTOPA KaPHUTUH-TTATbMUTOUI-TPaHC(epas3bl, HHTUOUTOPA
CKBaJICH-CUHTA3bI, CTUMYJISITOPA PEeNTOpa JIUITOMPOTEHHA HU3KOM TUIOTHOCTH,
MIPOU3BOJHOTO HUKOTHHOBOW KUCITOTHI, CEKBECTPAHTA JKEITYHOM KUCIIOThI, HHTUOUTOPA
KO-TpaHCIOpTEpa HATPUS/KEITYHON KUCIOThI, HHTHOMTOpA TIepeHoca OeTka JT0KHOTo 3¢dupa
XOJIECTEpPUHA, areHTa IS OIaBJICHUS alllIeTUTa, UHTHOUTOpA
AHTUOTCH3UH-KOHBEPTUPYIONIETO (hepMEHTA, UHTMOUTOPA HEUTPAITbHOM SHAOMEIITUAABHI,
AHTATOHKCTA pelenTopa aHruoTeH3uHa I, *HrMOUTOPa IHAOTEIIMH-KOHBEPTUPYIOIIIETO
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dbepMeHTa, aHTAarOHUCTA pelenTopa IHAOTEINHA, TUYPETUKA, aHTATOHUCTA KaJIbLUs,
AHTUTUIEPTEH3UBHOTO COCYIOPACIIUPSIONIETO areHTa, 6JI0KaTopa CUMITATHYECKOTO CTBOJIA,
AHTUTMIICPTCH3UBHOTO arCHTA L(EHTPAIIBHOTO ACHCTBHS, ATOHUCTA O -aJPCHOPELENITOPA,

AHTUTPOMOOLMTAPHOI'O areHTa, UHFTMOUTOPA CUHTE3a MOUEBON KUCIOTHI, CPEJICTBA,
CIOCOOCTBYIOIIETO BBIBEICHHUIO MOYEBOM KUCTIOTHI, U CPEJCTBA MIJIs 3alle/IauuBaHUs MOYH;
[31] k cmtocoOy UHTMOUPOBAHUS TPOTPECCUPOBAHUS Y UHAUBUYYMa HAPYIIEHHOM
TOJIEPAHTHOCTH K TJIFOKO3€, IPUBOISIIEN K Jua0eTy, BKIIIOUAIOLIEMY BBEICHHE
s pexTuBHOTO KONMHMUecTBa (A) MIPOU3BOJHOTO MUPA30Jia, OITMCAHHOTO B JIIOOOM OJHOM U3
BBIIIIEYKA3aHHBIX TyHKTOB [1]-[14], ero hapmManeBTUYECKH TPUEMIIEMOMN COJTH UITH
npoJjekapcTsa; u (B), mo kpaliHeil Mepe, OTHOTO KOMIIOHEHTA, BHIOPAHHOT'O U3 T'PYIIIIbI,
COCTOSIIINI U3 YCUIIUTENSI YYBCTBUTEIBHOCTH K UHCYJIMHY, MHTUOUTOpa abcopOuuu
[JIIOKO3bl, OUTyaHUA, CTUMYJISITOpA CeKPeUUU MHCYIMHA, uHruoutopa SGLT2, uncynvuna
WIM €T0 aHAJIOTa, AHTATOHUCTA PEeUEenTopa rII0KArOHa, CTUMYJISITOPA KMHA3BI
WHCYJIMHOBOT'O PELENTOpa, UHFMOUTOpa Tpunentuauinentuaassel I, unruburopa
JTMIeTITUAUIEnTHAA3b! [V, MHruOuTOpa mpoteuH-Tupo3uH-pocdarassl 1B, unruburopa
TIMKOTeH-(GochOopusiasbl, MHTUOUTOPA TII0K030-6-(hocdaTasbl, MHTUOUTOPA
bpykTo30-6udocharaspl, ~HTUOUTOPA TUPYBAT-AETUIPOTEHA3BI, UHTUOUTOpA
[JIIOKOHEOTeHe3a B MeueHu, D-XupouMHO3uTa, MHTMOUTOPA KUHA3BI-3 TJIMKOT€H-CUHTA3HI,
[JIIOKAroH-1moI00HOro MenTuaa-1, anajgora riIloKaroH-nmogo0HOro nenTuaa-1, aroHucra
[JIIOKaroH-1MoI00HOro nenTuja- 1, aMuimHa, aHajaora aMuiIMHa, arOHUCTa aMUJIMHA,
MHTHOUTOpA allbJ030PEIyKTa3bl, HHTMOUTOPA 0Opa30BaHUS KOHEUHBIX MTPOJAYKTOB ITPU
3HAYUTENIbHOM TUIEePIIIMKEMUM, UHTUOUTOpA TPOTEeMHKUHA3bI C, aHTarOHUCTA pelenTopa
Y-aMHUHOMACIISTHON KUCIIOThI, AHTATOHUCTA HATPUEBBIX KAHAJIOB, MHTMOUTOpA (hakTopa
TpaHckpunyu NF-kB, HruOUTOpa JTUMUA-MEePOKCUIA3bl, HHTUOUTOPA AU THIa3bI
N-aneTunnMpoBaHHOMN-0-KUCITIOTHI, HHCYJIMHOMON00HOTO (pakTOopa pocra-I,
TpoMOoLUTapHOIO (pakTOpa POCTa, aHAJIOra TPOMOOUUTAPHOTr O haKTOpa pocTa,
anuaepMaIbHOro pakTopa pocra, hakTopa pocTa HEPBHOM TKAHU, TPOU3BOJHOTO
KapHUTHHA, YPUIIMHA, S-TUAPOKCH- 1 -MeTunruaanTouna, EGB-761, bumokiomonna,
cyllofiekcuaa, Y-128, aHTuaMapeHoOro CpeIcTBa, KATApTUUECKOTO CPEICTBA, MHTMOUTOpA
TUIPOKCUMETUIITTYTapUII-KOPepMEHT-A-peayKTasbl, MPOU3BOJHOTO (PMOPUHOBOM KUCIOTHI,
arOHHUCTA ﬁ3-az[peHopeuenTopa, UHTUOUTODA

anuiI-kopepMeHT-A-xonecTepoiaanuiTpaHcdepasbl, IPoOKoa, arOHUCTA peLenTopa
TUPEOUTHOTO TOPMOHA, HHTMOUTOPA a0COPOIMU XOJIeCTepUHA, MHTMOMTOPA JINIA3bI,
WHTMOUTOpa MUKPOCOMAJIBHOTO TIepeHoca Oellka TPUTJIMLEPUI0B, MHTHOUTOpA
JIMIIOCKUT€HA3bI, UHTUOUTOPA KAaPHUTUH-TIAIbMUTOWI-TpaHCcepasbl, HHTUOUTOPA
CKBaJIEH-CUHTA3bl, CTUMYJISITOPA pelenTopa JUIOMPOTEUHA HU3KOM MIIOTHOCTH,
MIPOU3BOAHOT'O HUKOTUHOBOM KUCIIOTHI, CEKBECTPAHTA KETYHON KUCIOThI, UHTUOUTODA
KO-TpaHCIIOpTepa HATPUS/KETUHONM KUCIOTHI, MHTMOUTOpA NepeHoca Oeka ClI0KHOTO
adupa xoJileCTeprHa, areHTa JIs MOJABJICHUS alNeTUTa, UHTUOUTOpa
AHTMOTEH3UH-KOHBEPTUPYIOLIEro pepMEHTA, MHTMOUTOPA HEUTPATbHOM SHAONENTUAASBL,
AHTArOHUCTA pelenTopa aHruoTeH3uHa Il, MHrMOUTOpa SHAOTETMH-KOHBEPTUPYIOIIET O
dbepMeHTa, aHTATOHUCTA PElENTOpa IHAOTEINHA, TUYPETUKA, AHTATOHUCTA KaJIbIUs,
AHTUTMIIEPTEH3MBHOI'O COCYAOPACILIMPSIONIEro areHTa, 6JlokaTopa CMMIIATUYECKOTO CTBOJIA,
AHTUTUIICPTCH3UBHOTO arCHTA LEHTPAIBHOTO ACHCTBHSL, ATOHUCTA OL,-aJPEHOPELENTOPA,

AHTUTPOMOOIMTAPHOTO areHTa, UHFTMOUTOpa CUHTE3a MOUYEBOM KHUCIOTHI, CPEIICTBA,

CIOCOOCTBYIOIIETO BHIBEACHUIO MOYEBOM KUCIIOTHI, M CPEJICTBA VIS 3allle]IauiBaHUSI MOYH;
[32] xk ucnonb3oBaHuo (A) MPOU3BOHOTO MTUPA30JIA, OTTMCAHHOT'O B JIIOOOM OJIHOM W3

BBIIIEYKa3aHHBIX MYHKTOB [1]-[14], ero dhapManeBTHYECKH TPUEMIIEMOM COTU WITH
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nposiekapcTBa; u (B), mo kpaitHelt Mmepe, OAHOTO KOMIIOHEHTA, BRBIOPAaHHOTO U3 TPYIIIIHI,

COCTOSIIIIEN U3 YCUIIUTENSI 4YYBCTBUTENIBHOCTH K MHCYJIMHY, MHTUOMTOpPa a0COpOLMH IITIOKO3bI,

OuryaHuaa, CTUMYJIITOpa CEKpeluu HHCYTMHA, uHruoutropa SGLT2, MHCyIMHA WK €T0
aHaJora, aHTArOHUCTA PELENTOPA IIIOKATOHA, CTUMYJIATOPA KMHA3bI MHCYJIMHOBOI'O
pelenTopa, MHruoutropa Tpunentuauinentuaassl I, uHruburopa
qunenTuauInentuaassl [V, uHruburopa nporeuH-tupo3uH-pocdartassl 1B, unrudburopa
TIMKOTeH-(GochOopuiasbl, MHTUOUTOPA TII0K030-6-(hocdaTasbl, MHTUOUTOPA
bpykTo30-6UdochaTasbl, HHTUOMTOPA TUPYBAT-ACTUIPOTCHA3BI, HHTHOUTOpA
[JIIOKOHEOTeHe3a B MeueHu, D-XupouMHO3uTa, MHTMOUTOpA KUHA3BI-3 TJIMKOT€H-CUHTA3HI,
[JIIOKArOH-NMIOJJOOHOT O MenTuaa-1, aHaiora riaoKaroH-no1o00HOro nentuaa-1, arouucra
[JIIOKAroH-MOI00HOT O MenTuaa- 1, aMuiMHa, aHaJora aMUIMHa, arTOHUCTA aMUJIMHA,
UHTUOUTOPA aJIbI030PEIYKTa3bl, HHTUOUTOPA 00pa30BaHUS KOHEUHBIX TPOAYKTOB ITPU
3HAYUTENIbHOM TUIEePIIIMKEMUM, UHTUOUTOpA TPOTEeMHKUHA3bI C, aHTarOHUCTA pelenTopa
Y-aMUHOMACIISTHOM KUCIIOTHI, AaHTATOHUCTA HATPUEBBIX KaHAJIOB, MHTHOUTOPA (hakTOpa
TpaHckpuniyu NF-kB, MHrUOUTOpa JTUMUA-MEePOKCUIA3bl, HHTUOUTOPA AUMECITUIa3bI
N-aueTuIMpoBaHHOMR-0-KMCIOThI, HHCYJIMHONOI00HOTO (pakTOopa pocTa-I,
TpoMOOLMTapHOIO (paKTOpa POCTa, aHAJIOra TPOMOOUUTAPHOTr O haKTOpa pocTa,
3MUIEpPMaIbHOIO (pakTOopa pocTta, (hakTopa pocTa HEPBHOM TKAHHU, IPOU3BOIHOTO
KapHUTHHA, YPUIIMHA, S-TUAPOKCH- 1 -MeTunruaanTouna, EGB-761, bumokiomonna,
cyjoaexkcuaa, Y-128, aHTuanapenHoro cpeicTsa, KaTapTUYECKOTI0 CPeACTBA, MHTMOUTOpa

THUIPOKCUMETHIITITY TAPUIT-KOPEPMEHT-A-peayKTa3bl, TPOU3BOTHOTO (PMOPUHOBOM KUCIOTHI,

aroHucTa f3,-aJpeHopeLenTopa, HHrHOUTOpa

au-kogepMeHT-A-xonecteponanuiTpaHcdepasbl, IPoOOKOJIa, aTOHUCTA PelenTopa
TUPEOUTHOTO TOPMOHA, UHTUOUTOPa abcopOIMU XOJIeCTepUHA, UHTUOMTOPA JIUMNA3bI,
UHTUOUTOpPA MUKPOCOMATBLHOTO MepeHoca OeNIKa TPUTIUIEPUIOB, UHTUOUTOPA
JIMTIOCKUT€HA3bI, UHTUOUTOPA KAPHUTUH-TIAIbMUTOWI-TpaHcepasbl, HHTUOUTOPA
CKBaJIEH-CUHTA3bl, CTUMYJISITOPA peleNnTopa JUIOMPOTEUHA HU3KOM MIIOTHOCTH,
MIPOU3BOAHOT'0 HUKOTUHOBOM KUCIIOTHI, CEKBECTPAHTA KETYHON KUCIOThI, UHTUOUTODA
KO-TpaHCIOpTepa HATPUS/SKETUHOM KUCTIOThI, MHTUOMTOPA MepeHoca Oeika CII0KHOTO
adupa XoJleCTeprHa, areHTa JIIs MOJABJICHUS alleTUTa, UHTMOUTOpa
AHTMOTEH3UH-KOHBEPTUPYIOLIEro pepMEHTA, MHTMOUTOPA HEUTPATbHOM SHAONENTUAASBI,
AHTArOHUCTA pelenTopa aHruoTeH3uHa Il, MHrMOUTOpa 3HAOTETMH-KOHBEPTUPYIOLLIET O
dbepMeHTa, aHTAarOHKUCTA pelenTopa YHAOTEINHA, TUYPETUKA, aHTATOHUCTA KaJIbLUS,

AHTUT'UIICPTCH3MBHOI'O COCYAOPACIIUPAIOIICTO arcura, 6J'IOK3.TOpa CUMIIATUYCCKOI'O CTBOJIA,

AHTUT'UIICPTCH3UBHOI'O AI'CHTA HCHTPAJIbHOTI'O JEHUCTBUS, arOHUCTA az-aﬂpeHopeueHTopa,

AHTUTPOMOOIMTAPHOTO areHTa, MHrMOMTOpa CMHTE3a MOUEBOM KHUCIOTHI, CPEICTBA,
CITOCOOCTBYIOIIETO BBIBEACHUIO MOYEBOM KMCIIOTHI U CPEICTBA JIJIS 3alllejlauMBaHUs MOYH,
JUIS UI3TOTOBIICHMS (hapManeBTUIECKON KOMITO3UIIUK TS TIPEAYTTPEKICHUS UITH JICUCHUS
3a00J1eBaHUsI, AaCCOMMPOBAHHOTO C TUITEPTIIMKEMUEH;

[33] k mpuMeHeHuto (A) MPOU3BOAHOTO MMPa30Jia, ONMTMCAHHOT'O B JIIOOOM OJHOM U3
BBINIEYKa3aHHBIX MYHKTOB [1]-[14], ero dhapManeBTHYECKH TPUEMIIEMOM COTH WITH
npoJiiekapcTsa; u (B), mo kpaitHelt Mepe, 0JHOrO0 KOMITOHEHTA, BBIOPAHHOTO U3 T'PYIIIIHI,
COCTOSIINN U3 YCUITUTENIS YyBCTBUTEIIBHOCTU K MHCYJIMHY, MHTUOMTOpA a0CcopOIuu
[JTIOKO3bl, OUT'yaHUA, CTUMYJISITOpA CeKpeU MHCYIMHA, uHruobutopa SGLT2, uncynuna
WJIM €r0 aHAJI0ra, aHTArOHKUCTA PELENTOPA IIII0KArOHa, CTUMYJISITOpA KUHA3BI
WMHCYJIMHOBOTO PelenTOpa, MHTMOMTOpaA TPUIEN TUaMINenTHaa3bl 11, nHruduropa
JUTIETITUAMIIIeITHAA3kI [V, MHrMOMTOpa mMpoTenH-TUpo3uH-hochaTaspl 1B, narnburopa
rIIMKOTeH-(GochopuIasbl, MHTHOMTOpPA TIIFOK030-6-pochaTasbl, FHTHOUTOpA
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bpykTo30-6UdochaTasbl, FHTUOMTOPA TUPYBAT-ACTUIPOTCHA3BI, HHTHOUTOpA
[JIIOKOHEOT'€He3a B MeueHu, D-XupouMHO3uTa, MHTMOUTOpA KMHA3bI-3 TIIMKOTI€H-CUHTA3BI,
[JIIOKAroH-1MoI00HOr o MenTuaa-1, anajaora riIloKaroH-nmogo0HOro nenTuaa-1, aroHucra
[JIIOKAroH-MOI00HOT O MenTuaa- 1, aMuiIMHa, aHaJora aMUIMHa, arTOHUCTa aMUJIMHA,
UHTUOUTOPA aJIbI030PEIYyKTa3bl, HHTUOUTOPA 00Opa30BaHUs KOHEUHBIX TPOAYKTOB ITPU
3HAYUTENIbHOM TUIEePIIIMKEMUN, UHTUOUTOpA TPOTEeMHKUHA3bl C, aHTarOHUCTA pelenTopa
Y-aMHUHOMACIISTHON KUCIIOThI, AHTATOHUCTA HATPUEBBIX KAHAJIOB, MHTMOUTOpA (hakTopa
TpaHckpunuuu NF-kB, THruOuTOpa MMNnuA-nepoKcuaa3bl, KHTMOUTOPA AUMENTUIA3bI
N-anueTunnpoBaHHOMN-0-KUCITIOTHI, HHCYJIMHOMON00HOTO (pakTOopa pocra-I,
TpoMboiuTapHoro akTopa pocra, aHajgora TpombouuTapHoro gakropa pocra,
anuaepMaIbHOro pakTopa pocra, akTopa pocTa HEPBHOM TKAHU, TPOU3BOJHOTO
KapHUTHHA, YPUIIMHA, S-TUAPOKCH- 1 -MeTunruaanTouna, EGB-761, bumokiomonna,
cyllofiekcuaa, Y-128, aHTUIMapeHoOTro CpeIcTBa, KaTaApTUUECKOTO CPEICTBA, MHTHOUTOpA
THUIPOKCUMETHIITITY TAPUIT-KOPEPMEHT-A-peayKTa3bl, TPOU3BOTHOTO (PMOPUHOBOM KUCIOTHI,
aroHucra [3,-afpeHopeLenTopa, HHrHOUTOpa

au-kogepMeHT-A-xonecteponanuiTpaHcdepasbl, IPoOOKOJIa, aTOHUCTA PelenTopa
TUPEOUTHOTO TOPMOHA, UHTUOUTOPa abcopOIMU XOJIeCTepUHa, UHTUOMTOPA JIUMNA3bI,
UHTUOUTOpPA MUKPOCOMATBLHOTO MepeHoca OeNIKa TPUTIIUIEPUIOB, UHTUOUTOPA
JIMIIOCKUT€HA3bI, UHTUOUTOPA KAPHUTUH-TAIbMUTOWI-TpaHCc(epasbl, HHTUOUTOPA
CKBJICH-CUHTA3bI, CTUMYJISITOPA pelenTopa JIMIMONPOTEUHA HU3KOM TNIOTHOCTH,
MMPOU3BOTHOT'O HUKOTUHOBOM KUCIIOTHI, CEKBECTPAHTA JKETYHOM KUCIIOThI, HHTUOUTOPA
KO-TpaHCIOpTepa HATPUS/SKETUHOM KUCTIOThI, MHTUOMTOPA MepeHoca Oeika CII0KHOTO
adupa XoJleCTeprHa, areHTa JIs MOJABJICHUS alleTUTa, UHTUOUTOpa
AHTMOTEH3UH-KOHBEPTUPYIOLIEro (pepMEHTA, MHTMOUTOPA HEUTPATbHOM SHAONENTUAASBL,
AHTArOHUCTA pelenTopa aHruoTeH3uHa Il, MHrMOUTOpa SHAOTETMH-KOHBEPTUPYIOIIET O
(dbepMeHTa, aHTATOHUCTA PEUENTOpa IHAOTEINHA, TUYPETUKA, AHTATOHUCTA KaJIbIUs,

AHTUT'UIICPTCH3MBHOI'O COCYAOPACIIUPAIOIICTO arcura, 6n0KaTopa CUMIIATUYCCKOI'O CTBOJIA,

AHTUT'HIICPTCH3UBHOI'O AI'CHTA HCHTPAJIbHOTI'O JEHUCTBUS, arOHUCTA ocz-aJ:[peHopeueHTopa,

aHTI/ITpOM6OL[I/ITapHOFO arcHra, I/IHFI/I6I/ITOpa CHUHTE€3a MOYEBOW KHCIIOTHI, CpeCacTBa,
CHOCO6CTBYIOH_I6FO BBIBEJICHUIO MOYEBOM KUCIIOTBI, U CpCaACTBA AJId 3alICIaYUBAHUA MOYH,
JJIA U3 OTOBJICHUA q)apMaHeBTquCKOﬁ KOMITO3UIUHU JIs1 I/IHFI/I6I/IpOBaHI/IH

IPOrpeCCUpOBaAHUA Y MHINBUAYYMA HAPYIICHUS TOJICPAHTHOCTH K I''TFOKO3€C, IIPUBOJAIICTO K

nabery;
[34] k mpOW3BOTHOMY TTHMPa30JIa, MPEACTaBICHHOMY 001IIer (hOPMYJIION:

R’ X—Y—Z—N,
‘Ris
R (I1)
Q'Z R12
AN 7
N-N

7

R'H

rae R npencrasiser coboit aToM Bomoposa, C, (QIKHIbHYIO IPYIIILY;

C2 (ATIKEHUIIBHYIO TPYIITy; ruapoken(C, ()aIKWIbHYIO IPYIIILY, KOTOPasi MOKET HMETh

3aIUTHYIO rpymiy; C, UMKIOATKHIBHYIO Ipyminy; C, [IUKIOANKUI-3aMEIICHHYO

(C, _()aIKUIBHYIO TPYIIILY; APHIbHYIO TPYIITY, KOTOPAsl MOXKET UMETh OIMHAKOBBIC HIIX
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pasznuuHble 1-3 3amecTutensi, BBIOpAHHBIX U3 I'PYIIIbI, COCTOSIIENH U3 aTOMAa rajioreHa,
TUIPOKCUTPYIIIIbI, KOTOPAS MOXKET UMETh 3aLIUTHYIO I'PYIIIY, AMUHOTPYIIIbI, KOTOPAas
MOET UMETb 3aIUUTHYIO rpyminy, C,  ankuibHOM rpymmsl 1 C,  alKOKCUTPYIIIBL; UK
apun(C, )anKuIbHYIO TPYIITY, KOTOPAst MOXKET UMETh Ha KOJBLE OAMHAKOBBIC HITH
paznuuHble 1-3 3amectutes, BBIOpaHHbBIC U3 TPYIIIBI, COCTOSIIEN U3 aTOMa rajioreHa,
TUAPOKCUT PYIIIBI, KOTOPAast MOXKET UMETH 3AIUTHYIO I'PYIITY, AMUHOT PYIIIIbI, KOTOpas

MOJXET UMETb 3AIUUTHYIO rpyminy, C,  ankuibHOM rpymisl ¥ C,  alKOKCUTPYIIIB;

OJIMH U3 Q2 uT? MPeICTaBIIIET COOOM
2,3.4,6-terpa-O-auetui-f3-D-riaoKkonupaHo3WIOKCUT PYIIITY WU
2,3,4,6-terpa-O-anetui-f-D-raTak TonupaHO3WIOKCUTPYIIITY, B TO BpeMs KaK APYrou
MpeACTaBIIsIeT COOO C1 _(AUIbHYIO IPYIIILY, FaHOFeH(Cl ] 6)aJ'IKI/IJ'IBHyIO rpyniy,

C, _ankokcu-3amenieHnyo (C, )aakuibHyIO IPYIITy Ui C3_7I_[I/IKJ'I02U'IKI/IJ'IBHYIO rpyImmys;

R'? npezcraBisier co6oi aTOM BOAOPOA, ATOM TaI0reHa, THIAPOKCUTPYIITY, KOTOpast

MOXET UMeTb 3aIUUTHYIO rpyminy, C,  ankuwibHyro rpymmy, C,  alKOKCHrpyImy,

C1 _(AIKUITHOT Py LY, ranoreH(C1 i 6)aJ'IKI/IJIBHy}0 rpyniy, ranorem(C1 i 6anK0Kcn)rpynny,
C, ¢anKokcu-3aMerieHHylo (C,  alKoKcn)rpymiy, C3 _,IMKJIOQIKUII-3aMEILICHHYIO
C, (QIIKOKCUTPYIIITy WM IPYIIITY OOLIeH dopmysr: -A-R'®, rie A npencrasiser co6oit

IIPOCTYIO CBsI3b, ATOM KHCIOPO/d, METUICHOBYIO IPYIIILY, STUICHOBY!O rpymniy, -OCH, uim

-CH,O-;u R'® npencrasaser coboit C, _,UMKIIOANKUIBHYIO TPYIILY,

C2 ([ETEPOLMKIIOAKUIIbHYIO PYIIILY, APUIBHYIO IPYIITY, KOTOPAsk MOXKET UMETD

OJIMHAKOBBIE WIIM PA3JIMUHbIE 1-3 3aMecTUTeNs], BRIOPAHHBIX U3 T'PYIIIHI, COCTOSIIEH 13
aToMa rajioreHa, TuAPOKCUTPYIIITBI, KOTOPas MOXET UMETh 3aIIUTHYIO TPYIIY,
aMHHOTPYIIIIBL, KOTOPAsi MOXET UMETh 3alUTHYIO rpymiy, C,  alKWIbHOM IPYIIIBL,
C, camxoxeurpynisl, C,  aIKeHUIOKCUIPYIIIbI, ranoreH(C, )alKuibHOM IPYIIIbL,
ruapokcn(C, )anKUIBHOM IPYIIIbL, KOTOPast MOKET UMETh 3aLUTHYIO TPYIIILY,

Kap6OKCI/IprHHBI, KOTOpasd MOXCET UMCTb 3allIUTHYIO I'PYIIILY, C aHKOKCI/IKap6OHI/IHBHOﬁ

2-7
TPYIIIBI, MUAHOTPYIIIBI U HUTPOTPYIIIIBI; WM T€TEPOAPUIIbHYIO TPYIIITY, KOTOPas MOXET
UMETh 3aMECTUTENb, BRIOPAHHBINM U3 TPYIIIbI, COCTOSIIEH U3 aTOMa rajioreHa u
C, (QIKWIBHOM IPYIIIIbI;

X mpencTaBiisieT coOOOM MPOCTYIO CBSI3b, ATOM KUCIIOPO/IA WIIK ATOM CEpHI;

Y npezacrasisieT co0oi POCTyIo CBsi3b, C,  AIKUICHOBYIO IPYIIILY WX

C,  (UIKCHUICHOBYIO IPYIIILY, IIPX YCIIOBUH, YTO €C/H Y MPEICTABIISICT COOOM MPOCTYIO
CBSI3b, TO X TaKXKe MPEICTABISET COOOM MPOCTYIO CBS3h;

Z mpeacTaBisieT coOor KapOOHUIBHYIO TPYIIY UK CYJIb(GOHUIBHYIO TPYIIY;

R'" 1 R" SBISIOTCS OMMHAKOBBIME WM PA3IMYHBIMH, U KaX/IbIi IPEACTABISET COOOM

atoM Bogoposa win C, aJIKWIBHYIO IPYIIILY, KOTOPAst MOXKET UMETh OJAMHAKOBBIC WK
paznuuHble 1-3 3amecTutens, BBIOpAHHBIX U3 HUXKECIEAYIOLIEeH rpynibl 3amecturenen (ii),

mi6o R 1 R'> BMecTe cBS3aHBI CO CMEKHBIM aATOMOM a30Ta C 00pa3oBaHUEM LUKIIMYECKOM
C2_ (AMUHOTDYIIIEL, KOTOPAsi MOXKET UMETh 3aMECTHTEIIb, BBIOpAHHBIN U3 TPYIIIIHI,
COCTOSLIEN U3 C1 ) 6anKHan0171 CpyInbl U FI/II[pOKCI/I(Cl ) 6)aJH<I/UILH0171 I'PYILIBI, KOTOpAas
MOXET UMETh 3alUTHYIO I'PYIILY;

R3, R® u R sBISIIOTCS OMMHAKOBBIME HIIM PA3IMYHBIME, H KQJKIBIN IPEICTABIACT COGOI
aToM BOZIOPOJAa, aToM rajorena, C, ankuibHyro rpymimy uin C, alKOKCUIPYIIILY; 1
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rpyImnmna 3aMecTuTene (ii) COCTOUMT U3 TUAPOKCUT PYIIIbI, KOTOPAsk MOXKET UMETh
3alIUTHYIO T'PYIIY; aMUHOTPYIIIIbI, KOTOPas MOKET UMETh 3alIUTHYIO IPYIIY; MOHO- WU
mi(C, _ AIKAT)aMHHOT PYIIIIbL, KOTOPAst MOJKET MMETh 3aLUTHYIO TPYIIILY; MOHO- WK

,Z[I/I[FI/IIIpOKCI/I(Cl ] 6anKHn)]aMHHorpyHHH, KOTOpasi MOXET UMETh 3ALIUTHYIO TPYIIY;
YPeUAOT PYIIIIbL; CYIb(PaMUIHON TPYIIIBI; MOHO- WU m(C, AJTKHIT) Y PEUIOT PYTIIEI; MOHO-
WIN )11/1((31 ) 6anKHn)cynL(1)aMHL[Hoﬁ rpynibl; C, aluIaMUHOTPYIIIIBL;

C, _ (IKWICYIb(OHNTAMUHOT PYIIIIbL; TPYIIIEL 06me Gpopmyiisl -CON R"))R?, rre R u

R20 ABJIAIOTCA OJUHAKOBBIMH WU PA3JIMYHBIMUA, U KaXXIbIN OpeaACTaBIACT co0Ooit aToM
BOAOPpOOdA UIIN Cl _6aHKI/IJ'IbHyIO I'pyiiy, KOTopasd MOXET UMCTb OINMHAKOBbBIC UJIN

pa3nuuHble 1-3 3amMecTuTtess, BBIOPAHHBIX U3 TPYIIIBI, COCTOSIIEN U3 TUIPOKCUT PYIIIIHI,
KOTOpPas MOKET UMETh 3aLIUTHYIO FPYIIY; aMUHOTPYIIIIbI, KOTOPas MOXET UMETh
BAIUTHYIO IPYIITY; MOHO- Mk u(C,  AJIKWIT)aMHHOT PYIIIIbI, KOTOPAsi MOXKET HMETh

3Al[UTHYIO TPYIITY; MOHO- WUJIA ,[II/I[FI/IIIPOKCI/I(CI ] 6aHKI/IH)]aMI/IHOprHHH, KOTOpasi MOXKET
MMETb 3AIUTHYIO IPYIIILY; yPEHAOT PYIITbl; MOHO- Min Ju(C|  aJKUII)yperIor py bl

C, jamunamuHorpymnimsy; C,  alKuiICcy1bOHMIAMUHOT PYIIIBL X KapOaMOWIBHON IPYIIIIBL,

mi6o R 1 R? BMecTe cBSA3aHBI CO CMEKHBIM ATOMOM 430Ta C 00pa3oBaHUEM LUKIIMYECKOM
C, _(dMUHOTPYIIIbI, KOTOPAsi MOKET UMETh 3aMECTHTEIIb, BBIOpAHHBIN U3 TPYIIIIHI,

COCTOSILIEN U3 C1 i 6anKHan0171 CpyInbl U FI/II[pOKCI/I(Cl i 6)aJH<I/UILH0171 I'PYILIBI, KOTOpAas
MOXET UMETh 3alUTHYIO I'PYIILY; C3_7I_[I/IKJI03.HI(I/IHBHOI7I T PYIIBL;

C, _([eTCPOLUMKIOAIKIIBHON IPYIIIIbI; APUIBHOM IPYIIIBL, KOTOPAst MOKET HMETh
OJIMHAKOBBIE UM pa3IMUHbIe 1-3 3aMecTUTeNsl, BBIOPAHHBIX U3 TPYIIIbI, COCTOSIIEN U3
aToma rajioreHa, FTMIpOKCUT PYIIIbI, KOTOPAsk MOXET UMETh 3aIIUTHYIO TPYIIILY,
AMUHOTIPYIIIBI, KOTOPAst MOXKET UMETh 3alUTHYIO rpyry, C, aJIKUIbHON IPYIIIBI 1
C, _(QJIKOKCHUT PYIIIbI; T€TePOAPHIIBHON IPYIIIIBI, KOTOPAsk MOKET MMETh 3aMECTHTEIIb,
BBIOPAHHBIH U3 TPYIIIIbL, COCTOSIIEH 13 aToMa rajoresa u C, (JIKUTBHOM I'PYIIIIBL,

LUKJIMYECKON Cz_ (AMHMHOT PYIINIBI, KOTOPAst MOXKET UMETh 3aMECTUTENb, BBIOpAHHBIN U3
TPYIIIbI, COCTOSILIEN U3 C1 i 6aJH<I/UILH0171 CpyInbL U FI/I,[[pOKCI/I(Cl i 6)an1<1/mbH0171 T'PYILILI,

KOTOpas MOKET UMETh 3aALIMTHYIO IPYIIY; U LMKIMYECKON apOMaTUUECKON
C, _,aMHUHOTPYIIIbL, KOTOPast MOXKeT uMeTh C,| AJKUIBHYIO IPYIITY B KA4YeCTBE
3aMECTUTEIIS, WK K €r0 COJIU; U T.IL.;

B HacTosmem n3o0peTeHn TEPMUH “C, (AIKWIbHAS TPYNIA” O3HAYACT HPSIMYIO HIIU

Pa3BETBIIEHHYIO AJIKWIBHYIO TPYIITY, UMEIOIYIO 1-6 aTOMOB yIjiepo/a, TaKylo Kak
METWUJIbHAS T'PYMIIA, 3TWIbHAS FPYIIIa, IPONMWIbHAS TPy, U30NPONWIbHAS CPYIIIIA,
OyTWiIbHas rpynma, u300yTUIIbHAs TPyMIia, BTOP-OyTWIIbHAS TPYIINA, TPET-OyTUIIbHAS
rpyIma, NIeHTUIbHAS TPYIIA, U30NIEHTUIIbHAS TPYIA, HEONEHTUIbHAS I'PYIINA,
TPET-NICHTUIbHASI TPYIINa, FeKCHIbHAS TPYIIIA WK T.IL; TepMHUH “C,  aJIKWICHOBAs

rpymnna’ 03Ha4yaeT NpsIMYIO WIM PA3BETBIICHHYIO AJIKWICHOBYIO IPYIITY, UMEOIyI0 1-6
aTOMOB yIJIepo/a, TaKyl0 KaK METUJIEHOBAS I'pyIINa, 3TUWIEHOBAs IPyNia, TPUMETUIIEHOBAS
rpymnna, TeTpaMeTUIEHOBAs I'pyIiNna, IpOoNuIeHoBas rpynmna, 1,1-IuMeTuIaTUIeHOBAS

rpynmna Wiv T.I1.; TEpMUH “1"1/1)1p01<CI/I(C1 i 6)aJ'IKI/IJ'IbHaH rpynmna’” 0O3HaydaeT BbllleyKa3zaHHyto C
| qATKUIBHYIO TPYIITY, 3aMEIICHHYIO THIPOKCHT PYIIION; TEPMUH “C,. (AIKUIIbHAS Tpymma’”
O3HAYAET MPSIMYIO WIM Pa3BETBICHHYIO AJIKWIbHYIO I'PYIINY, UMEIOIIYIO 2-6 aTOMOB

yYriepoaa, TaKyro KaK 9TUJIbHASA I'pyIIIla, IPOIWIIbHAA I'PYyIIIld, H30IIPOIIWIIbHAS I'PYIIIIA,
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OyTWIbHas rpyIa, U300yTUIIbHAS TPYIINa, BTOP-OyTUIIbHAS TPYIIIa, TPET-OyTUIIbHAS
rpyIIa, IEHTUIbHAS TPYIIA, U30IIEHTUIIbHAS T'PYIINA, HEONEHTUIIbHAS I'PYIINA,
TPET-NEeHTUIbHAS IPYIINa, TeKCUIbHAS TPYNIA WM T.I1.; TEPMUH

“FI/II[pOKCI/I(CZ_ 6)aJ‘IKI/IJ'IbHaH rpymnmna’ 03Ha4yaeT BbILIEYKAa3aHHYIO Cz- (AIKUIIBHYIO IPYTITY,

3aMEILIEHHYI0 TUAPOKCUTPYIIIION, TAKYIO KaK 2-TUAPOKCUITUIIbHAS TPYIIIIA,
3-rUAPOKCUNIPONIUIIbHAS TPYIIITA MM T.IL; TePMUH “C, AJIKOKCHIPYIIa” O3HAYACT HMPSIMYIO

WM Pa3BETBIIEHHYIO AJTKOKCUTPYIIITY, UMEIOIIYIO 1-6 aTOMOB yriieposia, TaKyro Kak
METOKCUTPYTIIa, ITOKCUTPYIINA, MPOMOKCUTPYIIIA, U30TTPOTIOKCUT pyTIIa, Oy TOKCUT pyTIIa,
HW300YTOKCUTPYTITa, BTOP-OYTOKCUTPYIIIA, TPET-0YTOKCUTPYIIIa, MEHTUIOKCUTPYIIA,
W30TIEHTUJIOKCUTPYIITIA, HEOTIEH TUIIOKCUT PYTITA, TPET-TIEHTUIIOKCUT PYTITa,
TeKCUIIOKCUTPYIIIIA MM T.I1; TepMuH “C,  alKokcu-3amelleHHast C,  alKuibHas rpymma”
O3HAY4eT BBILICYKa3aHHYI0 C,  alKMIbHYIO IPYIIILY, 3aMEIICHHYIO BBIIICYKa3aHHOMN

C1 _(ATKOKCUT PYIIIION; TePMHH “C1 _(ATKOKCH-3aMeIlCHHAsl C1 ) 6anK0KCHrpynHa” O3HAYAET

BBILICYyKa3aHHYIO C|  aIKOKCHIPYIIITY, 3aMEIICHHYIO BbIIICYKa3aHHOMN
C, (QJIKOKCHUT DYIIION, TAKYIO KaK METOKCMMETOKCHUI PYIIIIA UM T.I1.; TSPMHUH
“C, _(JIKCHUIIbHAS TPYIIIA” O3HAYACT IPSIMYIO WM PA3BETBIICHHYIO aJIKCHUIIBHYIO TPYIIILY,

MMEIOLIYI0 2-6 aTOMOB YIJIEpO/a, TAKYIO KaK BUHWIbHAS PYIIa, aJUIMIbHAS TpyNIa,
l-nponeHuIbHAs TPYNNa, U30IPOIIEHWIbHAS I'pyna, 1-0yTUHUIbHAS FpyHIa,
2-OyTeHWIbHAS TPy, 2-MeTHUIAIUTUIbHAS TPYIIITA WIH T.IL; TepMUH “C,  aIKCHHIICHOBAS

rpymnmna’ 03Ha4yaeT MpsIMYIO WM PA3BETBIICHHYIO AJIKEHUIEHOBYIO T'PYIITY, UMEIOIIYIO 2-6
aTOMOB yIJIepo/a, TaKyl0 KaK BUHWIIEHOBAs rPyMIa, MPOIEHUIEHOBAs TPyIa UK T.11.;
TepMuH “C, (aIKCHUIOKCUIPYIITA” O3HAYACT BBINICYKa3aHHYIO C,|  aIKOKCHIPYIITY, 32

WCKJTFOYEHUEM METOKCUTPYIIIbl, KOTOPAsi UMEET HEHACBIIIEHHYIO CBSI3b, TAKYIO KaK
aJTMIIOKCUTPYIIIIA WK T.IL; TepMUH “C|  NKUITHOTPYIIA” O3HAYACT MNPIMYIO HIIU

PAa3BETBIICHHYIO AJKWITUOTPYIIILY, UMEIOIIYIO 1-6 aTOMOB yIriaepoaa, TAKyo Kak
METWITUOTPYIIIA, ITUITUOTPYIIIA, IPOIMITUOTPYIIIA, U30TIPOTIMIATUOTPYIIIA,
OYTWITHOTPYIINA, U300y TUITUOTPYIINA, BTOP-OYTUITHOT PYIINA, TPET-OyTUITUOTPYIIIIA,
MEHTUJITUOTPYIIIA, U30IIEHTUITUOTPYIIIIA, HEOIIEHTUITUOT PYIIIA, TPET-IIEHTUIITUOTPYIIIIA,
TEKCWITHOTPYIIIA WIH T.IL.; TEPMUH “MOHO- UJIU )JI/I(C1 ] 6anKHn)aMHHorpynna” O3HAayaer

AMHUHOTI'PYIIITY, MOHO3aMCIICHHYIO BBILHGYKaSaHHOﬁ C, _aJKUIbHOM rpynnoﬁ HJIn

1-6
AM3aMCIICHHYIO OJIMHAKOBBIMH UM PasiniHbIMu C, (ATKHIIBHBIMU T DYIIITAMH,
OITPEIETIEHHBIMU BBIIIIE; TEPMUH “MOHO- UJIU III/I[FI/I,HPOKCI/I(CI ] 6anKHn)]aMHHorpynna”
O3HAYaeT AMHHOTPYIIITY, MOHO3AMEILICHHYIO BbIIIeYKa3aHHON THAPOKCH(C, )aIKUIbHOMI
TPYIIION WM IU3AMEILEHHYIO0 OJMHAKOBBIMU UJIM PA3JIMYHBIMU FI/I,Z[pOKCI/I(Cl _¢)ATKHIIBHBIMU
IpyNIIaMu, OPEIETICHHBIMHU BBIIIE; TEPMUH “‘MOHO- WUIIA ,[II/I(CI ) 6an1<14n)ypennorpynna”
O3HAYaeT YPEeUAorpymIly, MOHO3AMEILEHHYIO BBIIICYKAa3aHHON C1 _(AIKMUIBHON IPYIIION WK
JIM3aMELIEHHYIO OJJMHAKOBBIMU WJIM PA3JIMYHBIMU C1 _(AIKUIBHBIMU I'PYIIIIAMH,
OITPEIETIEHHBIMU BBIIIIE; TEPMUH “MOHO- UJIH LII/I(C1 ) 6aHKI/IJI)CYJIL(baMI/I,ZIHa}I rpymnna’
O3HAYaeT CyIb(haMUAHYIO TPYIIITY, MOHO3AMEIICHHYIO BBIIIEYKa3aHHOM C,. (ATTKUITBHON
TPYIIION WJIM AU3AMELLIEHHYIO OJJMHAKOBBIMU WIIM PA3JIMUHbIMU C1 _ATKUIBbHBIMU
rpynmnamu, OnpeaeeHHbIMU BbILIE; TEPMUH “C2_7auHHaMHHorpynna” O3Hayaer

AMUHOTPYIIILY, 3aMEMIEHHYIO MPSAMOMN WJIM PA3BETBJIIEHHON allMJIbHOW IPYIIION, UMEIoLIen 2-7
ATOMOB yIJIepo/a, TaKyl0 KaK aleTWIbHAs IpyIa, IPONMOHWIbHAS I'pyIina, OyTUpUIIbHAS
rpynna, u300yTupuibHas rpyIna, BajlepuiibHas IpyIina, IMBaJIOWIbHAS I'PYIINa,
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TeKCAaHOWIIbHAS TPYIIIIA WK T.I1.; TepMUH “C,  alKUICyIb(HOHNIAMUHOTPYIITA” O3HAYACT

aMHMHOTPYIIITY, 3aMEIEHHYIO MPSIMOM WM Pa3BETBICHHOMN aIKUIICYTb(MOHWIBHOM IPYIIION,
umMerolelt 1-6 aToMoB yriepoja, Takol Kak MeTaHCYJIb(OHUIbHAS TPyIIa,
9TaHCYTb(QOHUIBHAS TPYNIA WU T.11.; TEPMHUH “C3_7HI/IKH03.HKI/IHI>H3.}I rpynma’” 0o3HadaeT

HUKJIOTPONIWIBHYIO TPYHITY, IMKIOOYTUIBHYIO TPYIITY, HUKIONEHTWIBHYIO TPYIIY,
UKJIOT€KCWIBHYIO TPYIINY WM UMKJIOTENTUIBbHYIO TPYIITY; TEPMUH
“C,_;umKnoankui-amenieHnas C,  ankuibHas IPYIIa” 0O3HAYACT BBILICYKA3AHHYIO

C, _(AJIKHIBHYIO IPYIITY, 3aMEIICHHYIO BbIIICYKa3aHHOM C3_7HI/IKJ'IOEU'IKI/IJ'IBHOI7I CpyION;

TepmuH “C, _IUKIOATKHI-3aMelleHHast C, aIKOKCHIPYIIa” O3HAYAeT BBILICYKA3AHHYIO

C, _(QJIKOKCH T'PYIIIY, 38 MCKIIOYCHHEM MCTOKCHUI PYIIIIbL, 3aMEILEHHYIO BbIeyKasaHHOH! C,

,UMKJIOATIKUIBHOM TPyNIown; TepMuH “C,  reTepOLMKIOANKMIbHAS IPYIIIA” O3HAYACT
BbIIICYKa3aHHYI0 C, _[UKIOAIKWIBHYIO IPYIIILY, COACPXKALIYIO B KOJIBLE OJUHAKOBBIC U

pasimuyHble 1 WM 2 rerepoaToma, He SBIISIOLIMECS ATOMAMU B ITOJIOKEHUU CBSI3bIBAHUS U
BBIOpAHHBIE U3 ATOMA a30Ta, AaTOMa KUCIOPOJa U aTOMa Cephl, U TPUMEPAMU TAKOW T'PYIIIIBI
SBIISIIOTCS MOP(OJIUH, THOMOPGOJIUH, TeTparuapodypan, TeTparuponupan, a3upuanH,
A3€TUIMH, IMPPOJIUINH, UMUAA30JIMINH, OKCA30JIMH, TMIIEPUIUH, TTMIIEPA3UH, TUPA3OTIUIUH
WM T.11.; TEPMHH “‘aTOM rajioreHa” o3HauaeT aToM (pTopa, aToM XJIopa, aTOM Opoma WIIn
aTOM HOJa; TEPMUH “ranoreH(C1 ) 6)an1<1/mbHa;1 rpyImmna’” 0O3Ha4yaeT BhIIICYKA3aHHYIO

C, (QIKWIBHYIO IPYIILY, 3aMCIICHHYIO OAMHAKOBBIMU WM PA3INYHBIMY 1-5 aTOMaMK
rajoreHa, onpeeIeHHBIMH BBIIIE, TAKYIO KaK TPUPTOPMETUIIbHAS TPYTIIA,

neHTadTOpITUIbHAS TPYNIA WM T.11.; TepMUH “TasioreH(C i 6)aJ'IKOKCI/Ipr1'IHa” O3Ha4aer
BbIIICYKa3aHHYI0 C, (aJKOKCHIDYIIIY, 3aMEIICHHYIO OJUHAKOBBIMH WX PA3IUYHBIMY 1-5
aTOMaMH rajloreHa, ONpe/Ie/ICHHbIMH BbIILIE; TepMUH “C, aIKOKCHKapOOHHUIIbHAS IPyIIa”

O3HAYaeT MPSIMYIO UM PA3BETBICHHYIO aJIKOKCUKAPOOHUIBHYIO TPYIITY, UMEIOIIYIO 2-7
aTOMOB yIJIepo/a, TAKyI0 KaK METOKCUKAPOOHWIIbHAS I'PyINa, ITOKCUKAapOOHUIbHAS
rpynna, IpornoKCUKapOOHUIIbHAS TPYIIIa, U30MIPOIOKCUKApOOHUIbHAS TPYIIA,
OyTOKCUKapOOHUIbHAS TPYIIA, U300y TUJIOKCUKAPOOHWIIbHAS TPYIIIA,
BTOP-OYTOKCUKAapOOHWIIbHAS TPYIINA, TPET-OyTOKCUKapOOHUIIbHAS TPYIIIIA,
MEHTUJIOKCUKApOOHWIbHAS TPYIINa, U30NIEHTUIOKCUKAPOOHWIIbHAS TPYIINA,
HEOIEHTUIIOKCUKAPOOHWIIbHAS T'PYIINa, TPET-NMEeHTUIIOKCUKapOOHUIbHAS TPy,
FEeKCUIIOKCUKAPOOHWIIbHAS TPYIINA WM T.I1.; TEPMUH “‘apuiibHasi IpyImna” o3Ha4aeT
MOHO-TPUIUKJINYECKYIO apOMATHUECKYIO YTIIEBOAOPOIHYIO TPYIITY, TAKYIO KaK (heHUITbHAS
rpymmna, HagpTHIbHAS TPYINa WK T.I1.; TCPMUH “apI/UI(C1 ) 6)aHKI/IHBHa}I rpymnna’” o3Havaer

BBIIIEYKa3aHHYIO C, ANKWIBHYIO IPYIINY, 3aMCIICHHYIO BbILICYKa3aHHON apUIbHOM

TPYIION; TEPMHUH “TETEPOAPUIIbHAS IPYIIIA” O3HAYAET S- WK 6-WIEHHYIO [€TEPOAPUIILHYIO
TpyIly, COACPKALLYIO B KOJIbLE OAMHAKOBBIE WIM pa3ivuyHble 1-4 rerepoatoma, He
SIBJISIFOIIIMECS ATOMAMU B TIOJIOKEHUU CBSI3bIBAHUS M BBIOPAHHBIE U3 aTOMA a30Ta, aToMa
KHUCIIOPOJA U aTOMA Cepbl, KOTOPAast ABJISICTCS IIPOU3BOIHOMN THA30J1a, OKCA30J1a, U30TUA30I1a,
U30KCa30Jjia, MMPUAUHA, MUPUMUANHA, TUPU3UHA, MUPUIA3UHA, TUPPOJIA, THO(dEHA,
MMH[I30J1a, TUpa30Ja, OKcaauas3olia, Thaaua3oa, TeTpasona, pypasaHa WiH T.I1.; TEPMUH
“LIUKIIMUEcKast C2_ 6aMMHorpyrma” O03HAYAET 5- WIH 6-YJIEHHYI0 MOHOLMKINYECKYIO

AMMUHOTPYIILY C 2-6 aTOMaMH yIjepoaa, KOTOpasi MOXKET COAEPKATh B KOJIbLIE OJIMH
reTepoaTOM, He SBJISIOIIMICS AaTOMOM a30Ta B MOJIOKEHUU CBSI3bIBAHUS U BEIOPAHHBIN U3
aToMa a30Ta, aTOMa KUCIIOPOa U ATOMA CEePbl, U MPUMEPAMU TAKOU T'PYIIIIbI SIBIISIFOTCS
MopdonuHorpynmna, TutoMmopdouHoOrpynna, 1-a3upuauHuIbHas TPYyIa, 1-a3eTUAMHUIbHAS
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rpynna, 1-nuppoiuauHuiIbHas TpyIa, MMIePUAUHOTPYINA, 1-UMUIA30IMIMHUIIbHAS
rpynna, 1-nunepasuHuiIbHas IpyNIa, NMPa30oJIUIMHUIbHAS TPYINa WK T.I1.; TEPMUH
“apomaTnyeckas uukiudeckas C,  aMMHOIPYIIA” O3HAYACT 5-WICHHYIO apOMATHYECKYIO

MOHOLMKJIMYECKYIO AMUHOTPYIINY C 1-4 aToMaMu yriepoaa, KoTopas MOXKET coepxaTthb 1-3
aToMa a30Ta, HE SIBJIIOLIMECS AaTOMAMU a30Ta B MOJIOKEHUU CBSI3bIBAHUS, TAKYIO KAK
l-uMuIa30MIIbHAS IpyINa, |-MUppOoIWIIbHAS TPYyIIA, MUPa30JIWIbHAS TPYIIIA,
1-TeTpa3onuibHas TpyMNIia UM T.1.; TEPMUH “TUAPOKCU3AIIMUTHAS IpyNIa’” O3HA4YaeT
TUIPOKCU3ALLMTHYIO TPYIITY, UCIIOJIB3YEMYIO B OOIIMX METOAAX OPraHMYECKOro CUHTE3a,
TaKylo Kak OeH3WIbHas rpynmna, MeTOKCUMETWIIbHAS T'pYIINa, aleTUIbHas rpynna,
MMBAJIOWIIbHAS TpyINIIa, OEH30WIbHAS TPYIIa, TPET-Oy TUIIIMMETUIICUIIMIIbHAS TPy,
TPUM3OTN PONTWIICWIWIIbHAS TPYIIIA, aJUIWIbHAS TPYIINA WIH T.I1.; TEPMUH ‘AMHUHO3AIIUTHAS
rpynmna” o3HauaeT aMUHO3AIIUTHYIO TPYIITY, UCIIOIB3YEMIO B OOIIMX METOIAX
OPraHUYECKOTO CUHTE3a, TAKYI0 KaK OCH3WIOKCUKapOOHWIbHAS TPYyIIIIa,
TpeT-OyTOKCUKApOOHUIIbHAS T'PYIINa, OSH3WIIbHAS T'PYIIA, TPUPTOPALETUIbHAS TPYIIIA WU
T.IL.; U TEPMUH “KapOOKCU3alIUTHAS rpynna’ 03HayaeT KapOOKCU3ALIUTHYIO FPyHIy,
UCTIOJIB3YEMYIO B OOIIMX METOAAX OPTaHUYECKOTO CUHTE3a, TAKYI0 KaK OeH3WIbHAs IpyMIa,
TPeT-Oy TUIIUME TUIICUIUIIbHAS TPYIINA, AJUIMWIbHAS TPYNIa WIH T.1I.

B Hacrosem u3obperenuy, Harpumep, R, mpennouturensHo, npeacrasiaser coboi
aToM Bofoposa u rufipokcu(C,  )aIKUIBHYIO IPYIILY U, O0JIee MPEANOYTHTENIBHO, ATOM

BoAoponaa; T, MpeAnouTUTENBHO, TPEICTABIISIET COOO0M rpymiy GOpMYJIbL:

WK Tpynny (popMyJbr:

|
E1i5 0._.0

HO “OH
OH

rae Q, IPeQIoYTUTENBHO, IpefcTaBsieT co0oi C,|  ankuibHyIo rpyminy win ramores(C,

) AIKWIBHYIO TPYIIITY U, 6oJIee MpeanodTuTenbHo, C,  ankuibHyto rpymy; C,  ankuibHas

rpynna B Q, IpeAnouTUTEIbHO, IPEACTABIIAET COOOM ITUIBHYIO TPYIITY WU
U3OMPONUWIBHYIO TPYIITY U, HanboJiee MPeaOYTUTEIHHO, U30TTPONTWIBHYIO TPYyMy; X,
MPEANOYTUTEIBHO, IPEACTABISET COOOM MPOCTYIO CBS3b UM aTOM Kuciopoaa. Kpowme toro,
eciu X MpeicTaBiseT cOOOH MPOCTYIO CBSI3b, TO Y, MIPEANOUYTUTEIBHO, IPEACTABISET COOOM
C, canxueHoByio rpymiy umi C, aJKWHWICHOBYIO IPYIIIY U, 0oJiee MPEANOUYTUTEILHO,
TPUMETUJICHOBYIO TPYIINY WX 1-TPOMEHUICHOBYIO TPYIINY; U eClIi X MPeJCTaBIISIET cO00M
aTOM KHCIIOPOJ@, TO Y, MPEAIOYTUTEIBHO, PEACTABIIseT cO00# C,  AJIKUICHOBYO IPYIILy

U, 0oJiee NPeAnOYTUTENBHO, 3TUJIEHOBYIO TPYIITy UM TPUMETUIICHOBYIO Tpyniy. Z,

IPEAIOYTHTEIBHO, IPEACTABIISET cOO0I KapOOHMIBHYIO IPYIITY; R, MPEAIOYTUTENBHO,
NPE/CTABISIET COOOM aTOM BOAOPOAA, aTOM rajoreHa, C,  ajJkuIbHYIO IPYIILy,

C, camxokeurpymmy, C,

C, _,UMKII0ANKNII-3aMeleHHY 0 C, aJIKOKCHIPYIITY WM TPymiy obuer Gpopmyb: -A-R?,

aJIKOKCH-3aMelleHHY0 C,  aJIKOKCHIPyIILy,
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rae A u R® umeror 3Hauenust, onpeneneHHsIe BbIIIe, U, GoJiee IPEAIOYTUTEILHO, OHHU
MIPENICTABIISIIOT COO0M aTOM BOOPOAA, ATOM XJI0pa, aTOM (PTOpa UM METUIIbHYIO TPYIIILY;
omus u3 R* 1 R, IPEITOYTUTEIBHO, IIPECTABIIsIeT cO00i C,  aNKWIbHYIO IPYIITy, KOTOpast
uMmeeT 1-3 TUAPOKCUTPYTIIBI WK TPYIITY 00111et (hopMyIIbl -CONR”R!", rne R u R
SIBIISIFOTCS. OAMHAKOBBIMU WJIM PA3JIMUHBIMU, U KXKBIN MPEICTABIISIET COO0M aTOM BOJOpOIa
WU C1 _(AIKHIIBHYIO TPYIITY, KOTOPAs MOXKET UMETh OMHAKOBEIE UM PAa3IMYHBbIe 1-3
3aMECTUTEJIsl, BHIOPAHHBIE U3 TPYIIIbI, COCTOSIIIEH U3 TUAPOKCUTPYIIIIBI, AMUHOT PYIIIIHI,
MOHO- WJI1 I[I/I(Cl _AIKUIT)aMUHOT PYTIITBI, MOHO- MIIH

mu[ruapoxcu(C . 6anKHn)]aMHHorpyHHH, YPEUIOT PYIIIIbl, MOHO- UIIU

m(C, ankumypennorpymisl, C, alnuiaMUHOIPYIIIIBL,

C,. 6aJ1KHJIcynbq)OHI/maMI/IHorpynnH 1 kap6amowbHo# rpymisl, 6o R? u R19, Bmecre
CBSI3aHBI CO CMEKHBIM aTOMOM a30Ta C 00pa30BaHUEM IUKIMYECKON C, _(aMUHOTPYIIIIEL,

KOTOpasa MOXET UMCTb 3aMCCTHUTCIIb, BbI6paHHbII>T W3 I'PYIIIIBI, COCTOSIIIEH U3 Cl _68,J'IKI/IJ'IBHOI71

TPYMNIILI U FHI[pOKCI/I(Cl ) 6)anKHan0171 TPYIIIIBI, B TO BPEMsI KaK APYrou u3 R*uR>,
MPEANOYTUTENIBHO, IPEACTABIISIET COOOM aTOM BOJOPO/a; U, O0JIee MPEANOYTUTEIBHO, OJIUH

13 R* 1 R’ npencrasnser coboit C, aIKWIbHYIO TPYIINY, KOTOpAs HMEeT

1-6
TPYIIY-3aMECTUTENb OO0IIel GopMyJIbL: —CON(R9A)R10A, rae R%A u R'%A Bmecre cBsi3aHb
CO CMEKHBIM ATOMOM a30Ta ¢ 00pasoBaHueM LuKuieckon C, (AMUHOT PYIIIbI, KOTOPasi

MOJKET UMETh 3aMECTHUTEIIh, BRIOPAHHBIN U3 T'PYIIIThI, COCTOSIICH 13 C1 ) 68,J'IKI/IJ'IBHOI7I CPYMIIBI
UTH C % ius R*uR>
TPOKCH( L 6)aJ'IKI/IJ'IBHOI/I TCPYIIIBL, B TO BpeMs Kak Apyrou u3z R uR”,

IPEANOYTUTENBHO, IIPEACTABIIET coboit aToM Boxopoaa; R?, R® u R, mpeanoururensHo,
MPEICTABISIFOT COOOM aTOM BOJIOPOJA WM ATOM TaJIOTeHa U, O0Jiee MPEeAIOUYTUTETILHO, BCE
OHH, MIPEAMTOYTUTENTLHO MIPEACTABIISIOT COOOM aTOM BOJOPOAA.

KoHKpETHBIMHU COCTMHEHUSIMU HACTOSIIIIETO U300PETEHMUSI SIBIISIFOTCSI COSTUHEHMSI,
OTHMCaHHbBIC B TpUMepax 1-116. B vacTHOCTH, MPeANOUTUTEITEHBIMU SIBJISIOTCS
HWKECITETYIOIIE COSMHEHUS UM UX (hapManeBTUYECKH TTPUEMIIEMbIE COJIH:
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Hu .
N?<fﬁﬂ L y o0
r'- i
HP_- == 1 -l 1] i e
i S L HN { e
A, 0. a0 Hﬁ
HO | 0al Ci
KoY~ 701 HO
0H HOY %01
0H
[Mpmazp 115] [MpuMmep 116]

1 0oJIee MPEANMOYTUTETLHBIMU SIBIISTIOTCS
3-(B-D-ranakronupaHo3unokcu)-4-[ (4-{3-[1-{[4-
(2-TUIPOKCUITUIT ) TUTIEPA3UH- | -UJT]KapOOHUI } -
1-(meTun)sTwiikapdaMou | mponus } peHun)MeTu|-5-uzonponui- 1 H-nupaszor;
3-(B-D-ranakronupaHo3uI0KcH)-5-u3onponun-4-{ [4-(3-{ 1-[(nunepa3uH- 1 -un)kapOoHuI]-
1-(meTum)3TUNKapOamMou }ponui)derun | metun } -1 H-nmupaszod;
3-(B-D-raroxonupano3unokcu)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUA TUIT ) TTUTIEPA3HH- | -Uj1 |JKapOOHMIT } - 1 -(METHIT) 3 TUIIKApOAMOWII | ITPOTIII } -
2-metundeHun)MeTun|-5-uzonponui- 1 H-nmupazor;
3-(B-D-ranakronupaHo3uIoKcH)-5-u3onponun-4-{ [4-(3-{1-
[(4-meTunmnunepasun- 1-wn)kapooHum]-
1-(meTum)3TUNKapOamMou }mponui)deHun | metun } -1 H-nmupaszon;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(2-{ 1-
[(4-meTunmunepasuH- 1-ur)kapOooHu |- 1-(METHIT)3 TUIIKapOaMOMIT } S TOKCH)-
2-metundenun|merun }- 1 H-nupaszon;
3-(B-D-rmroxonupano3unokcn)-4-[(4-{2-[1-{[4-
(2-TUAPOKCUI TUIT)TTUTIEPA3UH- | -UJT|KapOOHMIT } - 1 -(METHIT)ITUIIKAPOAMOUII | 9 TOKCH } -
2-MeTWI(pEeHUT)METHIT|-5-u3omnponui- 1 H-mmpazor;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(2-{ 1-[(munepas3us- 1-un)kapdoHun]-1-
(METHIT)3TUIIKapOaMOMIT } 3TOKCH )-2-MeTuindeHu |meTun } - 1 H-rupasoo;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponun-4-{ [4-(3-{ 1-[(munepa3us- 1-un)kapdonun]-1-
(MeTum)3THIIKapOaMOuI JTiponni)-2-MeTuinderut|metun }- | H-mupazor;
3-(3-D-raroxonupaHo3unokcu)-S-uzonponun-4-{ [4-(3-{ 1-[(munepa3us- 1-un)kapdoonun]-1-
(MeTHIT)3TUIIKapOaMOWIT JTTPOITOKCH)-2-MeTriTherns |meTwn } - | H-iupasour;
3-(B-D-ranakronupaHo3uIoKcH)-5-u3onponun-4-{ [4-(3-{ 1-[(nunepa3uH- 1 -un)kapOoHuI]-
1-(MeTHIT)3TUIKapOAMOMII } ITPOITOKCH )-2-MeTundenu |metun } - 1 H-nmupa3zoo;
4-{[2-bTrop-4-(3-{ 1-[(mumepa3uH- 1 -uT)KkapOOHMI]-
1-(MeTr)aTUIIKApOAMOWIT } TTpOTIvIT ) peHuT [MeT } -3-(3-D-raJak TonMpaHO3UIOKCH)-
S-uzonponui-1 H-mupason unu ux papManeBTUUECKU TTPUEMIIEMBIE COJIH.
Tak, HampuMep, COETMHEHUST HACTOSIIEr0 U300PEeTeHUsI, TPEACTABICHHbIE
BBITIIEYKa3aHHOM 00111e# popmyroit (I), MOryT OBITH TTOJIYUEHBI B COOTBETCTBUH CO
CIIETYIOIIMMHU CIIOCOOaMMU:
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Cnocob Cnocob 0
1-1 RCOCHCOOR” 1 -3 R “CHg Cnocob
A-1 W) (IX) 1-4 Cnoco6
RE 14 1)y RTNHNH, (VIT) 1-5
R" X—Y—2Z—N. S O UI1 MOHOTUAPAT WK ero
0 N
roo0C R' M conb POClg
(0] "3 ©/\ 0 R 2) nHoraa BBefEHNe
R R12 (X) 3aLLUTHON rpynnbl Y
D R
U
T I 1T Nl R
1) R '-NHNH, (VI 1)
Cnoco6 WUNW MOHOTUAPAT UITK ero Ny |
1-2 conb g CHO
2) nHoraa BBefeHNe
aUpTHOT Py Cnocob (X11)
R® 'RM _];.6_
X=Y—Z-N_,
R 6
Cnocob R R
1-7 /7 R X=Y—Z-N___
Rre R4
R’. x—y—z-N_ - U7 R
/ R
R" (11D BoccTaHoBuTenNb HO o3 (XI1D
12
R = (F)i
Cnoco6 | Auetobpom—a-D- rmiokosa _ r\/J L@
1-8 unu auetobpom —a—D- ranakrosa R i
(X1v)
R R4 Cnoco6 R
7 VI - X—Y—Z—N,
R X=Y=Z-N__ 1-9 RS
—___.,——> 3
3 R
s Rz R 1) rmaponus )
O\~ T2 2) uHoraa yaanexue 3aLluTHOm
N— h/J TPYNNbl UMK BOCCTAHOBMEHUE
: HUTPOTPYNMb
R
(1D ¢))

rie L! npencrasnser coboit yaansemMyro IpyIny, TAKYIO KaK aTOM IajloreHa,

ME3ZUJIOKCUTPYIIIA, TO3UJIOKCUTPYIIIA WU T.IL.; L? npezacrasiset coooit MgBr, MgCl, Mgl,
Znl, ZnBr, ZnCl unu atom utus; R nipeacrasiser codoit C1 _(AIIKMIIBHYIO IPYIIITY,

rayores(C, ¢ AIKHIIbHYIO rpyIy, C,  alKOKCH-3aMelleHHYI0 C,|  aIKWIbHYIO IPYIIITY WX
C, _;IMKIOAIKUIBHYIO TPYIIILY; R npencrasnsier co6oit C, _(IKUIBHYIO TPYIIITY; OAUH U3 Q
3 1 T2 npencrasiser co6oil THAPOKCUTPYIIITY, APYTOM MPEACTABIISIET COOOM C,. (AIKUITBHYIO

rpymiy, rajporen(C, ) AIKUIIBHYIO TPYIIIY, C, _canKokcu-3amerentyo C, - (AIKUTTBHY IO

1-6
TPYNITY WIH C3_7I_[I/IKH03.HKI/IHI>HYIO TpyMILy; U Rl, Rz, R3, R4, RS, R6, R7, R“, R12, R14, RIS,

Q, Qz, T, T2, X, Y 1 Z uM€eIOT 3HAauY€HMUs1, OTIIPE/IeJICHHbIE BBIIIIE.
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Cnocob 1-1

CoemuHenue, MpeACcTaBIIeHHOE BhIIIIeyKa3aHHOM o011elt popmymoit (VI), MoxeT ObITh
MOJIy4YeHO KOHACHCcAlUel OEH3UILHOTO MPOU3BOAHOIO, TPEICTABICHHOT'O BHIIIIEYKA3aHHOM
o6meit popmyoi (IV), ¢ keToaneTaToM, IPeACTABICHHBIM BBIIIICYKa3aHHOM OOIIIet
dbopmyitoti (V) B IPUCYTCTBUMA OCHOBAHUSI, TAKOTO KaK TUIPU HATPUS WU TPET-OYTOKCUT
KaJlisg B MHEPTHOM pacTBopuUTesie. B KaueCcTBe MHEPTHBIX pACTBOPUTEIIEH, UCTIOIb3YEMbIX B
JTAHHOM peaxkyu, MOTYT CITY>KUTb, HAIIpUMeEp, 1,2-AMMETOKCUITAH, TeTparuapodypaH,
N,N-nmumeTundopmMamMu, CMeCh YKa3aHHBIX pacTBOpUTene u T.I. TeMmepatypa peakiun
OOBIUHO COCTABJISIET UHTEPBAJTI OT KOMHATHOM TeMIEPATyPhl 10 TEMIIEPATYPhI
nedierManuu, U Bpemsi peakiuy 0OObIYHO COCTaBIIseT OT 1 yaca 10 1 AHS, B 3aBUCUMOCTH OT
MCIOJIb3YEMOT'0 UCXOJHOT'O BEIIECTBA, PACTBOPUTEINS M TEMIIEPATYPhI PEAKIHH.

Crocob 1-2

[TpousBogHOE GeH3MIIMPA30JIa, MPEACTABICHHOE BhIILIEYKAa3aHHOM 00111ei
dhopmyioit (IIT), MOXkKeT OBITH TTOIYyUECHO KOHICHCALEH COCTUHEHUS, TIPEICTABICHHOT O
BbIIIIEYKa3aHHOM ob1eit popmyort (VI), c coearHeHneM ruipa3uHa, mpeacTaBIeHHBIM
BbIIIIEyKa3aHHOM ob1eit popmyiot (VII), uiu ero MOHOTUIPATOM WK COJIBIO B
MPUCYTCTBUU WJIM B OTCYTCTBUU OCHOBAHUS, B UHEPTHOM PaCTBOPUTEIIE, U BBEACHUEM
TUIPOKCU3AIMTOMN T'PYIIBI CTAHAAPTHBIM CIIOCOOOM, €CT 3TO HeoOxoaumo. B kauecTBe
MHEPTHOT'O PACTBOPUTEIIS, UCIIOJIB3YEMOI0 B TAHHOM pPEeaKLUUU, MOTYT CIIY>KUTh, HATIpUMED,
TOJIyOJI, TeTparuapodypat, XJaopohopM, METAHOII, ITAHOJ, CMECh YKa3aHHBIX
pacTBOpPHUTEIIEH U T.II., U B KAUECTBE OCHOBAHUS MOTYT CIIY>KUTh, HAIIpUMED,
TpudTWIAMUH, N,N-TUM300PONUII3TUIIAMUH, TIUPUIUH, METOKCU HATPUS, STOKCU HATPUS U
T.11. Temmnepatypa peakiuu OObIYHO COCTABIISIET UHTEPBAJTI OT KOMHATHON TEMIIEPATYPHI 10
TeMIlepaTyphl AedierManuu, U BpeMs peakiuu 0ObIYHO cOCTaBJIsieT oT 1 yaca Ao 1 1Hs, B
3aBUCMMOCTH OT UCIIOJIb3YEMOT'O UCXOJHOI'O BEIIECTBA, PACTBOPUTEIIS U TEMIIEPATYPbI
peakuuu. [TonyueHHOE OEH3MINUPA30ILHOE IPOU3BOAHOE, IPEACTABIEHHOE
BBITIIEYKa3aHHOM 00111el popmyroit (II1), MokeT OBITh TaK)Ke UCITOJIb30BAHO B
MOCTIEAYOLIEH PEAKLUM ITOCTIE €T0 COOTBETCTBYIOLIErO IIPEBPAILECHUS B COJIb CTAHIAPTHBIM
crocooom.

Cnocob 1-3

CoemuHeHue, MpeACTaBIIEHHOE BhIIIeyKa3aHHOM o0meit popmyrtoi (X), MOKET OBITh
MOJIYy4YEeHO KOHJIEHCANMeH CITIOKHOI(PUPHOTO COEIMHEHUS TUTHOKAapOOHAaTa,
MpeACTaBIIEHHOTO BhIIIeyKa3aHHOM obmeit popmyion (VIII), ¢ KeTOHHBIM COSAMHEHHUEM,
MpeACTaBIIEHHBIM BBINICyKa3aHHOM o01Ielt ¢hopmytoit (IX) B IpUCYyTCTBUM OCHOBAHMSI,
TAKOI'0 KaK aMuJ HaTpusl, B UHEPTHOM pacTBopuTelne. B kauecTBe MHEPTHOTO
paCTBOPHUTEIIS, UCITOJIB3YEMOI'O B TAHHOM PEAKLUY, MOTYT CIIY’KUTh, HAIIPUMED, TOJIYOI U
1.11. TemmnepaTtypa peakiuu oObIYHO COCTaBIISIET MHTEpBaJ OT -20°C 10 KOMHATHOM
TEMIIEPATYpPhI, U BpeMs peakluu 0ObIYHO cocTaBisgeT oT 30 MUHYT 10 1 AHS, B 3aBUCUMOCTH
OT MCIIOJIb3YEMOI'0 UCXOHOI'O BELIECTBA, PACTBOPUTENS U TEMIIEPATYPBI PEAKLMH.

Cnocob 1-4

[TpousBoHOE OEH3UITOKCUITUPA30JIa, TPEICTABICHHOE BhIIIEYKa3aHHOM ob11ei
dbopmyitoii (XI), MOXKeET OBITh TTOJIYYEHO KOHACHCAIIMEH COSAMHEHUS, TIPEACTaBICHHOTO
BBITIIEYKa3aHHOM 00111eH hopmyroit (X), ¢ coemMHEeHeM THIpa3uHa, MPeACTaBICHHBIM
BBITIIEYKa3aHHOM 00111e# popmyroit (VII), uiam ero MOHOTUAPATOM UJIU COJTBIO B
IIPUCYTCTBUUA OCHOBAHUS, TAKOTO KaK TPUITUIIAMUH WK N,N-IUM30IIPONMWIITUIAMUH, B
WHEPTHOM pPACTBOPUTEIIE, U BBEACHUEM BOJIOPO-3ALLMTHON FPYNIbl OOBIYHBIM CIIOCOOOM,
€civ 9TO HeoOxoauMo. B kauecTBe HHEPTHOTO PACTBOPUTEIIS, UCIIOIB3YEMOIO B JAHHOMI
peakuuM KOHICHCAUU, MOTYT CIIy>KUTh, HAIIPUMEp, ALUETOHUTPWI U T.11. Temmnepatypa
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peakuuy 00bIYHO cocTaBisieT uHTepBai oT 0°C 10 TemmepaTypsl AederManuu, U BpeMsl
peakuuu oObIUHO cOCTaBIISIET OT 1 yaca 10 1 JHS, B 3aBUCKMOCTH OT UCIIOJIb3yEMOT O
MCXOJIHOTO BEUIECTBA, PACTBOPUTENISL U TEMIIEPATYPbI PEAKLUU.

Cnoco6 1-5

[TpousBoaHOE anbaeruaa Nupasosa, MpeacTaBICHHOE BhIIIYKa3aHHOW 001IIel
dhopmyitori (XII), MOKET OBITh MOJIYUYEHO B3aUMOJICHCTBUEM COSAUHEHUS, ITPEICTABICHHOTO
BbIIIIEyKa3aHHOM ob1eit popmyoti (XI), c peaktuBoMm Bunbcmatiepa ¢ UCTIONb30BAHUEM
okcuxyiopuaa ¢pochopa u N,N-mumetrundhopMamMuia B pa3IMUHbIX paCTBOPUTENSX. B
KauyecTBE paCTBOPUTEIIS, UCIIOJIb3YEMOIO B JAHHOW PEAKLUU, MOTYT CIIy>KUThb, HAIIPUMED,
N,N-gumetunopmamun v T.1. TemnepaTypa peakiuuu OObIYHO COCTABIISIET UHTEPBAI OT
0°C o temmnepaTypsbl AedierManyu, U BpeMs peakiii 0ObIYHO COCTaBIseT OT 30 MUHYT
110 1 1HS1, B 3aBUCUMOCTH OT MCIIOJIb3YEMOTO UCXOJHOIO BEILIECTBA, PACTBOPUTEIIS U
TEMIIEPATYPbl PEAKLUU.

Cnocob 1-6

CoenuHeHue, MpeACTaBIEHHOE BbllIeyka3aHHOM ob1eit popmyroit (XIV), Mmoxer ObITh
MOJTy4YeHO KOHCHCALMEH COeIMHEHUS], TPEICTaBICHHOTO BhIIIIEYKA3aHHOM O0IIIei
dbopmyioii (XII), c peaktuBom ['punbspa, peaktiBoMm PedhopMaTCKOro Wi TUTHEBBIM
PEaKTUBOM, MPEJCTABIEHHBIM BBIIIeyKa3aHHOM ob1elt opmyitoii (XIII), B uHEpTHOM
pacTtBopuTenie. B kauecTBe pacTBOPUTEIS], UCIIOJIb3YEMOTO B JAHHOW PEAKLUU, MOTYT
CITy>KUTb, HAIIPUMED, TeTparuapodypaH, TMITUIIOBBIN 3(pUp, CMeCh YKa3aHHBIX
pactBoputesiet u T.11. TeMnepaTypa peakiuud 0ObIYHO COCTaBIsIeT UHTepBai oT -78°C 10
KOMHATHOU TEMIIEPATYPhI, U BpeMsl peakuu 00bIYHO cocTaBisieT oT 30 MUHYT 10 1 AHS, B
3aBUCHUMOCTH OT MCIIOJIb3YEMOT'O UCXOJHOTO BEIIECTBA, PACTBOPUTEIISI U TEMIIEPATYPbI
peaxuum.

Cnoco6 1-7

[TpousBogHOE GeH3MNINMPA30IIa, IPEACTABICHHOE BbILLIEyKa3aHHOMN 0011eH
dbopmyoii (IIT), MOXKeET OBITH TTOIYUEHO KATAIIMTUICCKUM THIPUPOBAHUEM COSIMHEHUS,
MPeACTaBIIEHHOTO BhIIIeyKa3aHHOM oOmeit popmyron (XIV), ¢ uconb3oBaHUEM
MaJUT1aIMeBOr0 KaTAIM3aTOpa, TAKOTO KaK MOPOIIKOOOpa3HbIN NMaJlIa Uil Ha yTie, B
OTCYTCTBUHU WJIM B IIPUCYTCTBUM KUCIIOTBI, TAKOW KaK XJIOPUCTOBOJOPOIHAS KUCIOTA, B
MHEPTHOM PACTBOPUTEIIE, U B CIIy4ae, €CIIU COCAMHEHNE, TTPEACTABIEHHOE BBIIIEYKAa3aHHON
obmett hopmyitoit (XIV), umeer 1000 aTOM Cepbl, TO MOTYUEHHOE COSTUHCHHE
00pabaThIBAIOT BOAHBIM PACTBOPOM TPUPTOPYKCYCHON KUCITOTHI U AUMETHICYTbduaa,
00BIYHO pu TeMriepaType oT 0°C 10 TemmniepaTypsl aediermanuu, B TedeHre oT 30 MUHYT
1o 1 aHs1, ecam 3To HeoOXxoauMo. B kauecTBe pacTBOpUTENS, UCIIOIB3YEMOTO TIPU
KaTaJIUTUYECKOM TMIPUPOBAHUM, MOTYT CIIyKUTh, HAIIPUMED, METAHOJ, ITAHOI,
TeTparuapodypaH, STUIALETAT, YKCYCHAsI KMCIOTA, U30MPOIIAHOII, CMECh YKa3aHHBIX
pactBopureneit u T.I. Temnepatypa peakiuuyd 0ObIYHO COCTABIISIET UHTEPBATl OT KOMHATHOMN
TEMIIEPATYPHI 10 TEMIIEPATYPHI edierManyu, U BpeMsi peakiyu 0ObIYHO coCTaBisieT oT 30
MUHYT 110 | 1HS, B 3aBUCUMOCTH OT UCIIOJIb3yEMOT'0 UCXOAHOTO BEIIECTBA, PACTBOPUTES U
TeMIiepaTypsl peakuuu. [lonydeHHOEe MpoU3BOHOE OEH3WIMUPA30Ia, IPEACTABIEHHOE
BblIIeyKa3aHHOM ob1eit popmyroit (II1), MoxkeT ObITH TaKkKe UCIIOJIL30BAHO B
MOCTIEAYOLIEH PEAKLUM IT0CTIE €T0 COOTBETCTBYIOLIErO IIPEBPAILECHUS B COJIb CTAHIAPTHBIM
CIOCOOOM.

Cnocob 1-8

[1] B cmyuae, eciii B TpOU3BOIHOM OEH3WINMPA30Jia, TPEACTABICHHOM BbIIIIEyKa3aHHOMN

o6meit hopmystoit (I, omuu u3 Q° u T2 mpexncraBsoT cobo C, (AIKHIBHYIO IPYIIIY,

C1 (ATTKOKCH-3aMELLIEHHY 0 C, _(anKuIbHyto rpymiy uin C, [UMKIOAIKUIBHYIO TPYIITY, TO
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COOTBETCTBYIOIIIEE COSAMHEHUE HACTOSIIETO U300pETEHUSI, TPEICTABIEHHOE
BBITIIEYKa3aHHOM 00111el popmyrtoit (I1), MokeT OBITh MOIYYSHO IMYyTEM TIIMKO3UIAPOBAHUS
COOTBETCTBYIOIIETO MTPOU3BOHOTO OEH3WINHUPA30J1a, IPEICTABICHHOT'O BhIIIEYKa3aHHOM
o6meit popmyoi (III), ¢ ucrmomp30BaHUEM aneTOOPOM-0.-D-TITFOKO3bI MU
aneToopom-a-D-ramakTo3bl B IPUCYTCTBUM OCHOBAHUS, TAKOTO KaK kapOoHAT cepedpa,
TUIPUJ HATPUS UM T.11., B UHEPTHOM pacTBopuTene. B kauecTBe MHEPTHOTO pacTBOPUTES,
UCIIOJIB3YEMOTO B IAHHOW PEaKIMU, MOTYT CIIY)KUTh, HAIIPUMED, TeTparuapodypas,
muMeTokcruaTaH, N,N-muMeTuinopmMaMul, CMeCh YKa3aHHBIX PACTBOPUTEIIEH U T.11.
TemmnepaTypa peakuuy OOBIYHO COCTABIISET UHTEPBAJ OT KOMHATHOM TeMIIepaTyphl A0
TeMIlepaTyphl Aediermanuu, U Bpems peakiyuu oObIYHO cocTaBisieT oT 1 yaca 1o 1 aus, B
3aBUCUMOCTH OT UCIOJIb3YEMOT'0 UCXOTHOTO BEILIECTBA, PACTBOPUTEIIS U TEMIIEPATYPhI
peakuuu.

[2] B ciyuae, eciiu B TpOM3BOAHOM OSH3WIIIMPA30J1a, TPEACTABIEHHOM BBIIIEYKa3aHHOMN
o6eit hopmysoit (), omun u3 Q* u T? npeacrasisior coboit rajoreH(C, ) AIKUITEHY IO

TPYIITY, TO COOTBETCTBYIOIIEE COSAMHEHUE HACTOSIIETO U300 PETEHUSI, TPEACTABICHHOE
BBIIIICYKa3aHHOM 00111eit popmytoii (1), MOKET OBITh IMOTYUYEHO ITyTEM TITUKO3UAUPOBAHUS
COOTBETCTBYIOIIETO MPOU3BOTHOTO OCH3UIIITUPA30JIa, IPEICTABIIEHHOT'O BBIIIEYKa3aHHOM
o6meit popmymoi (III), ¢ ucrmompb30BaHUEM aneTOOPOM-0.-D-TITFOKO3bI MU
aneroopoM-a.-D-ralakTo3sl B MPUCYTCTBUM OCHOBAHUS, TAKOTO KaK KapOOHAT KaJIUs UJIH
T.II., B UHEPTHOM PacTBOpHTEse. B KauecTBe MHEPTHOTO PACTBOPUTEIIS, UCIIOJIB3yEMOT'0 B
JAHHOW PeakKIvv, MOTYT CIIY)KUTbh, HAIIPUMED, TeTparuapodypaH, alleTOHUTPUII, CMECh
yKa3aHHBIX pACTBOPUTENIEH U T.11. TemmnepaTypa peakiuu OObIYHO COCTABIISIET HHTEPBAJ OT
KOMHATHOMW TEMIIEPATYPBI IO TEMIIEPATYPHI AedIierMaruu, U BpeMs peaKIui 0ObIYHO
coctaBiisieT oT 1 yaca 10 1 JHS, B 3aBUCMMOCTH OT MCIIOJIb3YEMOT'O HCXOTHOTO BEIIECTBA,
PACTBOPUTETIS U TEMIIEPATYPhI PEAKIHH.

[3] B cityuae, eciiv B IpOU3BOTHOM OCH3WIIIIMPA30Jia, IPEACTABICHHOM BhIIICyKa3aHHON
o6eit popmyioit (I, omuu u3 Q3 u T npencrasisoT coboit C, (IKWIBHYIO IPYIILY,

C1 (ATIKOKCH-3aMELLIEHHY 10 C, _(anKuibHyto rpymmy win C;  UMKIOAIKWIBHYIO IPYIILY, TO

COOTBETCTBYIOLIEE COEAMHEHUE HACTOSILIETO U300 PETEHUS, ITPEICTABIEHHOE
BbIIIIEyKa3aHHOM ob1eit popmyroit (II), MoxkeT ObITh TAKKE MOJIYYEHO IMyTeM
[JIMKO3UIMPOBAHHUS COOTBETCTBYIOLLETO TPOU3BOJHOTO OEH3WINUPA30J1a, IPEICTABIEHHOTO
BbIIIIEyKa3aHHOM ob1eit popmyoit (1), ¢ ucmonbzoBaHrueM aneToOpPoM-a-D-TII0K03bI WK
aneToopoM-a-D-ranakTo3bl B IPUCYTCTBUM OCHOBAHMS, TAKOTO KAK TMAPOKCUl HATPUS,
TUIIPOKCU]T KaJIusl, KapOOHAT KaJIMsl WM T.I1., M KaTaln3aTopa Mex(da3HOTo MepeHoca,
TaKOro Kak OeH3UITPU(H-OyTUII)aMMOHUNXIOPU, OCH3WITPU(H-O0YTUIT)aMMOHUMOPOMUT,
ruapocyibdat Terpa(H-0yTUI)aMMOHUS WK T.11., B UHEPTHOM PACTBOPUTEIIE, COAEPKAIIEM
Boay. B kauecTBe MHEPTHOTO PACTBOPUTEIIS, UCIIOJIB3YEMOI'O B IAHHOM peakluu, MOTYT
CIIyKWUTh, HAIIPUMED, TUXIIOPMETaH, TOJIyO0JI, OEH30TPUDTOPUI, CMECh YKa3aHHBIX
pacTtBoputenielt u T.11. TeMnepaTypa peakuud o0bIYHO cocTaBiseT uutepBai ot 0°C no
TEeMIEpaTyphl nederManuu, U BpeMs peakiud oObIYHO cocTaBisieT oT 30 MUHYT 10 | AHS, B
3aBUCMMOCTH OT UCIIOJIb3YEMOT'O UCXOAHOIO BEIECTBA, PACTBOPUTEIISI U TEMIIEPATYPbI
peaxuuu.

[TonmyueHHOE MIMKO3UIMPOBAHHOE TPOU3BOAHOE OCH3WIIIMPA30J1a, PEICTABIEHHOE
BBITIIEYKa3aHHOM 00111el popmyroit (I1), MokeT OBITh TAKXKe UCIIOIB30BAHO B TTOCIIEYFOIIICH
peaxKuuM IOCIIe €ro COOTBETCTBYIOIIETO IIPEBPALLEHHUS B COJIb U BBIJACIICHUS] CTAHAAPTHBIM
CIocoooM.

Cnoco6 1-9
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[TpousBogHOE Mpa30i1a HACTOSILErO U300PETEHMS], TPEACTABIEHHOE BbILIEYKA3aHHOM
obmett hopmyitoii (I), MokeT OBITh MOYYEHO IIETOYHBIM TUIPOIM30M COCTUHEHMS,
MPEACTABIIEHHOT O BbIllIeyKa3aHHOM ob1elt ¢popmyiot (1), 1 yaaneHreM 3alIUTHON TPYIIIIbI
WJIA BOCCTAHOBJICHUSI HUTPOTPYIIITHI MMOJIYYEHHOTO COEIMHEHUS, €CIM 3TO HeoOxoaumo. B
KayeCTBE pACTBOPUTEIIS, UCIIOJIB3YEMOTO B PEAKLIMU TUAPOJIA3A, MOTYT CIYKUTh, HAIIPUMED,
METaHOJI, 3TaHOJI, TeTparuapodypaH, BoJa, CMECh YKa3aHHBIX pacTBopuTeeli U T.1. B
KayeCTBE OCHOBAHMS MOTYT CI1YKUTb, HAIIPUMED, TUAPOKCUI HATPHUSI, METOKCU HATPUS,
ATOKCU HAaTpus U T.1. TeMnepatypa peakiuu oObIYHO cocTaBisieT uHTepBaji ot 0°C 1o
TeMIlepaTyphl AediermManuu, U Bpems peakiuyuu o0bIdHO cocTaBiisieT oT 30 MUHYT 110 1 1HS, B
3aBUCUMOCTH OT MCIIOJIb3yEMOI'O UCXOJHOI'O BELIECTBA, PACTBOPUTEIIS U TEMIIEPATY PBI
peakuuu. Kak ObU10 YKa3aHO BBIIIE, B CITy4ae, €CJIU MOCNe TUIPOIN3a, COSTUHEHUS UMEIOT

3al[UTHBIC TPYIIIBI B R, R RY wumu R, To Takas sammrHas rpyIIa MOXeT ObITh
yJaJieHa cTaHJapTHBIM ciocoOoM. Kpome Toro, mocine 3aBepiiieHus BbIlIEyKa3aHHON

PeaKIyH, COeIMHEHHS, MMEIOIMe HUTPOrPYIy B R? U Npe/icTaBIeHHbIE BBIICYKA3aHHOM
o6mett hopmyitoii (I), MOTYT OBITH TaKXe IMPEBPAIICHBI B COOTBETCTBYIOIIEE COSTMHEHUE,
MMEIOLIEe AMUHOTPYIIILY, IOCPEACTBOM KATAJIMTUYECKOTO BOCCTAHOBIICHHUS C
MCIIOJIb30BAaHUEM IUIATUHOBOTO KATAJIM3AaTOPA, TAKOIO KAK OKCUJI INIATUHBI, B UHEPTHOM
pacTBOpUTENIe, TAKOM KaK 3TUJIALETAT, IIPU TEMIIEPATYPE, OOBIYHO COCTABJISIONIEH UHTEPBAI
OT KOMHATHOM TeMIepaTyphl 10 TeMIIepaTyphl Aedermanuu, 0ObIYHO, B TeueHue oT 30
MHUHYT 10 | IHS CTaHAAPTHIM CIIOCOOOM.

CoemuHeHus, MpeCTaBIICHHBIC BbIIIeyKa3aHHOM obmeit popmymoi (1) u ucmonb3yembie
B KQUECTBE UCXO/IHBIX BEIIECTB, MOTYT OBITh MTOJYUYEHBI B BUIE TPEX CIEAYIOLIMX
TayToMepos, rae R mpencrapiser co6oit aToM Bogopoa, 06pa3yroNIXCcs B 3aBUCHMOCTH
OT Pa3JIMYHbIX PEAKLUUOHHBIX YCIIOBUMA, U TAKUMU COCIMHEHUSAMMU, IIPEACTABIICHHBIMU
BbIIIIeyKa3aHHOM ob1eit popmynott (II1), SBISIOTCS BCce COSTUHEHUS:

= R14
7 LN
R XNY-ZN i
R3
R R12
~ =0
HN-NH
=] R4 =& 14
Y XN-ZN s R’ XY-ZN s
-
12 Ra 12 R3
R R R R
/; OH \\\/\»'C'H
HN-N N-NH

rae R, R3, R6, R7, Rlz, R14, R15, X, Y ¥ Z uMEeI0T 3Ha4YeHUs1, ONPEACIICHHbIE BHIIIIE.
M3 coenrHenuii HACTOSIIETO U300 PETEHUS, TPEACTABICHHBIX BbIIIEYKa3aHHON OOIIeH

dbopmynoii (1), coenuHenue, riae R! npeacrasisier coboit C,  aJKWIbHYIO TPYITY,

1-6
C2 (AIKEHUIIBHYIO TPYIIILY, ruapoken(C, JankuwibHyto rpymiy, C,  IMKIOAIKWIbHYIO

Tpyminy, C3_7L[I/IKJ'I0aJ'IKI/IJ'I-3aMeHICHHyIO (C1 ] 6)aJ'IKI/IJ'IbHy}O TPYNITy WK apUI3aMEIIEHHYIO C1

_6aJ'IKI/IJ'IBHy}O I'pyIiIry, KOTopasa MOXET UMCTb OAWMHAKOBbBIC UJIM PA3JIMIHBIC 1-3 3aMCECTUTCIIA,
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BBIOPAHHBIX U3 FPYMIIbI, COCTOSIIIEN U3 aTOMA rajloreHa, TUAPOKCUTPYIIIIbI, AMUHOT PYTIIIbI,

C, (anKkuibHOM rpymibl U C,  ANKOKCUTPYIITBI, MOXKET OBITh IOY4CHO, HATIPUMED, B

COOTBETCTBUU CO CIEAYIOIIENH METOIUKOM:

R° R"  Cnocob R° R
R” XYZN_is C 2_ R XY-ZN_g
3 —_— 3
Q2 R2‘2 R 1) Fmaponua R2 R
N ) RGO
N 3) NHorga yaanexve /1 N

(11a) 3aLUMTHOM rpyMMbl R®

(Ia)

rie L3 npencrasnser coboit yaansemMyro IpyIy, TAKYIO KaK aTOM IajloreHa,
ME3UITOKCHIPYIIIa, TOSMIOKCUTpyIIa Wik T.11.; R?! mpeacrasnser co6oit C, _(aIKUIbHYIO
rpyniy, C, (alkeHWIbHYIO Ipymity, THAPOKCH(C, ()aIKUIBHYIO IPYIITY, KOTOPas MOKET
MMETh 3alMTHYIO Tpymniy, C, IMKIOAIKWIbHYIO Ipyny, C, SUMKIoaNKuI-3aMelieHHyio C,

_(AJIKHIIBHYIO IPYIIITY WM apUiI-3aMeleHHYI0 C,  aJKUIbHYIO IPYIITY, KOTOPast MOXET

MMETh OJJMHAKOBbIE WIIM Pa3IMyHble 1-3 3amecTuTensi, BBIOpAaHHBIX U3 T'PYIIIIbI, COCTOSIIEN
U3 aTOMa rajioreHa, FTMAPOKCUTPYIIIbI, KOTOPas MOKET UMETh 3aALIUTHYIO FPYyHIy,

AMUHOTPYIIIIBI, KOTOPASt MOXKET UMETh 3ALIUTHYIO rpyminy, C,  alKWIbHOM IPYIIILL U

C, _(A/IKOKCHUI DYIIITBL; R3! mpencrasiser coboit C, canxuipHyto rpymy, C,

rpyniy, ruapokcu(C, JankunbHyro rpymmy, C, IMKIOaIKHIBHYIO IPYIILY,

AJIKEHUWJIBHYIO

C, uuKioankui-3amelleHtyo C, alIKUIbHYIO TPYIIY I aPHI-3aMeLICHHY IO

Cl _6aJ'IKI/IJ'IBHyIO I'pyiiy, KOTopasda MOXCET UMETb OAMHAKOBBIC UJIM PA3JIMYHLIC 1-3

3aMEeCTUTEJIS, BBIOPAHHBIX U3 T'PYIIIIbI, COCTOSIIEH U3 aTOMA rajoreHa, rTupOKCUT PYIIIIHI,
AMUHOTPYIIIbI, C1 i 6anKI/InLH017I TPYIIbL U C1 _cAIIKOKCUTPYTIITBI, U Rz, R3, R4, R’ , R6, R7,

R12, R14, RIS, Q, Q2, T, T2, X, Y ¥ Z UMEIOT 3HA4YECHUS, ONPEACIICHHbBIC BBILIIE.

Cnoco0 2

[TpousBoaHOE NMKUpa30iIa HACTOSIIET O U300PETeHUS, TPEACTABICHHOE BhIIICYKa3aHHOM
o6meit popmynoi (Ia), MOXKET OBITH TTOJYYEHO THAPOIIM30M COSTMHEHMS, TTPEACTABICHHOTO
BbIIIIEyKa3aHHOM ob1eit popmyroit (Ila), mo MeToay, aHAJTOTUYHO OMMCAHHOMY B
BbIIIIEYKAa3aHHOM criocobe 1-9, u N-alKuIMpoBaHuUs C UCMIOIb30BaHUEeM N-aJKWIMPYIOIIETrO
areHTa, MpeICTaBICHHOTO BhIIICyKa3aHHOM 0011el hopmy:ioit (XV), B IPUCYTCTBUA
OCHOBaHMsI, TAKOTO KaK KapOOHAT LEe3Us WM KapOOHAT KaJIUsl B UHEPTHOM pAacTBOPUTENTE, U
B ClIy4ae, €CIv JaHHBIE COEIMHEHUS UMEIOT 3ALUTHYIO TPYIITY, TO TAKXKE YAAJICHUEM
3alIUTHOM TPYIIIbI CTAHAAPTHBIM CITOCOOOM, €CJIM 3TO HeoOxoauMo. B kauecTBe MUHEPTHOTO
PACTBOPHUTEIS, UCIIOJIB3YEMOT'0O B peaKy N-aJTKWIMPOBAHUS, MOTYT CIy>KUTh, HAIIPUMED,
AlETOHUTPWI, 3TAHOJI, 1,2-TUMETOKCUITaH, TeTparuapodypat, N,N-numetunpopmamu,
JTMMETUIICYIb(OKCU, CMECh YKa3aHHBIX pacTBOpuUTENel U T.1. TeMiepatypa peakiuuu
OOBIYHO COCTABJISIET UHTEPBAJ OT KOMHATHOM TEMIIEpATYPhI 10 TEMIIEPATYPhI
nedierManuu, U Bpemsi peakiuur 0ObIYHO cocTaBiisieT OT 10 MUHYT 110 1 JHS, B 3aBUCUMOCTH
OT UCIOJIb3YEMOI'0 UCXOJHOI' O BEIIECTBA, PACTBOPUTENS U TEMIIEPATYPhI PEAKLHH.

W3 coenuuenunit HACTOAIEr0 U300 PETeHUS, TPEACTABICHHBIX BBIIIEyKa3aHHOMN 0b11Iei

dbopmynoii (1), coenuaenue, riae R! MPEJICTaBIISIET COOOM aTOM BOJIOPO/Ia, MOXKET OBIThH
TaKXe MOJIy4€HO, HAITIPUMED, B COOTBETCTBUM CO CIIEIYIOLIEH METOAUKOM:
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R® R®
R XY-2-0 Cnocob 3-1 R x-y-z-on Cnoco6 3-2
_— 3 U -
R® R 14
5 12 yaanexue 2 12 1) R
Q “ -’?Z ©eH30rbHO rpynnbl Q ) ‘?2 HN g (XVI“)
HN-N xvVI) HN-N (XVID R
2) uHorga ygarneHue
s " 3alUMTHON rpynnbl
Re R4 C R ]
: noco6 3-3 R". X=Y-Z-N
R” ‘ N x—Y—Z—N,R15 ‘RS
= R3 > R3
Q2 R212 1) rugponus Q_~ R?
Z T 2) nHoraa ynanexue HN‘f\/J T
HN-N 3aLUMTHON rpynnbl (Ib)
(11a)

rae Rz, R3, R4, R5, R6, R7, Rlz, R14, R15, Q, QZ, T, T2, X, Y U Z UM€eIOT 3HaYEeHUS,
OIPEAEIICHHBIE BBILIE.

Cnocob 3-1

CoemuHeHue, MpeACTaBIIEHHOE BBIIIIEYKa3aHHOM 0011el popmymoit (XVII), MoxeT OBITh
MOJTyYEHO KaTAJIUTUYECKUM TMIPUPOBAHUEM COECAUHEHUS, IPEACTABIEHHOTO
BBITIIEYKa3aHHOM 00111l popmyrtoit (XVI), ¢ ucrmonb30BaHUEM TAJIIAIMEBOTO
KaTaJIu3aTopa, TAKOTO KaK MOPOLIKOOOPA3HbIN Majulaguii Ha yrie, B MHEpTHOM
pacTBopuTeie, ¢ yaaleHueM OeH3UIbHOM Ipynnbl. B kauecTBe pacTBopuUTens,

UCIIOJIb3YEMOTO MPU KATAJIUTUUECKOM T'MAPUPOBAHUN, MOTYT CIIY>KUTh, HAIIPUMED, METAHOI,

9TAHOJ, TeTparuapodypaH, STUIALETAT, CMECh YKA3aHHBIX PACTBOPUTENICH U T.II.
Temnepatypa peakyu oObIYHO cocTaBiisieT MHTepBaj oT 0°C g0 TeMiepaTypbl
nedrermanuu, ¥ Bpemsi peakiyuu 0ObIYHO COCTaBIseT OT | yaca a0 2 AHel, B 3aBUCUMOCTH OT
MCIIOJIb3yEMOT'0 UCXOHOTO BEIIECTBA, PACTBOPUTEINS M TEMIIEPATYPBI PEAKLIMH.

Cnoco6 3-2

CoenuHeHue HACTOSIIET0 U300peTeHus], MPEACTABICHHOE BhIIIIEYKa3aHHOM 00IIIel
dbopmyiroii (ITa), MOXKET OBITH ITOJTyYeHO KOHACHCANMEH COSTUHEHUS, TTPEICTABICHHOTO
BBITIIEYKa3aHHOM 00111el popmyroit (XVII), c aMUHHBIM TTPOU3BOIHBIM, ITPEACTABIICHHBIM
BBITIIEYKa3aHHOM 00111el popmyroit (XVIII), B MpUCyTCTBUM KOHACHCUPYIOIIETO areHTa,
TaKoro Kak ruapoxyiopuf 1-3Tui-3-(3-1uMeTUIaMUHOIIONWI)KapooAuuMuIa Uiv
JMLUKIIOTEKCUITKAPOOAUMMU, B OTCYTCTBUY WIIU B MMPUCYTCTBUU OCHOBAHUS, TAKOT'O KaK
TpU3TUIAMUH WA N,N-IMU30IIPONUIITUWIAMUH, B UHEPTHOM PACTBOPUTEIIE, I1OCIIE
COOTBETCTBYIOIIETO J00aBNIeHUs |-TUIPOKCUOEH30TPpUA30Ia, €CIIU 3TO HeobXoaumo. B
Ka4yeCTBE PACTBOPUTEIIS, UCIIOJIB3YEMOI'O B PEAKIIMM KOHJICHCALUU, MOTYT CI1Y’KHUTh,
Hampumep, N,N-qumeTusipopmMaMu, TMXJIOpMETaH, TeTparuapodypaH, CMeCh YKa3aHHbBIX
pactBopureeit u T.i. TemmnepaTtypa peakiuyd o0bdHO cocTaBisieT untepnai oT 0°C 1o
TeMIlepaTyphl AedierManuu, U BpeMs peakiiui OObIYHO COCTaBJIseT OT 1 yaca A0 2 IHel, B
3aBUCUMOCTH OT MCIIOJIb3YEMOI'O UCXOJHOI'O BELIECTBA, PACTBOPUTEIS U TEMIIEPATY PbI
pEaKLMH.

Cnocob 3-3

[TpousBoaHOE MTUpa30Jia HACTOSIIEr0 U300PETeHMS], TPEACTABIEHHOE BhIIIEYKA3AHHOM
o6meit popmysoit (Ib), MokeT OBITH IMOIYYCHO IIETOYHBIM THAPOIU30M COCTUHEHMUS,
MPEeACTABIIEHHOT O BhIlIeyKa3aHHOM ob1elt ¢popmyioit (Ila), u ynaneHueM 3allIUTHOM
CPYIMIbI CTAHJAPTHBIM CIIOCOOOM, €CITU 3TO HeoOxoauMo. B kauecTBe pacTBOpUTES,
KCITOJIb3yEMOI'O B PEAKLMU TUIPOJIN3A, MOTYT CIIyKUTh, HAIIPUMEDP, METAHOJI, 3TAHOJI,
TeTparuapodypat, BoJa, CMECh YKa3aHHBIX PACTBOPUTEIEH U T.11. B kauecTBe OCHOBaHMS
MOTYT CIIY>KUTh, HAIIPUMEDP, TUAPOKCU HATPUS, METOKCUJ HATPUSI, ITOKCUIL HATPUS U T.II.
Temmnepatypa peakuuu 00bI9HO cocTaBisieT uHTepBa oT 0°C 10 TeMiiepaTypbl
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nedierManyu, U BpeMsl peakiiiid OObIYHO cocTaBisieT oT 30 MUHYT 10 1 THS, B 3aBUCUMOCTH
OT MCIOJIb3YEMOI'0 UCXOJTHOTO BEIIECTBA, PACTBOPUTEINS U TEMITEpaTyphl peakiuu. B ciyuae

€CJIM T10CJIE TUAPOIN3a, COENUHEHUS UMEIOT 3allIUTHBIE TPYNIILI B R2Z, R™ wuma R, to
Takas 3alMTHAs TPyIIa MOXeT ObITh yAaJeHa CTAHAAPTHBIM CITIOCOOOM, KaK OIMKUCAHO B
crioco6e 1-9.

M3 coenrHeHuii HACTOSIIETO U300 PETEHUS, TPEACTABICHHBIX BbIIIEYKa3aHHON OOIIIeH
dopmymnoii (I), coemmuenue, rae R! npencrapiser co6oit aToM Bomopoaa, X MpeacTaBiseT
cO0O# MPOCTYIO CBsI3b, M Y MPEACTABISET coboit C, ANKUICHOBYIO IPYIIIY HIX

C2_6aHKCHI/IHCHOByIO I'PpYIILy, MOXET OBITH IMOJIYYCHO, HAIIPUMEP, B COOTBETCTBUHU CO

CIIeAYIOLIEN METOUKOM:

6
» Cmoco64-1 7 B i, o, Cnocob 4-2
.
2 /\ | » 2 R® KaTanuTuyeckoe
Y-Zz-OH a AN B rMapUpoBaHue Q
HN -N 6:09) HN-N XxXD
XI1X)
Cnoco6 4-3 R ’R14 CI'I0006 4-4
—_— y'-z—N -
—_—— ‘ni15
R R3 1) T'maponus
1) HN s Q2 2) WHorpa ynanexue
/15

3aLLMTHON TPYNMbI

QD wed (11D

2) NHorpa ynanexve
3aLLMTHOM rpynnbl

rme L4 MpeJICTaBIISIET COOOM yaaIsIeMylo TpymIy, TAKyl0 Kak aTOM XJIopa, aToM 6poma,
aToM roja, TpUPTOPMETHIICYTH(MOHUITOKCUT PYIIITA UM T.11.; Y! MpeCTaBIsIeT COOOM
IIPOCTYIO CBSI3b UIIU C1 _,AJIKUIICHOBYIO TPYIIITY, 1 R2, R3, R4, R5, R6, R7, R12, R14, R15, Q,

Q?, T, T? u Z UMeIOT 3HAUCHMUSI, ONPEICIICHHBIC BBILIIC.

Cnocob 4-1

[TpousBoaHOE MTUpa30J1a HACTOSIIEr0 U300PETeHHUS], TPEACTABIEHHOE BhIIIEYKA3AHHOM
obmeit popmynont (XXI), MOKeT OBITh OIYUEHO, IMOABEPras MPOU3BOIHOE MUPA30JIa,
MPeACTaBIIEHHOTO BhIIIEyKa3aHHOM obmmel ¢popmyitoi (XIX), peakuun Xeka ¢ o1epUHOBBIM
MIPOU3BOAHBIM, MPEICTABICHHBIM BhIIIIEYKa3aHHOM 0011ei hopmynoit (XX), ¢
UCTIOJIb30BAHUEM TMAJIAIMEBOT0 KATAIU3aTOPA, TAKOTO KaK MOPOIIKOOOpA3HbIN MaJlIauii
Ha yriie, aleTaT nauiaaus, TeTpakuc(TpudenundochuH)naiiaaum,
JTMOEH3WITUICHAE TOHTIAIIIAIMI WK nuxJiopuf ouc(tpudenundochuH)nanianms, B
OTCYTCTBMHU WU B MPUCYTCTBUM (POCHPUHOBOTO JIMTaHAa, TAKOTO KaK
Tpuc(2-metundenun)pochun umm TpudenundochuH, U B IPUCYTCTBUM OCHOBAHMUSI, TAKOTO
KaK TPUITUIIAMUH, TPET-OyTOKCUI HATPUSI, TPET-OyTOKCUT KaJinsl Win (PTOpUJ 1ie3us, B
MHEPTHOM pacTBOpUTeNie. B kauecTBe pacTBOPUTEIIS, UCTIOIH3YEMOTO B IAHHOW PEaKI1y,
MOTYT CITy’KUTbh, HAIIPUMED, AUETOHUTPUJI, TOIYOJ, TeTparuapodypaH, cMeChb yKa3aHHBIX
pactBopurereit u T.i. Temmnepatypa peakiuu oObI4HO cocTaBisieT untepnai oT 0°C go
TeMIlepaTyphl AedierManuu, U BpeMs peakiuu 0ObIYHO cOCTaBiIsieT oT 1 yaca Ao 1 1Hs, B
3aBUCUMOCTH OT MCITOJIb3YEMOT'O UCXOHOTO BEIIECTBA, PACTBOPUTENS U TEMIIEPATYPhI
peakuuu.

Cnocob 4-2
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CoemuHeHue, MpeACTaBlIEHHOE BhIIIeYKa3aHHOM o01elt popmymoit (XXII), MoxeT OBITh
MOJIyYEHO KATAJIUTUYECKUM T'HAPUPOBAHUEM COEIMHEHUS, IPEICTABIEHHOI O
BbIIIIEYKa3aHHOM ob1ieit popmyoit (XXI), c MCoab30BaHUEM MMATUIAAUEBOTO
KaTaau3aTopa, TAKOro KakK MOPOIIKOOOpa3HbIi MajIaauii Ha Yrjie, B MHEPTHOM
pactBoputesie. B kauecTBe pacTBOPUTENIS], UCIIOJIb3YEMOTO MMPU KATATUTUYECKOM
TUIPUPOBAHUU, MOTYT CIIyKUTh, HAIIPUMEP, METAHOJI, 9TAHOJ, TeTparuapodypaH,
ITUIANETAT, CMECh YKa3aHHBIX pacTBOpUTENel U T.1. TeMnepaTypa peakiuuu oObIYHO
cocrasisier uHTepBai ot 0°C 10 TeMmepatypsl AedierManyu, U Bpemsi peakiui OObIYHO
cocraBisieT OT 1 yaca 10 2 qHeH, B 3aBUCUMOCTH OT UCIIOJIb3YEMOI'O UCXOAHOTO BEIIECTBA,
PACTBOPUTENISI U TEMIIEPATYPbI PEAKLMU.

Cnocob 4-3

CoenuHeHue HACTOSIIET0 U300peTeHus], MPEACTABICHHOE BhIIIIEYKa3aHHOM 00IIIel
dhopmyiori (IIb), MOKeT OBITH IMOYYEHO KOHACHCANMEN COSIUHEHHS, TTPEICTABIIEHHOT O
BBITIIEYKa3aHHOM 00111el popmyroit (XXII), c aMUHHBIM TTPOU3BOIHBIM, ITPEACTABIICHHBIM
BbIIIEyKa3aHHOM ob1eit popmyront (XXIII), B mpucyTCTBUM KOHACHCUPYIOLIETO areHTa,
TaKoOro Kak ruapoxyiopuf 1-3Tui-3-(3-1uMeTUIaMUHOIPOIIUIT)KapOouMMuaa Uiu
JULUKIIOTEKCUITKAPOOAUUMU, U OCHOBAHUS, TAKOT'O KaK TPUITWIIAMUH WIH
N,N-aun30npOnMIdTUIAMHUH, B UHEPTHOM PACTBOPUTENIE ITOCIIE COOTBETCTBYIOLIETO
no0aByeHus 1-ruApOKCUOEH30TPUA30J1a, €CIIH 3TO HEOOXO0IMMO, U YAAJIEHUEM 3aIUTHOMN
CpYNIbI CTAHJAPTHBIM CIIOCOOOM, €CITM 3TO HE0OX0auMo. B kauecTBe pacTBopUTes,
MCIIOJIb3yEMOT'0 B peaKLUMU KOHAEHCAUU, MOTYT CIIyKUTb, HAIIPUMED,
N,N-gumetunopmamus, TUXJIOpMeTaH, TeTparuapodypaH, CMeCh YKa3aHHbBIX
pactBopurereit u T.i. TemmnepaTtypa peakiuuy oObI4HO cocTaBisieT untepnai oT 0°C go
TeMIlepaTypbl AedierManuu, U BpeMs peaKkiui OObIYHO COCTaBJIsET OT 1 yaca Ao 2 IHel, B
3aBUCMMOCTH OT UCIIOJIb3YEMOT'O UCXOJHOI'O BEIIECTBA, PACTBOPUTEIIS U TEMIIEPATYPbI
peaxuum.

Cnoco0 4-4

[TpousBogHOE MMpa301a HACTOSILErO U300PETEHMS], TPEACTABIEHHOE BbILIEYKA3aHHOM
obmett hopmyitoii (Ic), MOKET OBITH MOJIYYEHO LIEJIOUYHBIM THAPOJIM30M COSAUHEHUS,
MPeACTaBIIEHHOTO BhIIIeyKa3aHHOM obmelt ¢popmyio (IIb), u yaaaeHueM 3aIUTHON
CPYMIbI CTAHJAPTHBIM CIIOCOOOM, €CIIM 3TO HeoOXoauMo. B kauecTBe pacTBOpUTENS,
MCIIOJIb3yEMOT'0 B PEAKLMU TUAPOIIN3A, MOTYT CIIYKUTh, HAIIPUMEDP, METAHOJ, 3TAHOJI,
TeTparuapodypat, BoJa, CMeCh YKa3aHHBIX PACTBOpUTENEH U T.11. B kauecTBe OCHOBaHMS
MOTYT CI1y>KUTb, HAIIPUMEDP, TUAPOKCU HATPUS, METOKCUJ HATPUS, ITOKCUIL HATPHUS U T.II.
Temnepatypa peakyu oObIYHO cocTaBiisieT uHTepBaj oT 0°C g0 TeMepaTypbl
nedrermanyu, U BpeMsi peaKiuuu 00bIYHO cocTaBisieT oT 30 MUHYT 110 1 IHS, B 3aBUCUMOCTH
OT MCIIOJIb3YEMOI'0 UCXOJHOTO BEUIECTBA, PACTBOPUTEINS U TEMIIEPATYPBI peakuuu. B ciydae

€CJIA COEIMHEHUS T10CTIEe TUAPONIN3a, UMEIOT 3AIIUTHBIC [PYIIIIbI B R12, R wum RP , TO
Takas 3alMTHas T'PYyIIa MOXET OBITh yajeHa CTaHJapPTHBIM CIIOCOOOM, KaK OIKMCAHO B
criocobe 1-9.
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3aLLMTHOM MDVAMbI X YLZ—N\R15

Cnocob 5-3

\Cnoco6 5-4
1) T'waponua . 1) KaranuTuyeckoe

2) WHorpa yaaneHue salmTHoR pupoBaHMe

rpynnbl 2) WHorga yaanexue

14 3alLUMTHOM rpynnbl T OUP

RAA Y 2N,

H15

R
HN-N (Id)
\ Cnocob 5-5 Cnocob 5-6

1) Katanutudyeckoe
TMApUpOBaH1e

2) NHorpa yaaneHue
3aLLUMTHOM rpynnbl

1) F'magponus
2) NHoraa yaaneHue 3aluuTHOM
rpynnbl

A
HN-N (1c)

e LY R%, R3, RY RO, RS R7,R12, R R, Q, Q% T, T2 Y! u Z umeror 3Hauenus,
OIIPEAEIICHHBIE BBILIE.

Crocob 5-1

CoenrHeHue HACTOSIIET0 U300peTeHUs], TPEICTABIICHHOE BhIIIEyKa3aHHOM OOIIIeH
dbopmyioii (IIc), MOKET OBITH MTOJTyYeHO KOHACHCANEH COSTUHEHUS, TTPEICTABICHHOTO
BBITIIEYKa3aHHOM 00111el popmyroit (XXI), ¢ aMMHHBIM MTPOU3BOIHBIM, MTPEICTABICHHBIM
BBITIIEYKa3aHHOM 00111el popmyroit (XVIII), B MpUCyTCTBUM KOHACHCUPYIOIIETO areHTa,
TaKOT'0 KaK ruaApoxjiopus 1-3Tui-3-(3-1MMeTUIIaMUHOTIPOITUIT)KapOOIMUMUIA UITH
JULUKIIOTEKCUITKAPOOAUUMUI, U OCHOBAHUS, TAKOT'O KaK TPUITWIIAMUH WIN
N,N-11130npONnUISTUIIAMUH, B UHEPTHOM PAaCTBOPUTEIE, IIOCIIE COOTBETCTBYIOLIETO
no0aBieHus 1-ruIpoOKCUOEH30TPUA301a, €CIIM 3TO HEOOXOIUMO, C TTOCIIETYIOIIUM
yIaJIEHWEM 3aIUTHOM IpyNHIIbl CTAHAAPTHBIM CIOCOOOM, €CIIM 3TO HeoObxoauMo. B kauecTse
PACTBOPHUTEIS, UCITOJIB3YEMOI'O B PEAKLIMUA KOHJIEHCALUY, MOTYT CIIY’KWUTh, HAIIPUMED,
N,N-nmumeTundopMamMu, TMXJI0OpPMETaH, TeTparuapodypaH, cMech yKa3aHHBIX
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pactBoputesielt u T.11. TeMnepaTypa peakuud o0bIYHO cocTaBiseT uutepBai ot 0°C 1o
TEeMIEpaTyphl AedIerManuu, 1 BpeMs peakiii OObIYHO COCTABIISIET OT 1 yaca 10 2 1HeH, B
3aBUCHUMOCTH OT UCIIOJIb3YEMOT'O UCXOJHOT'O BEILIECTBA, PACTBOPUTEIISI U TEMIIEPATYPbI
peaxKuum.

Crocob 5-2

[TpousBoaHOE MTUpa30J1a HACTOSIIEr0 U300PETEHHUS], IPEACTABIEHHOE BhIIIEYKA3AHHOM
o6meit popmynoi (IIc), MokeT OBITH MOMYUEHO, ITOIBEPrasi IPOU3BOIHOE ITUPA30JIa,
MPEeACTaBIIEHHOTO BhIIIEyKa3aHHOM obmmel ¢popmyiton (XIX), peakuun Xeka ¢ o1eprUHOBBIM
MIPOU3BOAHBIM, IPEICTABICHHBIM BhIIIIEYKa3aHHOM o01ieit popmymon (XXII), ¢
UCTIOJIb30BAHUEM TMAJIIAIMEBOT0 KATAIU3aTOPA, TAKOTO KaK MOPOIIKOOOpA3HbIN MaJlIauii
Ha yriie, aeTaT nauiaaus, Terpakuc(TpudenundochuH)maiiaaum,
JTMOEeH3WIUICHAE TOHTIAJIIAIMI WK nuxJiopuf ouc(tpudenundochuH)nanianms, B
OTCYTCTBHHU WU B MPUCYTCTBUM (POCHPUHOBOTO JIUraHAa, TAKOTO KaK
Tpuc(2-metundenun)pochun nmm rpudenundpochuH, B IPUCYTCTBUA OCHOBAHUS, TAKOT'O
KaK TPUITUIIAMUH, TPET-OyTOKCU HATPHUSI, TPET-OyTOKCUT KaJinsl Win (PTOpUJ 1ie3us, B
WHEPTHOM pacTBopuTelie. B kaduecTBe pacTBOPUTENS, UCIIOIB3YEMOTO B JAHHOW PEAKIUH,
MOTYT CITy’KUTbh, HAIIPUMED, AUETOHUTPUJI, TOIYOJ, TeTparuapodypaH, cMeChb yKa3aHHBIX
pactBopureeit u T.i. TemmnepaTtypa peakiuyd oObIYHO cocTaBisier untepnai oT 0°C go
TeMIlepaTyphl AedierManuu, U BpeMs peakiiui OObIYHO COCTaBJIsIET OT 1 yaca A0 2 IHew, B
3aBUCUMOCTH OT UCIHOJIb3YEMOI'0 UCXOIHOT'O BEILIECTBA, PACTBOPUTEINSI U TEMIIEPATYPbI
peakuuu.

Cnocob 5-3

[TpousBoaHOE MTUpa30Jia HACTOSIIEr0 U300PETEHMS], TPEACTABIEHHOE BhIIIEYKA3AHHOM
o6meit popmynoit (Id), MokeT OBITH IMOJIYYEHO IIETOYHBIM THAPOIN30M COCTUHEHMUS,
MPeACTaBIIEHHOTO BhIIIEyKa3aHHOM obmmelt ¢popmyioi (Ilc), u ynaieHueM 3aluTHOM
CPYNIbI CTAHJAPTHBIM CIIOCOOOM, €CIIU 3TO HeoOXoauMo. B kauecTBe pacTBOpUTENS,
UCIIOJIb3YEMOTO B PEAKLMU THAPOIIN3a, MOTYT CIIYKUTh, HAIIPUMEP, METAHOJI, TAHOIL,
TeTparuapodypat, BoJa, CMeCh YKa3aHHBIX pACTBOpUTENEl U T.11. B kauecTBe OCHOBaHMS
MOTYT CIIy>KUTh, HAIIPUMEDP, TUAPOKCU HATPUS, METOKCU HATPUSI, ITOKCUIL HATPUS U T.II.
Temnepatypa peakyu oObIYHO cocTaBiisieT uHTepBaj oT 0°C g0 TeMepaTypbl
nedrermanuu, U BpeMsi peaKiuu 00bIYHO cocTaBisieT oT 30 MUHYT 110 1 THSI, B 3aBUCUMOCTH
OT MCIIOJIb3YEMOTO UCXOJHOI0 BEUIECTBA, PACTBOPUTENSI M TEMIIEpPATYPhl peakiuuu. B crmyuae

€CJIM T10CJIE TUAPOIM3a, COEIUHEHUS UMEIOT 3ALLUTHBIE TPYIIIIb] B R R™ wuma R, to
Takas 3alUTHAs TPyIIa MOXeT ObITh yAaJeHa CTAHAAPTHBIM CITIOCOOOM, KaK OIMUCAHO B
cioco6e 1-9.

Cnoco0 5-4

CoemuHenue, MpeACcTaBIEHHOE BhIIIIeyKa3aHHOM o01elt popmyroit (IIb), MokeT OBITH
MOJIyYeHO KATAJIUTUYECKUM THIPUPOBAHUEM COEIMHEHUS, TPEICTABIEHHOT O
BbIIIIEyKa3aHHOM ob1eit popmyroit (Ilc), ¢ ucmonb30BaHUEM MAJUIAIMEBOTO KATAIU3ATOPA,
TaKOro KaK MOPOIIKOOOPa3HbIi MaJIaui Ha yIJie, B UHEPTHOM pacTBopuTerne. B kauecTse
PACTBOPHUTEIS, UCIIOJIB3YEMOTO MPU KATATUTUUECKOM TUAPUPOBAHUHU, MOTYT CIKUTD,
HampuMep, METaHOJI, ITAHOJ, TeTparuapodypaH, ITUIALETAT, CMECh YKa3aHHBIX
pactBoputesielt u T.11. TeMnepaTtypa peakuud o0bIYHO cocTaBiseT uutepBai ot 0°C no
TeMIlepaTyphl AedierManuu, U BpeMs peakiiui OObIYHO COCTaBJIsET OT 1 yaca Ao 2 IHew, B
3aBUCHUMOCTH OT MCIIOJIb3YEMOT'O UCXOJHOTO BEIIECTBA, PACTBOPUTEIISI U TEMIIEPATYPbI
peaxuuu.

Cnoco6 5-5

CoemuHeHue, MpeACTaBIIEHHOE BhIIIIeyKa3aHHOM o0meit popmytoi (Ic), MOXKET OBITh
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IIOJIyYEHO KATAJIUTUYECKUM T'HAPUPOBAHUEM COEIMHEHUS, IPEICTABIEHHOI O
BBITIIEYKa3aHHOM 00111el popmyroit (Id), ¢ UCITONTb30BaHKEM TAJIIAIUEBOT0 KaTalIu3aTopa,
TAKOro KaK MOPOIIKOOOPa3HbIi MaJIa Ui Ha yIJie, B UHEPTHOM pacTBopuTere. B kauecTse
PACTBOPUTEIIS, UCTIOJIB3YEMOTO MPHU KATAIIUTUUECKOM TMAPUPOBAHUU, MOTYT CI1YKUTh,
HaIpuMep, METaHOJI, 3TAHOJI, TeTparuapodypaH, ITUIANETAT, CMECh YKa3aHHBIX
pactBopurereit u T.i. TemmnepaTtypa peakiuuud oObIYHO cocTaBisieT untepnai oT 0°C go
TeMIlepaTyphl AedierManuu, U BpeMs peakiui OObIYHO COCTaBJISET OT 1 yaca A0 2 IHel, B
3aBUCMMOCTH OT UCIIOJIb3YEMOT'O UCXOHOI'O BEILIECTBA, PACTBOPUTEIIS U TEMIIEPATYPbI
peaxKuuu.

Crnoco6 5-6

[TpousBoiHOE MHMpa30I1a HACTOSILErO0 U300PETeHUs, TPEACTABICHHOE BbIIIEYKa3aHHOM
obmett hopmyitoii (Ic), MOKET OBITH MOJIYYEHO MIEJIOUYHBIM THAPOJIM30M COSAUHEHUS,
MPEeACTaBIIEHHOT O BhIllIeyKa3aHHOM ob1elt ¢popmyioit (IIb), u yaaneHueM 3aluTHON
CPYNIbI CTAHJAPTHBIM CIIOCOOOM, €CIIM 3TO HeoOXoAuMo. B kauecTBe pacTBOpUTENS,
WCITOJIb3YEMOI'O B PEAKLMU TUIPOJIN3A, MOTYT CI1yKUTh, HAIIPUMEDP, METAHOJI, 3TAHOJI,
TeTparuapodypaH, BoJa, CMECh YKAa3aHHBIX paCTBOpUTEICH U T.I1. B kauecTBe OCHOBAHUS
MOTYT CIIY>KUTb, HAIIPUMED, TUAPOKCUL HATPHUS, METOKCU HATPUS, ITOKCU HATPUS U T.II.
Temmnepatypa peakuuu 00bI9HO cocTaBisieT uHTepBai oT 0°C 10 TeMiiepaTypbl
nedierManuu, U BpeMsi peakiiuu 00bIYHO cocTaBisieT oT 30 MUHYT A0 1 AHS, B 3aBUCUMOCTH
OT MCIIOJIb3YEMOI'0 UCXOJHOTO BEUIECTBA, PACTBOPUTEINS U TEMIIEPATYPBI peakuuu. B ciyuae

€CJIM T10CJIE TUAPOIN3a, COENUHEHUS UMEIOT 3allIUTHBIE TPYNIILI B R, R pmm R Y, To
Takas 3alMTHas IpyIa MOXeT ObITh yAajieHa CTAHAAPTHBIM CIIOCOOOM, KaK OIKMCAHO B
cioco6e 1-9.

CoenMHEeHUsT HaCTOSIIEro U300 peTeHUs, TPeCTABJICHHbBIC BhIIICYKAa3aHHOW 00IIei
dbopmyroii (I) ¥ moTy4YeHHBIE BBIIIECOMMCAHHBIMU CIIOCOOaAMHU, MOTYT OBITH BBIJIEIIEHBI U
OYMIIICHBI CTAHAAPTHBIMA METOAAMU BBIJIEIIEHUS, TAKUMHU KaK (PPaKIMOHUPOBAHHAS
MEPEKPUCTATUIU3AIMS, OUUCTKA C UCIIOJIb30BAHUEM XpOMATOTpaduu, IKCTPAKIUS
pacTBopuTeneM U TBepaodazHas IKCTpaKIusl.

[TpousBoaHbBIE TMpPa30J1a HACTOSAILEIO0 U300 PETEHUS, TPEACTABIICHHbIE BbIIIEYKA3aHHOM
o6mett hopmyitoii (I), MOTYT OBITH TpEeBpaIleHbI B UX (hapManeBTUICCKH ITPUEMIIEMBIC COJTH
CTAHIAPTHBIM criocoboMm. ITpruMeamMu TakuxX COJel SIBISIOTCS] KUCIIOTHO-a/IMTUBHBIE COJIY,
00pa30BaHHbIE MMHEPAJIbHBIMU KUCIIOTAMU, TAKMUMHU KaK XJIOPUCTOBOAOPOIHAS KUCIOTA,
OPOMUCTOBOAOPOAHAS KUCTIOTA, MIOAUCTOBOAOPOIHAS KUCIOTA, CepHAsl KUCIIOTA, A30THAS
KHCTI0TA, (pochopHast KUCTIOTA U T.I1.; KUCTOTHO-AIAUTUBHBIE COJIU, OOpa30BaHHbIE
OPraHUYECKMMM KUCIIOTaMH, TAKUMHU KaK MypaBbUHAS KUCIOTA, YKCyCHAsl KUCIOTa,
MeTaHCYIb(POHOBAS KUCIOTa, OEH30JICYIb(DOHOBAS KUCIIOTA, II-TOIYOJICYIb(hOHOBAS
KHCJIOTa, MPONKUOHOBAS KUCIIOTA, IMMOHHAS KUCIIOTA, SIHTapHas KUCIIOTA, BAHHAS KUCIIOTA,
dbymapoBas KUCTIOTa, MaCiIsiHAsI KUCIIOTA, I1aBejieBasi KUCIOTa, MAJIOHOBAsI KUCIIOTA,
MaJIEMHOBAas KMCIIOTa, MOJIOYHAS KUCIOTA, 0JI0YHAS KUCIIOTA, YTOIbHAS KUCIOTa,
[IyTAMUHOBAs KUCIOTA, acllaparuHoBasi KUCJIOTA U T.II., COJIM, 0O pa30BaHHBIE
HEOPraHUYECKMMU OCHOBAHUSIMH, TAKUE KAK COJIb HATPUS, COJIb KAJIUS U T.II., U COJIH,
00pa30BaHHbIE OPraHUYECKUMHU OCHOBAHUSAMHU, TAKUMHU Kak N-MeTui-D-riirokaMuH,

N,N'-mnOeH3WII THIEH IUAMUH, 2-aMUHOSTaAHOII,

TPUC(TUAPOKCUMETUII)AMUHOMETAH, ApTUHUH, JIU3UH U T.11.

CoenuHeHusT HACTOSIIEr0 U300 PETEHMSI, TPEICTABICHHBIE BhILIEYKa3aHHOM 00111el
dbopmyioii (1), BKIIOYAIOT UX COJIBBATHI € (hapMaLEBTUIECKU TPUEMIIEMBIMU
PACTBOPUTENISIMU, TAKUMHU KaK 3TAHOJI U BOJA.

[TpousBoHBIE TMpa30JIa HACTOSALIETO U300PETEHNUS, TPEICTABICHHBIE BBIIIEYKA3aHHON
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o6mett hopmyoii (1), ¥ UX MpoJIeKapcTBa, UMEIOIINE HEHACBIIIICHHYIO CBSI3b, CYIIECTBYET B
BUJIE IBYX F€OMETPUUECKUX U30MEPOB. B HacToAIIEM N300pETEHUH MOKET OBITh
HCIOJIb30BaH MO0 1UC(Z)-u3oMep, 100 TpaHc(E)-u3oMep.

[TpousBoHbBIE TMpPA30J1a HACTOSIIETO0 U300 PETEHUS, TPEACTABIICHHbIE BHIIIIEYKA3aHHOM
obmett opmyioii (1), U ux MposjeKapcTBa, UMEIOIINE ACCUMETPUYECKUI aTOM yriepoa,
CYILIECTBYET B BUJIE IBYX ONTUYECKUX U30MEPOB, R-n30Mepa u S-uzomepa, 3a UCKIIIOUEHUEM
CIIOKOMUPAHO3UIIOKCUT PYIIIBI WIIM TTAKTOMMPAHO3UIOKCUT PYIIIbI. B HacTosiem
HU300PETEHUM MOTYT OBITh MCITOJIb30BAHBI JTI0OOBIE U3 3TUX U30MEPOB, & TAKKE UX CMECh.

[TponekapcTBO cOeIMHEHUS HACTOSIIIETO U300pETEHUSsI, TPEICTABICHHOTO
BbIIIIEyKa3aHHOM ob1eit popmyiott (1), MOKET OBITh MOJyUYEHO MyTEM BBEICHUS
COOTBETCTBYIOIIIEH I'PYIIbI, 00pa3yIoIIel MPOIeKapCcTBO, B JIIOOYIO OJAHY WIIM HECKOJIBKO
TPy, BEIOPAHHBIX U3 TUIPOKCUTPYMIIBI B TIIIOKOMTMPAHO3WIBHOM (DparMeHTe Wiv B

rajlakTOIMPaHO3WIBHOM (hparMeHTe, WM HeoOs3aTeILHO B Rl, R2, R* viu Rs, HUKJINYECKOM
AMUHOTPYIIIIBI B CITy4yae, eCu R! MpeJICTaBIIsIeT COOOM aTOM BOJOPO/Ia, U AMUHOTPYIIITHI B

ciyyae, eciu Rl, R2, R* wm R? MPEJCTABIISIOT COOOM 3aMECTUTENb, UMEIOIITUHN
AMUHOTPYIIIY, COEIMHEHUS, ITPEICTABICHHOTO BhIIIeyKa3aHHoM oo1ielt hopmyoii (1), ¢
UCIIOJIb30BAHUEM COOTBETCTBYIOIIIEIO PeareHTa ¢ MOJIYyUYeHUEeM IMPOJIeKapCTBa, TAKOTO KaK
raJIOuHOE COEIMHEHUE WU T.I. CTAHAAPTHBIM CIIOCOOOM, C MOCIEIYIOIIUM BbIJIEIIEHUEM U
OYMCTKOM CTaHJIAPTHBIM CIIOCOOOM, €CITU 3TO HE0OX01MMO. B kauecTBe oOpasyrorieti
MPOJIEKAPCTBO FPYMIIbI, UCIIOJIb3YEMON B TUIPOKCUTPYIIIIE UJIM B AMUHOTPYIIIIE, MOTYT
iy xuTh, Harpumep, C, _aumnbHas rpymna, C,  ankokcu-sameruenHast (C, )auuibHast
rpynma, C, _ankokcukapOoHui-3amernenHas (C, )auuabHas rpynia,

C, _,aIKOKCHKapOOHMIIbHAS TPYIIIIA, apiil-3aMelueHHast (C, . )alIKOKCHKapOOHMIbHAS
rpynmna win C,  ankokcu-3amerentast (C, ,)aIKOKCHKapOOHMIbHAS TPy WK T.1L. B
KauyecTBe 0Opa3yIolleil MpoJIeKapCTBO T'PYIIbI, UCIIOIB3YEMOMN B IIUKIMUECKON
aMUHOTPYIIIIE, MOTYT CIIyXHTb, Hanpumep, C, _auuipHas rpymnia,

C1 _ (AJIKOKCH-3aMCIIICHHAST (C2_7)aanbHa;1 rpymna, C2_7aHKOKCI/IKap60HI/IJI—3aMeH_[6HHa}I (C
_amnbHas rpymna, C, ankokcukapOoHWIbHas rpymmna, C, alKOKCH-3aMeleHHas!

2

(C, _,)ankoxcnkapbonunbHas rpynima, (C, aluIoKkCH)MeTUIbHAs IPYIIIA,

1-(C, _jauunokcu)atinbHas rpymma, (C, alKkoKCHKapOOHMIT)OKCHUMeTHIIbHAsS rpymma, 1-[(C,
_7aJIKOKCI/IKap6OHI/IH)OKCI/I]3TI/IHbHa$I rpymra,

(C3 _7I.II/IKJ'I021J'IKI/IJ'I)OKCI/IKap6OHI/IJ'IOKCI/IMeTI/IJ'IBHa}I rpymnrna,
1—[(C3_7].[I/IKJ103JII(I/IH)0KCI/IKap6OHI/IJIOKCI/I]3TI/IHbHaH rpymnmna wi 1.1. TepMuH

“C, _,anuipHas IpyIa’” 0O3HaYaeT NPSIMYIO WX Pa3BETBICHHYIO AlIIBHYIO IPYIIILY,

UMEIOIIYIO0 2-7 aTOMOB YIJIEpOJia, TAKYIO KaK aleTUIbHAs TPyIIia, IPOMUOHWIbHAS TPYyIIIa,
OyTUpWIIbHAS TPYIINa, U300y TUPWIIbHAS TPYIINA, BaJIepUIIbHAS TPYIIIA, MUBAJIOWIbHAS
pyIIa, FeKCAHOMIIbHAS TPYIIITA WK T.I1.; TepMUH “C,  aIKOKCH-3aMCIICHHAs

C, ;aunibpHasi rpymia” O3Ha4YaeT BhIICyKa3aHHYI0 C, -auWIbHYIO IPYIILY, 3aMCIICHHYIO
BBILICYyKa3aHHOM C,  aIKOKCHIpymIoi; TepMuH “C, _alKOKCHKApOOHMI-3aMeIICHHAS

C, _,amuibHas rpymnna’” o3Ha4aeT BblIeyKasaHHyIo C, _alIbHYIO IPYIIITY, 3aMCIICHHYIO
BBILIIEYKA3aHHOWM C2_7aJIKOKCI/IKap6OHI/IJIbHOI71 TPYIIION; TEPMUH “‘ApUII-3aMENIEHHAS

C, _,aIKOKCUKapOOHMIIbHAS TPYIINA” O3HAYACT BBILICYKA3AHHYIO

C2_7aHKOKCI/IKap6OHI/IJIBHYIO IpyIny, 3aMeIEHHYIO BBIIIEYKA3aHHOW apUIIbHOW TPYIIION,

TaKyK)KaK66H3HHOKCHKap6OHHHBHaHprnHa;TepMHH‘%:L6aHKOKCHGaMeHmHHaH
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C, _,a/IKOKCHUKapOOHMIbHAS TPYIINA” O3HAYACT BBILICYKA3AHHYIO

C, ;aIIKOKCUKapOOHHUIIbHYIO TPYIITY, 3aMEIICHHYIO BbIIICyKa3aHHON C,  aIIKOKCUT PYIIIION;

TEPMUH “(C2_7aI_II/UIOKCI/I)MeTI/IJIBH8.51 rpymmna’ 03Ha4aeT TUAPOKCUMETUIbHYIO TPYIITY,
O-3aMEIIEHHYIO BbIIIEYKa3aHHON C2_7aanLH0171 IPYIIION; TEPMUH
“1—(C2_7aHI/IJIOKCI/I)3TI/IHbHa$I rpymnna’ 0o3Ha4yaeT 1-ruApOKCUITUILHYIO TPYIIY,
O-3aMelleHHYIO BbIIIeyKa3aHHON C2_7aanbH0171 I'PYIIION; TEPMUH
“(C2_7anK0KCI/IKap6OHI/IJI)OKCI/IMeTI/mLHaH rpymnmna’ 0O3HadyaeT ITMIPOKCUMETUIbHYIO TPYIINY,
3aMEILIEHHYIO BbIIIEYKA3aHHOMN Cz- 7anK0KCI/IKap60HHnLH0171 CPpYHIION; U TEPMUH

“1-[(C, _,aIKOKCUKAPOOHUIT)OKCH]ITHIIBHAS TPYIIIA” O3HAYACT |-THAPOKCHITHIIbHYO
rpyniy, O-3aMeleHHYIO BbIIECyKa3aHHON C2_7anK0KCHKap60HHnLH0171 rpynmnoii. Kpome
TOr'0, TEPMUH “(C3_7u1/11<noam<1/m)OKCI/IKap60HI/Iana51 rpynmna’ 03HaA4YaeT MUKIINYECKYIO
AJIKOKCUKAPOOHWIIBHYIO TPYIITY, UMEIOIIYIO BbIIIEYKAa3aHHYIO C3_7I_[PIKJI0aJIKI/IHBHYIO
TpyMIly; TEPMUH “(C3_7].[I/IKHOaHKI/IJI)OKCHKap60HI/IHOKCI/IMGTI/IHBHaSI rpymnmna’” o3Hadaer

TUIPOKCUMETUIBHYIO TpymiTy, O-3aMeIIeHHYIO BbIIIIeyKa3aHHOM
(C, _,UMKIIOQIIKAIT)OKCHKAPOOHMIIBHOM IPYIITOH; M TEPMUH

“1-[(C3 ) 7uI/II<noaJH<I/In)OKCI/IKap60HI/IJ10KCH]3T1/mbHaﬂ rpynma’” o3HauaeT

1-ruIPOKCUATUIIbHYIO TPYITy, O-3aMELIEHHYIO BbIlLIEyKa3aHHON
(C3_7uI/IKJIoaJIKHn)OKCI/IKap60HI/mLH017I rpynmnoi. Kpome Toro, npumepamu rpynisl,

o0pa3zyroliel MPoIeKapcTBO, MOTYT CIIYKUTh TTIOKOMMPAHO3WIbHAS TPYIINA UIN
raJIaKTONIMPAHO3WIbHA rpymmna. Tak, HalIpumep, 3TU IPYIIbI, IPEATOYTUTEIBHO, BBOIST B
TUAPOKCUTPYIIITY B IIOJIOKEHUU 4 WK 6 TIIFOKOITUPAHO3WIBHOW I'PYIIIIbI UIT
rajJlakTONUPAHO3UIbHOM I'pyNIIbl, U, O0JIee MPEAOUYTUTENbHO, YKA3aHHBIE TPYIIbI BBOJST B
TUAPOKCUTPYIIILY B IIOJIOXKEHMU 4 WK 6 TIIFOKONUPAHO3WILHON I'PYIIIIBI.

[TpousBoaHbBIE TMpPa30J1a HACTOAILETO0 U300 PETEHUS, IPEACTABIICHHbIE BbILIEYKA3aHHOM
o6meit popmyoit (1), obmagaroT, HAMPUMEDP, CUITBHONM HHTHOUPYIOIEH aKTUBHOCTBIO 110
oTHoteHuto kK SGLT1 yemoBeka B TecTe, MOATBEPIKIAIOIIEM UX UHTMOUPYIOITYIO
AKTUBHOCTH 110 OTHOIIEHHIO K SGLT1 yermoBeka, Kak OMMCAaHO HUXKE, U TPEBOCXOTHOM
MHTUOUPYIOLIEH AKTUBHOCTHIO, HAIIPABIIEHHOW HA MIOJABIIEHUE YBEIUUEHUS YPOBHS
[JIIOKO3bl B KPOBHU, B TECTE, MOATBEPKIAIOIIEM YKa3aHHYIO0 MHIMOUPYIOLYIO0 aKTUBHOCTh Ha
Kpbicax. Takum ob6pa3om, MPOU3BOJHBIE MUPA30JIa HACTOSALIETO U300PETEHNUS,
MpecTaBIeHHbBIC BhIIICyKa3aHHoM o0mel hopmyitori (1), 061a1ar0T IpeBOCXOTHOM
SGLT1-uHrubupyroleit akTUBHOCTbIO B TOHKOM KUIIIEUHUKE U MOTYT B 3HAUUTEIIHLHON
CTENIeHU UHTMOMPOBATh YBEIMYEHUE YPOBHS IIIOKO3bl B KPOBU W/UIIM CHUXKATH YPOBEHD
rajlakTo3bl B KPOBU IIyTEM MHTMOMPOBAHUS UJTM 3aMeIJIEHUs] a0COPOLMM TITF0OKO3BI U
rajakTo3bl. [loaTomMy apManeBTHUECKAs] KOMITO3UIIMS, COACPKAIIAsI B KAUECTBE AKTUBHOT'O
UHTpEeIMEHTa MPOU3BOIHOE TUPA30J1a HACTOSIIEr0 U300 PETeHUS], TPEACTABIIEHHOE
BbIIIIEyKa3aHHOM ob1eit popmyroit (I), ero papmaneBTUUECKU TPUEMIIEMYIO COJIb U
MPOJIEKAPCTBO, SIBJISIETCSA B BBICOKOM CTENEHU MOJIE3HON B KAUECTBE CPEACTBA JJIsI
MHTMOMPOBAHUS TUIIEPIIIMKEMUHU [1OCTIE MPUEMa MUILHU, 111 MHTUOMPOBAHUS
MPOrPEeCCUPOBAHUS HAPYIIEHHON TOJIEPAHTHOCTH K ritoko3e (IGT) vwinu ayist HopManuzauuu
AHOMAJILHOTO COJIepKaHus ITI0OKO3bl B KpoBU HaTomak (IFG), mpuBojsiiero kK guadery y
UHAUBUIYYMA, U CPENICTBA IS IPEeIyIPEKICHUS WK JISYeHUsI 3a00JIeBaHus,
ACCOLMMPOBAHHOTO C TUTIEPTIIMKEMUEHN, TAKOTO Kak 1uaber, HapylieHHasl TOJIePaHTHOCTD K
[JII0K03€, aHOMAJIbHOE COAEPKaHUE YPOBHS IIIOKO3bl B KPOBU HATOIIAK, OCIIOXKHEHUN
nabeTa (HampuMmep, peTUHOIATUM, HEBPONATUH, HeppomaThu, I3Bbl, MAKPOAHTUOIIATUH),
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0XXUPEHUS, TUTIEPUHCYJIMHEMUH, TUTIEPIIUITUAEMUM, TUIIEPXOJIECTEPUHEMUM,
TUIEPTPUTIIMLEPUIEMUN, HAPYILIEHUS JTUIIUIHOTO METab0IM3Ma, aTepPOCKIepo3a,
TUIIEPTEH3UU, 3ACTOMHON CepIeYHON HEAOCTATOYHOCTH, OTEKOB, TMIIEPYPULIEMUH, TOAATPbI
WA T.I1., KOTOpbIe acconuupyroTcst ¢ SGLT1-akTMBHOCTBIO B TOHKOM KUIIIEUHUKE, U
CpeIICTBA JISI MPEAYTIPEKICHUS U JISYSHUs 3a00JIeBaHMsI, ACCOLMUPOBAHHOTO C
YBEIIMUYEHUEM YPOBHS IaJIaKTO3bl B KPOBH, TAKOTO KAK TaJJaKTO3EMHUSL.

Kpome Toro, coenuHeHrs HACTOSIIETO U300PETEHUSI MOTYT OBITh COOTBETCTBYIOLIUM
00pa30M UCIIONIb30BAHBI B KOMOMHALMH, TTO KpaliHell Mepe, C OHUM KOMIIOHEHTOM,
BBIOPAHHBIM U3 JIEKAPCTBEHHBIX CPENICTB, HE ABISIOIMXCS MHrMOutopamu SGLT2.
[TpumMepamu JileKapCTBEHHBIX CPEACTB, KOTOPhIE MOTYT OBITH UCIIOJIb30BAHBI B KOMOWHALIUU
C COEIMHEHUSIMU HACTOSIIETO U300peTeHus, IBJITIOTCS YCUIIMTEIh YYBCTBUTEIbHOCTH K
UHCYJIMHY, UHTUOUTOP abCcopOIuy TITIOKO3bl, OUTyaHU, CTUMYJISITOP CeKPElUY UHCYINHA,
uHruoutrop SGLT2, MHCYJIMH WIIU €r0 aHAJIOT, AaHTATOHUCT PelenTopa IrIII0KaroHa,
CTUMYJIATOP KUHA3bl MHCYJIMHOBOTO PELENnTOpa, MHTMOUTOP TpullenTuauInenTuaassl 11,
UHTUOUTOP TUNENTUAWINENTUAA3bI [V, HHTUOUTOP MpOTEeUH-TUpPO3UH-(ochaTasel 1B,
UHTUOUTOP TIMKOTreH-(hochopuiasbl, MHTMOUTOP TII0K030-6-(hocdaTasbl, HHTUOUTOPD
bpyxTo30-6udocdaraspl, ~HTUOUTOP MUPYBAT-ACTUAPOTEHAZHI, HHTUOUTOPD
[JIIOKOHEOTeHe3a B MeueHu, D-XUpOMHO3UT, MHTMOUTOP KMHA3bI-3 TIIMKOTe€H-CUHTA3bI,
[JTIIOKArOH-NOTI00HBIN MeNTUA-1, aHAJIOT TJIFOKArOH-MOJ0OHOr0 NenTuAa- 1, arOHUCT
[JIIOKAroH-1oI00HOTr O NMenTuaa- 1, aMUIIMH, aHAJIOT AMUIIMHA, ATOHUCT AMUJIMHA, UHTUOUTOP
aJ1bJ1030PEAYKTA3bl, HHTUOUTOP 0Opa30BaHUSI KOHEUHBIX MPOJYKTOB IIPU 3HAUUTEIbHOM
TUMNEPTIIMKEMHUH, UHTUOUTOP MPOTEeMHKUHA3bI C, aHTATOHUCT pelenTopa Y-aMUHOMACIISTHON
KHUCJIOTBI, aHTAaTOHUCT HATPUEBBIX KAHATIOB, MHTUOUTOP (hakTopa TpaHcKpuriuu NF-kB,
UHTUOUTOP JTUMTUA-NIEPOKCUIA3BI, UHTUOUTOP TUIENTHUAA3HI
N-aneTuIMpoBaHHOMN-0-CBSI3aHHOM KUCITOTHI, MHCYJIMHOTIOAOOHBIH (hakTop pocra-I,
TpoMbomTapHbii hakTop pocra (PDGF), ananor TpoMOonuTapHoro gakTopa
pocta (PDGF) (manpumep, PDGF-AA, PDGF-BB, PDGF-AB), antunepMalibHbIA pakTop
pocta (EGF), dbakTop pocra HepBHOM TKaHH, TPOU3BOTHOE KAPHUTHUHA, YPUIIUH,
S5-ruapokcu-1-merunruaantou, EGB-761, OuMmoxiiomonn, cynoaekcu, Y-128,
AHTUJIMAPENHOE CPEACTBO, KATAPTUYECKOE CPENCTBO, UHTUOUTOP
THUIPOKCUMETHIITITY TAPUIT-KOPEpPMEHT- A-penyKTasbl, TPOU3BOIHOE (PMOPHUHOBON KUCIIOTHI,
aroHMCT [3,-aAPEHOPELENTOPA, HHTHOUTOP
aruI-kogepMeHT-A-xonecTeponanuiaTpancdepasbl, MpoOKOJI, arOHUCT perenTopa
TUPEOUTHOTO TOPMOHA, UHTUOUTOP a0COPOLMM XOIeCTepUHa, UHTUOUTOP JIUMA3bl,
UHTUOUTOP MUKPOCOMAJIbHOTO TIepeHoca Oeka TPUTIIUIEpUI0B, UHTUOUTOP
JIMIIOCKUTEHA3bI, UHTUOUTOP KapHUTUH-MATbMUTOUI-TpaHC(hepasbl, HHTUOUTOP
CKBJICH-CUHTA3bl, CTUMYJISITOP PELENTOPA JUIIOMPOTEUNHA HU3KOMN IIJIOTHOCTH, TPOU3BOJHOE
HUKOTMHOBOW KHUCIOTBI, CEKBECTPAHT KETYHON KUCIOThI, UHTUOUTOP KO-TpPaHCIIOpTEpa
HATPUS/KETIHOM KUCIOTHI, MHTUOMTOP TIepeHoca Oelka CII0KHOTO 3hupa X0JIecTeprHa,
CPEICTBO JUIsl NOAABIIEHHUS AllNIETUTA, MHTUOUTOP aHTMOTEH3UH-KOHBEPTUPYIOLLIET O
dbepMeHTa, UHTUOUTOP HEUTPAIbHON IHAOTENTUIA3bl, AaHTATOHUCT pelerTopa
aHruoteHsuHa Il, ”HTMOUTOP SHIOTEIMH-KOHBEPTUPYIOLIETO (PepMEeHTa, AaHTATOHUCT
peuenTopa 3HAO0TENNHA, UYPETUK, AaHTAT OHUCT KaJbLKs, AHTUTUIIEPTEH3UBHOTO
COCYIOPACIIUPSIOLIEE CPEICTBO, OIOKATOP CUMIATUYECKOT'O CTBOJIA, TUITIOTEH3UBHOE
CPEZCTBO LEHTPAIIBHOTO ICHCTBHSI, aTOHKCT C,-aJPCHOPELENITOPA, AHTUTPOMOOLUTAPHOE

CpCACTBO, I/IHFI/I6I/ITOp CUHTE3a MOYEBOM KHUCJIOTHI, CpCAaACTBO, CHOCO6CTByIOH_Iee BBIBCICHHIO
MOYEBOUN KMCJIOTHI, U CpCaACTBO IJId 3allClIaYMBaHUsS MOYH.
B CJIydac UCIIOJb30BaHUA COCAUMHCHUS HACTOALICT O I/1306pCTeHI/I$I B KOM6I/IHaL[I/II/I C OJHUM
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WJIM HECKOJIbKUMM U3 BBIIIIEYKA3aHHBIX JIEKAPCTBEHHBIX CPEJICTB HACTOSIIEE U300peTeHNe
BKJTIOUAET OJJHOBPEMEHHOE BBEICHME JIO3UPOBAHHBIX (DOPM B BHIE OHOIO TIperapaTa Ui B
BH/JIE OTJICIBHBIX IIPENapaToOB OAHUM U TEM K€ CITIOCOOOM WM Pa3IMYHBIMU CIIOCOOaMU U
BBEIACHHUE B PA3JIMYHBIX JIO3UPOBAHHBIX (DOPM B MHTEPBAJIbIl BPEMEHH B BUJIE OTJCITbHBIX
MpernapaToB OJHUM U TEM K€ CITIOCOOOM WJTH Pa3IMIHBIMU criocoOamu. MapmaneBTHIeCcKast
KOMOMHAIMS, CoIeprKaliasi CoeIMHEHUs] HACTOSIIETO N300pEeTEHUS U BBIIIICYKa3aHHbBIC
JIeKapCTBEHHOE(bIE) CPEACTBO(A), BKIIIOUACT KaK JO3UPOBAaHHBIE (DOPMBI, UCIIOIb3YEMbIC B
BUJIE OJTHOTO MpenapaTa, TaK U OTJEIbHBIX ITpernapaToB, BBOAUMBIX B KOMOUHAIIMU, KaK
yKa3aHO BBIIIIE.

CoenMHEeHUST HACTOSIIEro M300peTeHUsI MOTYT JaBaTh ellle 0oJjiee OJ1aronpusTHHIN
3 eKT, MpeBHIIIAIONIMI aJIMITUBHOE ASHUCTBUE, HATIPABJICHHOE Ha MIPEIyIpeKICHUE UITH
JICYCHHUE BBIIICYKa3aHHBIX 3a00JICBAHUM, €CJIM OHU UCIIOJIB3YIOTCS B COOTBETCTBYIOIIICH
KOMOMHAIIMM C OJTHUM MJTM HECKOJIbKUMH YKa3aHHBIMU BBIIIIE JICKAPCTBEHHBIMH CPEACTBAMMU.
[Tpu 3TOM BBOAMMAS /1032 MOXKET OBITh CHW)KEHA 110 CPAaBHEHUIO C 0301 JIF0OOTO
JIEKAPCTBEHHOT'O CPEJICTBA, BBOJUMOTO OTAEIIbHO, TM00 1T00OUHbBIE 3(PhEKTHI COBMECTHO
BBOJIMMBIX JICKAPCTBEHHBIX CPEACTB, HE SIBJIStoNmXcsa uHruouropamu SGLT1, MoryT OBITH
yCTpPaHEHBI WJIM OCIa0JICHBI.

Hwxe nipencraBiieHbl IpUMEpPbl KOHKPETHBIX COSAMHEHUM, UCTTOIb3YEMbBIX B KAUEeCTBE
JIEKAPCTBEHHBIX CPEJICTB IS MTOJTyUYCHMS BBIIIEYKa3aHHOM KOMOWHAIINH, a TaKXKe
MPEIIOUYTUTENIbHBIE 3a00JI€BaHMs, KOTOPBIE MOTYT OBITh MOABEPTHYTHI JICUCHUIO C
HCIOJIb30BaHMEM 3TUX KOMOUHaImil. OHAKO HACTOsIIIIee H300peTeHUEe HE OTPaHUUKMBAETCS
3TUMHM COSAUHEHUSMHM, U YKa3aHHBIC KOHKPETHBIC COCIMHEHMS BKIIIOUYAIOT CBOOOTHBIC
COCMHEHMS, a TaKXkKe (hapManeBTUUECKH ITPUEMIIEMBIE COJIM 3TUX WU JPYTUX COCTMHEHUA.

ITpumepamu ycunurtenen 4yBCTBUTEIILHOCTU K UHCYJIMHY SIBJISIFOTCSI aTOHUCTBI
penenTopa-y, akTHBUPOBAHHOT'O CTUMYJISITOPOM ITPOJIMepalii MepOKCUCOMBI, TAKHE KaK
TPOTJIMTA30H, TUAPOXIIOPU TMOTJIMTA30HA, MAJIeaT PO3UIJIUTA30HA,

HaTpuil-maprimra3on, GI-262570, uzarnuraszoHn, LG-100641, NC-2100, T-174,

DRF-2189, CLX-0921, CS-011, GW-1929, uuriuvra3oH, HaTpui-3HIIMTa30H U NIP-221;
arOHUCTHI PelENTOPa-0, AKTUBUPOBAHHOTO CTUMYJIITOPOM MPOIUQEpalur IIEPOKCUCOMBI,
takue kak GW-9578 u BM-170744; aroHuCTsI penentopa-o/y, aKTUBUpOBAHHOI'O
CTUMYJIATOPOM Mposidepanum mepoKCUcoMbl, Takue kak GW-409544, KRP-297,

NN-622, CLX-0940, LR-90, SB-219994, DRF-4158 u DRF-MDXS, aroHucTsl peuenrtopa
peruHounaa X, takue kak ALRT-268, AGN-4204, MX-6054, AGN-194204, LG-100754 u
OeKCcapoTeH, U APYTHUe YCUITUTEIN YyBCTBUTEIbHOCTH K MHCYJIMHY, TAKUE KaK

perimvkcad, ONO-5816, MBX-102, CRE-1625, FK-614, CLX-0901, CRE-1633, NN-2344, BM-
13125, BM-501050, HQL-975, CLX-0900, MBX-668, MBX-675, S-152261, GW-544,
AZ-242,1.Y-510929, AR-HO49020 u GW-501516. Ycunureny 4yBCTBUTEIIBHOCTH K UHCYJIMHY
UCIOJIB3YIOTCS, MPEANOYTUTEIBHO, IS JIeueHus1 quabera, HapyIIeHHON TOJIEPAHTHOCTH K
[JTI0OKO3€, OCITOKHEHUM TabeTa, O)KUPEHUs, TUIIEPUHCYIMHEMUM, TUTIEPIIUITHIEMUHY,
TUTIEPXO0JIECTEPUHEMUH, TUTIEPTPUTTIULEPUIEMUN, HAPYIIICHUS] JIMITUIHOTO METa00IM3Ma Uiu
aTepOoCKJIepo3a, 1, OoJee NMPeaIOUTUTENIbHO, TMabeTa, HapyIIeHHON TOJEPAaHTHOCTH K
[JII0KO3€ WM TUIEPUHCYJIMHEMMH, TTOCKOJIbKY YCTPaHEHUE HApYIIEHUS TIepeaadn
WHCYJIMHOBOT'O CHTHAJIa B MeprudepUIecKUX TKAHSIX M YCUIICHHUE TTOTJIOIICHUS TIIFOKO3BI
TKAHSIMU U3 KPOBU IIPUBOJIUT K CHUKEHUIO YPOBHS TJIIOKO3bI B KPOBHU.

ITpumepamy UHTUOUTOPOB AOCOPOLMH TITIOKO3BI SIBIISIFOTCS COCIMHEHUSI, HE SIBJISTFOLIIAECS
uHruouropamu SGLT1, HanpuMep, MHTUOUTOPHI A-TITIOKO3UAa3bl, TAKKE KaK akapbo3a,
Borimb6o3sa, muriauron, CKD-711, smuraurat, MDL-25637, kamurinn6o3a u MDL-73945, u
UHTUOUTOPBI 0i-aMHITIa3bl, Takue Kak AZM-127. MHrubutropsr abcopOIuM TIIFOKO3bI
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UCTIOJIb3YIOTCS, IPEANIOYTUTENIBHO, 171 JIeUeHUs1 AuabeTa, HapylIeHHON TOJIEPAHTHOCTH K
[JIIOKO3€, OCITIOXKHEHUI 1uadeTa, OKUPEHUS UM TUIIEPUHCYJIMHEMUH, U, OoJiee
MPEAINOYTUTENIBHO, 151 JIEYEHHS] HAPYILIEHHON TOJIEPAHTHOCTHU K TJIIOKO3€, IOCKOJIbKY 3TH
COEIMHEHUS] UHTUOUPYIOT (DepMEHTATUBHBIN TMIPOJIU3 YIIIEBOOB, COACPKAIIUXCS B MHUIILIE,
Y TIOAABIISIFOT WK 3aMEJISIFOT aOCOPOIMIO TIIFOKO3bl B OpraHu3Me.

[Tpumepamu GuryaHuoB siBisitoTcs peHpopMuH, ruapoxsiopua 6ydhopmuHa,
TUIPOXJIOPUI MET(HOPMUHA UK T.I. BUryaHIuabl, MPeaAnOYTUTENBHO, UCTIOIb3YIOTCS IS
JieyeHus: AuabeTa, HapyleHHON TOJIEPAaHTHOCTH K TIII0KO3€, OCIOKHEHUN Auadera Ui
TUTIEPUHCYJIMHEMUU, U, O0Jiee TPEANOUYTUTEIbHO, IS JIeueHUs 1uabeta, HapyIIeHHOM
TOJIEPAHTHOCTH K TJIFOKO3€ WJIM TUIIEPUHCYJIMHEMHUH, TTOCKOJIBKY UX JCUCTBUE,
HaIpaBJIeHHOE Ha UHTMOUPOBAHUE TJIFOKOHEOTeHe3a B MEYeHU, YCKOPEHHE aHAIPOOHOTO
[JIMKOJIN3a B TKAHSX WM CHW)KEHUE UHCYJIMHOPE3UCTEHTHOCTHU B MepUQepuuecKoi TKaH!
MPUBOAUT K CHUKEHUIO YPOBHS IJIFOKO3bI B KPOBH.

[Tpumepamu cTUMYISTOPOB CEKPELMY MHCYJIMHA SIBIISIFOTCS TOJI0YTaMU, XJIOPIPONaMUI,
TOJIA3aMU]I, AETOKCAMMU/I, TIIMKJIOTUPAMU, TIMOypu (TIMOSHKIAMUT), TJIMKIIA3u/,
1-0yTui-3-MeTaHWIIMII-MOUEBUHA, KapOyTamMu, TIMOOPHYPU/, TIUMU3UI, TJIMXUIOH,
[JIM30KCanul, TIM0YyTHa30I1, TIMOY30J1, TIIMKEKCAMUI, HATPUM-TIIMMUIUH, TJIMIIMHAMU]I,
benOyTaMu, TONMIUKIAMUI, TIIMMETUPU, HATETJIMHUI, TUPAT MUTUTJIMHUA-KAIbLUS,
penaravaua i T.11. Kpome Toro, CTUMyIsiTOpaMu CEKPEUMU UHCYJIMHA SIBIISIFOTCS
AKTUBATOPHI TNTIOKOKHMHA3bI, Takue Kak RO-28-1675. CTUMYISTOPBI CEKPELMU UHCYIMHA
MPEANOYTUTENBHO, UCITOIB3YIOTCS M1 JIeUeHUs1 AuabeTa, HapylIeHHON TOJIepaHTHOCTH K
[JTIOKO3€ WK OCJIOKHEHUM nuabera, u, 0osiee MpeAnoYTUTEIbHO, IS JIeueHus quabera uim
HapYIIEHHON TOJIEPAHTHOCTH K TJIFOKO3€, TOCKOJIbKY UX JEHCTBUE HA MAHKPEATUUECKUE
B-KJIETKU U CTUMYJISLUS CEPKELUU WHCYJIMHA MTPUBOJIUT K CHIKEHUIO YPOBHS TIIOKO3BI B
KpOBHU.

ITpumepamu unrnoutopoB SGLT2 siBnsitorcst T-1095 u coemuHeHus, OMTMCAHHbBIE B
nyonukanusx 3asBoK Ha nateHT Anonun Ne Heil0-237089 u 2001-288178 u B myOnuKaumsax
Mexnaynapoassix 3asBok Ne WO01/16147, WO01/27128, WO01/68660,

WOO01/74834, WOO01/74835, W0O02/28872, W0O02/36602, W002/44192, WO02/53573.
Nuruburopst SGLT2 npeanoyTuTeIbHO, UCTIOIB3YIOTCS IS JICUeHUs TMadeTa,

HapYLIEHHON TOJIEPAHTHOCTH K IJIIOKO3€, OCIOKHEHUN Auadera, 0 KUPEHUs UK
TUIIEPUHCYJIMHEMUY, U, O0Jiee TPEANOUTUTENbHO, IS JIeUeHUs 1abeTa, HapyIlIeHHOM
TOJIEPAHTHOCTHU K TJIFOKO3€, OKUPEHUS UIIM TUIIEPUHCYJIMHEMUH, ITOCKOJIBKY UX
MHTMOMpOBaHUE peabcopOLMH IITI0KO3bl B TPOKCUMANIbHBIX IOUYEYHBIX KaHAIbIAX PUBOIUT
K CHUYKEHUIO YPOBHS ITTIOKO3bI B KPOBH.

[Tpumepamu MHCYIMHA WM AHAJIOTOB MHCYJIMHA SBIISIIOTCS YEJIOBEUECKUI UHCYIIMH,
WHCYJIMH )KMBOTHBIX, aHAJIOT'M YEI0BEYECKOT O WM )KUBOTHOT'O UHCYJIMHA W T.I. DTU
npenaparsl NpeArnOYTUTEIbHO, UCIIOIb3YIOTCS 1715 JIeueHus: Auabera, HapyleHHON
TOJIEPAHTHOCTHU K TJIFOKO3€ WJIM OCIIOKHEHUI TuadeTa, v, 60Jiee MpearnouTUTENbHO, 11
JieyeHus1 AuabeTa Wik HapylIeHHON TOJIEPAHTHOCTHU K IIIOKO3€.

[Tpumepamu aHTAarOHUCTOB peUenTopa rIoKaroHa saBisitoTcss BAY-27-9955, NNC-92-
1687 wiu T.11.; TpUMEpaMU CTUMYJISITOPOB KMHA3bI PEleNTOpa UHCYIMHA sBIsitoTcsl TER-
17411, L-783281, KRX-613 wau T.11.; IpuMepaMu HHTUOUTOPOB TPUMENTUAWI-TTeNTUAA3BI 11
apisitorcd UCL-1397 wnu T.11.; npuMepaMyd MHTMOUTOPOB IUINENTUIWINENTHAA3b [V
sBisitoTcst NVP-DPP728A, TSL-225, P-32/98 wnu T.11.; IpUuMepaMyu HHTUOUTOPOB
npotenHTuposuHdocdarassl 1B spisroress PTP-112, OC-86839, PNU-177496 vy T.11.;
MpUMepaMUu UHTMOMTOPOB IIMKoreHdochaTassl sBistoTest NN-4201, CP-368296 wiu T.11.;
puMepaMu UHTUOUTOPOB (ppykTO300UbOCchaTassl sBistoTces R-132917 v 1.11.5
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MpUMepaMi UHTMOUTOPOB MUPYBATACTUAPOreHA3bl SIBIAIOTCS AZD-7545 vy T.11.;
MpUMepaMU HHTMOUTOPOB TIIFOKOHEOTeHe3a B MeueHu BisitoTcss FR-225659 vmu 1.11.;
MpUMepaMU aHAJIOTOB TII0OKATOH-MIOA00HOTO nenTuaa-1 sBistoTcs akceHauH-4, CJC-1131
WM T.I1; IpUMEPaMU arOHUCTOB TITIOKAaroH-To00Horo nentuaa 1 spustoress AZM-134, LY-
315902 vy T.10., U TPUMEPAMU AMUJIMHA, aHAJIONOB AMUJIMHA WJIM arOHUCTOB aMUJIMHA
SIBIISIFOTCS AlleTAT MPaMJIMHTUAA WIU T.I1. DTU JIEKAPCTBEHHBIE CPEACTBA, MHTUOUTOPBI
[TI0K030-6-(hochaTaszel, D-XUPOMHO3UT, UHTUOUTOPBI KUHA3BI-3 TJIMKOTE€H-CUHTA3bI U
[JIIOKAroH-NMo100HbIN NenTuA 1, MpearnoYTUTENbHO, UCTIONIB3YIOTCS IS JIeYeHUs 1uadera,
HapYLIEHHON TOJIEPAHTHOCTH K TJIIOKO3€, OCIOKHEHUMN 1uabera Ui TUIePUHCYJIMHEMUH, U,
0oJiee MPEAMOUTUTEILHO, IS JIEYeHUs 1MabeTa Ui HapyIIeHHOM TOJIEPAHTHOCTH K
TJIFOKO3€.

[TpumepamMu UHTUOUTOPOB AJTBA030-PEIYKTA3BI SIBIISIIOTCS ACKOPOWIraMOJIeHAT,
Tonpecrat, sananpecrat, ADN-138, BAL-ARIS, ZD-5522, ADN-311, GP-1447, IDD-598,
dbunapecrat, COpOMHWI, TOHAIPECTAT, PU3APECTAT, 3eHAPECTAT, MUHAJIPECTAT,
Metocopounui, AL-1567, umupecrat, M-16209, TAT, AD-5467, 3onoapecrat, AS-3201, NZ-
314, SG-210, JTT-811, nuagonpecraT Wi T.1. MHrHOUTOPHI ab1030-peayKTa3bl
MPEANOYTUTENILHO UCTIONB3YIOTCS AJISI JISYEHUsT OCTIOKHEeHUM Auabera, TOCKOJIbKY OHU
UHTUOUPYIOT aIbJ030-PEIYKTA3HYIO AKTUBHOCTH U CHUKAIOT U30BITOYHOE HAKOIIJICHHE
BHYTPUKJIETOUHOTO COPOUTA B YCKOPEHHOM IOJIMOJIOBOM IYTH, KOTOPbIE OTBETCTBEHHBI 32
YCTOWYMBYIO TMIEPTIIMKEMUIO B TKAHSX MPU OCIIOKHEHUU 1ruabera.

[TpumepamMu MUHTUOUTOPOB OOPA30BAHUSI KOHEUHBIX TPOAYKTOB IIPU TUIIEPIIIMKEMUU
sBJstoTCs upuaokcamud, OPB-9195, ALT-946, ALT-711, ruapoxjiopua NMMareIuia uiu
T.11. UHruOuTOpH! 00pa30BaHUs KOHEYHBIX TPOAYKTOB MPU TUIIEPIIIMKEMUH,
MPEANOYTUTENILHO, UCTIOIB3YIOTCS AJISI JISUEHUsI OCIIO)KHEHUM 1uabera, TOCKOJIbKY OHU
MHTMOUPYIOT 0O0pa30BaHKWE KOHEUHBIX TPOAYKTOB MPY TMIEPTIMKEMUH, KOTOPOE
YCKOPSIETCS IPU YCTOMUMBOW TMIEPIIIMKEMHUY B TKAHSIX, U, TEM CAMBIM, CIIOCOOCTBYIOT
CHWKEHUIO CTETIEHU MTOBPEXKIECHHUS KIETOK.

ITpumepamu uHrHO6MTOPOB NpoTenHKUHA3bl C sBistorcst LY-333531, MmunocraypuH win
T.11. UHrubutops! npoternHkuHasbl C MpeanoYTUTENIBHO UCTIONB3YIOTCS IS JISYSHUS
OCJIO)KHEHUM 1uabeTa, MOCKOJIbKY OHU MHTMOMPYIOT aKTUBHOCTD MPOTEMHKUHA3bI C,
KOTOpas yCKOpSAET pa3BUTHE YCTONUMBOW FMIIEPIIIMKEMUU ITpU AUA0OeETe.

[Tpumepamy aHTarOHUCTOB PELENTOPA Y-AMUHOMACIISTHON KUCIOTHI SBJISFOTCS
TonMpamarT Ui T.IL.; IPUMEPAMU AHTAT OHUCTOB HATPUEBBIX KAHAJIOB SIBIISIIOTCS
TUIIPOXIIOPUI MEKCUIIETUHA, OKCKAapOa3eNyH WM T.11.; TPUMePaMi HHTMOUTOPOB daKkTopa
TpaHckpunuuu NF-KB sIBIISIIOTCSI AEKCIMIIOTAM WM T.I1.; IPUMEPAMU HHTUOUTOPOB
JIMIU-TIEPOKCUAA3BI SIBISIOTCS ME3WIAT TUPUIa3aia Uiy T.11.; IPUMEpaMU UHTHOUTOPOB
aurenTuaasbl N-aueTUIMpoOBaHHOR-0-KUCTOTHI ABIISIOTCS GPI-5693 i T.11.; M pumMepamMu
IIPOU3BOIHBIX KAPHUTHHA SIBJISIFOTCS KADHUTHUH, TUAPOXIIOPU JIEBALEKAPHUHA, XJIOPU]L
JIEBOKAPHUTHUHA, JJEBOKAPHUTUH, ST-261 WM T.11. DTU JIeKapCTBEHHbBIE CPE/ICTBA,
WHCYJIMHOMIOAOOHBIN pakTOp pocTa-I, TpomOouuTapHsbIil hakTop pocra, aHAJIOTH
TpoMboiuTapHoro akTopa pocra, SMuaepMalbHbIi (HakTOp pocTa, GakTop pocTa
HEPBHOW TKaHW, YPUIIUH, 5-TUIpOoKcU- 1-MeTurugantTon, EGB-761, Gumoxiomos,
cyJoaeKkcua U Y-128, mpeanouTuTenbHO, UCIONIb3YIOTCS JIS JIEUEHUS] OCTIOKHEHUI TruadeTa.

[Tpumepamu aHTUAMAPEHHBIX CPEACTB UIIM KATAPTUUECKUX CPELICTB SIBIISIOTCS
MOJIMKapOOGUIT-KaJIbIIUI, TAHHAT aTbOyMUHA, CYyOHUTPAT BUCMYTA WM T.II. DTH
JIEKAPCTBEHHBIE CPEICTBA, IPEATIOYTUTEIBHO, UCTIONIB3YIOTCS IS JICUEHUS TUAPEU, 3aII0POB
WK APYTUX 3a00J1€BaHUSI, COMTPOBOXKIAIONIUX AUA0ET WK T.I1.

[Tpumepamu UHTUOUTOPOB THAPOKCUMETUIITITY TAPUIT-KODEPMEHT-A-pPeTyKTa3bI
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ABIISIIOTCS HATPUI-LIEpUBACTATUH, HATPUI-IIPABACTATHH, JTOBACTATUH, CUMBACTATHH,
HaTpHii-hIyBacTaTUH, TUAPAT aTopBacTaTHH-Kaabius, SC-45355, SQ-33600, CP-83101, BB-
476, 1.-669262, S-2468, DMP-565, U-20685, BAY-x-2678, BAY-10-2987,
KaJIbLUH-TTUTABACTATUH, KAJIbIUNA-PO3yBACTATUH, KOJIECTOJIOH, JAJIBACTATHUH, allMTEMAT,
MEBACTaTHH, KpuiiBacTaTuH, BMS-180431, BMY-21950, rimenBacratud, kapBactatuH, BMY -
22089, bepBacTtaTuH WM T.11. MHruOUTOpBI

TUIPOKCUMETUIITTY TApUII-KOPepMEHT-A-peayKTasbl, IPEANOUYTUTEILHO, UCTIOIB3YIOTCS JIJIs
JICUEHHUS] TUIIEPIIUITMAEMUHY, TUTIEPXO0JIECTEPUHEMUH, TUTIEPTPUTTTMLEPUIEMUU, HAPYILIEHUS
JIMIUIHOTO MEeTa0oIM3Ma UM aTEPOCKIIepo3a, U, OoJiee MPearnoYTUTEIbHO, AJIS JICUSHUS
TUMEPIIMITUACMUY, TUTIEPXOJIECTEPUHEMUU WITU ATEPOCKIIEPO3a, TOCKOJIbKY UHTUOUPOBAHUE
TUIPOKCUMETUIITTY TApUII-KOPEepPMEHT-A-peayKTa3bl IPUBOAUT K CHUKEHUIO YPOBHS
XOJIECTepUHA B KPOBHU.

[Tpumepamu mpou3BOIHBIX GUOPUHOBOM KUCIIOTHI SIBIISIIOTCS Oe3adubdbpat, Oexioopar,
onanduopaT, nunpodudpar, KIMHOGUOpaT, KI1opudpaT, KIToGudpaT aTIOMUHUS,
Kk1ohubpruHOBas KMCI0Ta, 3Topudpar, penodudpar, rempudpo3us, HuKohuodpar,
nupudubdpat, pouupuodpat, cumpuopar, reopudpar, AHL-157 wnu 1.11. [TpousBoHbIe
(GUOPUHOBOM KUCITOTHI MPEANOYTUTEIHLHO, UCTIONB3YIOTCS IS JICUSHUSI TUTIEPUHCYIMHEMMUH,
TUMEPIIMITUACMUY, TUTIEPXOJIECTEPUHEMUU, TUTIEPTPUTITULIEPUIEMHUH, HAPYIICHUS JTUITUIHOTO
MeTabos3Ma WK aTepocKiieposa, U, 0osee MpeArnoYTUTEeNIbHO, IS JIeUeHUs
TUIEPIIMITMAEMHUY, TUIIEPXOJIECTEPUHEMUU UIIM ATEPOCKIIEPO3a, TOCKOJIbKY aKTUBALMS
JIMIONPOTEUH-JIMIA3bI B IEYEHHU U YCUIIEHUE OKUCIIEHUS KUPHBIX KUCIOT IPUBOJIUT K
CHW)XEHUIO YPOBHS TPUTIIUIEPUIOB B KPOBU.

[Tpumepamu aroHuCTOB [33-aL[peHopeuenTopa aBisitoTcs BRL-28410, SR-58611A, ICI-

198157, ZD-2079, BMS-194449, BRL-37344, CP-331679, CP-114271, L-750355, BMS-187413,
SR-59062A, BMS-210285, LY-377604, SWR-0342S A, AZ-40140, SB-226552, D-7114, BRL-
35135, FR-149175, BRL-26830A, CL-316243, AJ-9677, GW-427353, N-5984, GW-2696,
YM178 vnu T.11. ATOHHUCTBI ﬁS-anpeHopeueHTopa OPEANTOYTUTEIILHO, UCTIOJIB3YIOTCA 1A

JICUEHUS] OKUPEHUS, TUTIEPUHCYJIMHEMUU, TUTIEPIIMITUAEMUHY, TUIIEPXOJIECTEPUHEMUM,
TUTNEPTPUTIIUIEPUIEMUN WM HAPYIICHUS JIMITUAHOTO MeTaboau3Ma, u, boee
MPEIINOYTUTENILHO, JJIS1 JICUEHUS OKUPEHUS WA TUIIEPUHCYIMHEMUH, TIOCKOJIbKY
CTUMYJISILWS (3,-aAPCHOPELUENTOPA B JKUPOBOM TKAHU U YCUJICHUE OKUCIICHHS KUPHBIX KUCIIOT

MIPUBOJUT K UHIYLMPOBAHUIO OTPEOIECHUS SIHEPTUH.

ITpumepamMu THTUOUTOPOB alUI-KoepMeHT-A-XotecTepoanuiTpanchepasbl
apisitorea NTE-122, MCC-147, PD-132301-2, DUP-129, U-73482, U-76807, RP-70676, P-
06139, CP-113818, RP-73163, FR-129169, FY-038, EAB-309, KY-455, LS-3115, FR-145237, T-
2591, J-104127, R-755, FCE-28654, YIC-C8-434, aBa3umu0, CI-976, RP-64477, F-1394,
snmanmmu0, CS-505, CL-283546, YM-17E, neuumuoun, 447C88, YM-750, E-5324,

KW-3033, HL-004, a¢prynymu6d v T.11. MTHruOUTOpHI
anuII-KkogepMeHT-A-xoecTeponanuiTpancdepasbl MPeATOYTUTEIIBHO, UCITOIb3YIOTCS IS
JICUEHUS] TUIIEPIIUITUAEMUU, TUTIEPXOJIECTEPUHEMUU, TUIIEPTPUTIIMLEPUIEMUN UITM HAPYILIEHUS
JMIUIHOTO MeTabonu3Ma, 1, 6oJiee MpearnoUYTUTENbHO, U1 JIEYEHUS] TUIIEPIUITUIEMUN WU
TUIEPXOJIECTEPUHEMUH, TTOCKOJIbKY UHTMOUPOBaHUE
au-kogepMeHT-A-xonectepoanuiaTpancdepasbl IPUBOIUT K CHUKEHUIO YPOBHS
XOJIECTepHHA B KPOBHU.

[Tpumepamu aroHUCTOB peLENTOpPa TUPEOUAHOT'O TOPMOHA SIBISIIOTCS
HATPUN-JIMOTUPOHUH, HATpUl-TeBOTUPpOKCUH, KB-2611 wiu T.11.; mpuMepaMu HHTUOUTOPOB
abcopOuuu XojecTepuHa sSBIsoTCs 33eTuMU0, SCH-48461 uiu T.11.; MpUMepaMu
UHTUOUTOPOB JIUIA3KI ABISIIOTCS opiauctat, ALT-962, AZM-131, RED-103004 vy T.11.;
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MpUMepaMi HHTHOMTOPOB KaPHUTHUHITATbMUTOUI-TPaHChepas3bl IBISIOTCS 3TOMOKCHUDP WIIH
T.I1.; IPUMEPAMU UHTMOMTOPOB CKBAJIEH-CUHTA3bI SIBJISAIOTCA SDZ-268-198, BMS-188494,
A-87049, RPR-101821, ZD-9720, RPR-107393, ER-27856 unu T.11.; IpUMepaMu IPOU3BOTHBIX
HUKOTUHOBOU KUCIOTHI SIBJISIIOTCS HUKOTUHOBAS KUCIOTAa, HUKOTUHAMMUI, HUKOMOJI,
HULIEPUTPOJI, ALUITMMOKC, HUKOPAHIWI WM T.I1.; MPUMEPaMU CEKBECTPAHTOB KEITYHOMU
KHUCJIOTHI SIBIISIFOTCS KOJIECTUPAMUH, KOJIECTUIIAH, TUAPOXIopuA KojieceBenama, GT-102-279
WM T.I1.; TpUMEpaMU HHTUOUTOPOB KO-TpaHCIIOpTEpa HATPHUS/SKEITYHOM KUCITOTHI
aBisitoTea 264W94, S-8921, SD-5613 wiu T.11.; M mpUMepaMu UHTMOMTOPOB MepeHoca Oenka
cnoxkHoro 3¢dupa xonecrepuna sisitorcst PNU-107368E, SC-795, JTT-705, CP-529414 wnu
T.I1. DTH JICKAPCTBEHHBIE CPEJICTBA, ITPOOKOJI, MHTHOMTOPBI MUKPOCOMAILHOTO TIEpeHOCa
OeITKa TPUTJIMIEPUI0B, MHTUOUTOPHI IMITOCKUTEHA3Bl U CTUMYIISITOPHI pelienTopa
JIMITONIPOTEMHA HU3KOW MIIOTHOCTH, MPEANOUYTUTEIBHO, UCTIONIB3YIOTCS 15 JICUEHUS
TUTIEPIIMITUAEMUN, TUTIEPXOJIECTEPUHEMUM, TUTIEPTPUTTIULIEPUIEMUN UITK HAPYIIICHHUS
JMITMIHOI O MeTadoau3Ma.

[Tpumepamu cpecTB A1 TOJABJICHUS alllIETUTA SIBIISIFOTCS HHTHUOUTOPBI IMMOTJIOIICHUS
MOHOAMHHA, UHTUOUTOPHI TOTJIOIIEHUS CEPOTOHUHA, CTUMYJISITOPBI BEICBOOOKICHUS
CEPOTOHHHA, aTOHUCTHI CEPOTOHUHA (B YACTHOCTH, SHT2 C-aFOHI/ICTBI), UHTHOUTOPBI

IIOTJIOICHHUA HOPpaApCHAJIMHA, CTUMYJISITOPbI BBICBO60)KI[CHI/I$I HOpaApCHAJIMHA, ATOHUCTBI A
l-aﬂpeHopeuenTopa, AI'OHUCTBI [Sz-aﬂpeHopeuenTopa, AI'OHUCTHI AO0IMaMUHA, aHTAIr OHUCTHI

peLenTtopa KAaHHAOMHOU/IA, AHTATOHUCTHI PELENTOPA Y-AMUHOMACIISIHONW KUCIOTHI,
aHtaroHucTs! H,-rucramuna, L-rucTuins, JeNTHH, aHAIOTH JICNITUHA, ATOHUCTBI PELeNTOpa

JIENITUHA, arOHUCTHI PELENTOPa METAHOKOPTUHA (B YACTHOCTH, aroHUCTbl MC3-R, aroHUCTBI
MC4-R), o-MenaHOUUT-CTUMYIUPYIOLIUI TOPMOH, TPAHCKPUIIT, PETYIMPYEMBbIl KOKAUHOM U
aMm$eTaMUHOM, OJIOK aKaXy (MaxaroHWM), arOHUCTHI IHTEPOCTATUHA, KAJIbLIIUTOHUH,
TIETNTU/I, CBSI3aHHBIN ¢ TEHOM KaJIbLUTOHUHA, OOMOE3UH, AT OHUCTHI XOJICUCTOKMHUHA (B
yacTHOCTH, arOHUCTBI CCK-A), KOPTUKOTPONHMH-BBICBOOOKIAIOIINI TOPMOH, aHAJIOT
KOPTUKOTPOIHUH-BBICBOOOKIAIOUIETO TOPMOHA, YPOKOPTUH, COMATOTPOIIMH, AHAJIOTH
COMATOCTATHMHA, ATOHUCTBI PELENTOPA COMATOCTATUHA, MIENTU, AKTUBUPYIOIIUIA
aJICHUIAT-IUKIIa3y TUITO(H3a, HEMPOTPOITHBIN (PaKTOP TOJIOBHOI'O MO3Ta, IUJIUAPHBIM
HEHPOTPONHBIN (PAaKTOP, TAPOTPOITMH-BBICBOOOXKTAIOIINN TOPMOH, HEMPOTEH3UH, CayBarvH,
AHTATOHUCTHI HEHpoIenTUaa Y, aHTAarOHUCTBI OITMOUIHBIX ITENTUAOB, AHTATOHUCTBI
rajlaHMHa, aHTAarOHUCThI MEJTAHUH-KOHLUEHTPUPYIOIIErO0 TOPMOHA, UHTUOUTOPBI OenKa
aryTy U aHTarOHUCTHI pelenTopa opekcuHa. KoOHKpeTHbIMU TpUMEpaMU HHTUOUTOPOB
MOTJIOIIEHHUSI MOHOAMMHA SIBIISIFOTCS Ma3WHAO0J WM T.11.; IPUMEPAMU UHTUOUTOPOB
TTOTJIOIICHMS CEPOTOHUHA SBJISIOTCS TUAPOXIIOpUI Mekchendmypamuna, perdiypamus,
TUIIPOXIIOPUI CUOYTpaMHHa, MajieaT (pIyBOKCAMUHA, TUAPOXJIOPU/L CEpTPATIMHA WU T.11.;
MpUMepaMU arOHUCTOB CEPOTOHUHA SIBIISIFOTCS UHOTPUIITAH, (+)-HOpheHDITypaMUH WU T.I1.;
IIpYMepaMi UHTMOMTOPOB MOTJIOIIEHHSI HOpaJApeHaauHa aBisitoTca OynponuoH, GW-320659
WU T.I1.; IPUMEPAMU CTUMYIIATOPOB BBICBOOOXKAEHUSI HOpaApEHAINHA SBIISIIOTCS
pomunpaM, YM-992 uiu T.11.; IpUMepaMu arOHUCTOB Bz—aﬂpeHopeuenTopa SABJISIFOTCS

aMmdeTaMuH, AeKcTpoaMdeTaMuH, (heHTepMuH, OeH3(heTaMuH, MeTaMdeTaMuH,
dbenauMeTpasuH, eHMeTpasuH, TUITHIITPOITHOH, (PEeHUIITTPOITAaHOJAMHH, KIIOOEH30PEKC WITH
T.1.; IPUMEPAMHU ATOHUCTOB AonaMuHa siBjsitoTcst ER-230, monpekcuH, Me3unat
OPOMKPUNTHHA WU T.I1.; TPUMEPAMH AHTATOHUCTOB pelenTopa KAaHHAOWHOUIA SIBIISIFOTCS
PUMOHA0AHT WU T.I1.; IPUMEPAMHU AaHTAT OHUCTOB PELETITOPA Y-AMUHOMACIISIHON KUCTIOTBI
SIBIISIFOTCSL TONMPaMaT WK T.IL; IPAUMEpaMu aHTaroHucros H,-rucramuna siisirorest GT-

2394 vy T.1.; IpUMEPAMU JIETITUHA, AaHAJIOTOB JIENTUHA WM ATOHUCTOB pELenTopa JIENTHHA
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saistorcs LY-355101 vy T.11.; npuMepamMu XOJIeIUCTOKMHMHA (B YaCTHOCTH, aTOHUCTOB
CCK-A) ssiusitorest SK-146131, SSR-125180, BP-3.200, A-71623, FPL-15849, GI-248573, GW-
7178, GI-181771, GW-7854, A-71378 vnu T.11, U TpUMEpaMu AaHTATOHUCTOB Herporientuaa Y
aBIrstoTcs SR-120819-A, PD-160170, NGD-95-1, BIBP-3226, 1229-U-91, CGP-71683, BIBO-
3304, CP-671906-01, J-115814 vnu 1.11. CpeacTBa [Jisl TOaBJICHUS allleTUTa,
MPEIIOYTUTEIIFHO, UCTIOIB3YIOTCS IS JISUCHUST quadeTa, HapyIIeHOM TOJIEPAaHTHOCTH K
IJII0OKO3€, OCTIOKHEHMI Tuabera, 0)KUPEHMS, TUIIEPUHCYIMHEMUH, TUIICPIIUITHIEMUH,
TUTIEPXO0JIECTEPUHEMUH, TUTIEPTPUTITULIEPUTIEMUH, HAPYIIIEHUS JTUITMIHOTO MeTabom3Ma,
aTepPOCKJIEPO3a, TUIEPTEH3MH, 3aCTOMHON CEpACYHON HEIOCTATOYHOCTH, OTEKOB,
TUIIEPYPUKEMHU WK TIOAATPBI, U, O0JIee MPEATOUYTUTEIIBHO, IS JICUSHUS OKUPEHMS,
MMOCKOJIbKY 3TH CPEJICTBA CTUMYJIMPYIOT WJIM HUHTHOUPYIOT aKTUBHOCTH UHTpalriepeOpaIbHBIX
MOHOAMHUHOB WJIM OMOJIOTHYECKH aKTUBHBIX TIENITUIOB B IICHTPAJILHOM HEPBHOM CUCTEME,
OTBETCTBEHHOW 3a PEryJISILUIO alllleTUTa U MOJaBJICHUE allleTUTa, YTO MPUBOJIUT K
CHWKEHUIO TTOTPEOJICHUS SHEPTUU.

ITpumepamMy HHTUOUTOPOB AHTMOTEH3UH-KOHBEPTUPYIOIIETO (hepMEHTA SIBJISTFOTCS
KanToIpuJl, MaJieaT dHAJIalpuIia, ajJalenpui, THAPOXIOPUI AeTanpuia, PAMUIIPUII,
JIM3UHOTIPUJI, THIPOXIOPUA MIMUAAIIPHIIA, THIAPOXIOPU OCHA3eIpria, MOHOTUAPAT
HepoHanpuia, HuiIa3anpui, HaTpui-GO3UHOTIPUII, IEPUHIAOIIPUIT, SPOYMUH,
KaJIbIIUA-MOBEITUITPHIT, TUAPOXJIOPUI XUHATIPUJIA, TUAPOXIOPUT CITUpaANpuIIa,
THIPOXJIOPUI] TEMOKAIIPUIIA, TPAHIOIATIPHUII, KaIbIHUI-30(DeHOTIPHIT, TUIPOXIIOPHU]T
MOJKCHUITPUJIA, PEHTUAITPUIT UK T.11. MHrMOUTOPBI aHTMOTEH3UH-KOHBEPTUPYIOIINX
(hepMEHTOB, MPEAMOYTUTEIHLHO, UCIIOIB3YIOTCS IS JICUCHMS OCIIOKHEHUI TradeTa uin
TUIIEPTEH3MUU.

ITpumepamMy HHTUOMTOPOB HEUTPATBLHOM SHAONENTUIA3HI SIBISIOTCS oMarnaTpuiaaT, MDL-
100240, ¢pazumnorpui, cammatpunat, GW-660511X, mukcanmnpui, SA-7060, E-4030, SLV-306,
9KaIOTPWI WK T.11. MUHrMOUTOPBI HEUTPpaIbHOM SHIONENTHU A3l IPEATTOUTUTEIHHO
WCIOJIB3YIOTCS IS JIEUEHUsI OCIIOKHEHUM quadeTa WM TMIIepTeH3UH.

IIpumepamu aHTAarOHUCTOB peuenTopa aHruoteHsuna Il saBisrorcs
KaHJecapTaH-UIEKCETUIT, KaH1ecapTaH-IUIEKCETUT/TUAPOXTIOPTHA3UI, KAJIUH-T103apTaH,
M3WJIAT 3ITpocapTaHa, BajcapTaH, TelIMucapTaH, upoecapran, EXP-3174, L-158809, EXP-
3312, onmecaptaH, Tazocaptat, KT-3-671, GA-0113, RU-64276, EMD-90423, BR-9701 wiu
T.I1. AHTAarOHUCTHI pelienTopa aHTMOoTeH3UHA Il MPeAnoYTUTEILHO UCTIONB3YIOTCS IS
JICYEHUST OCIIOKHEHHUHN TMa0eTa Ui TUIIePTEH3UH.

ITpuMmepaMu HHTUOUTOPOB IHIOTEITMH-KOHBEpTUPYIomero ¢pepmeHTa sBistoTcss CGS-
31447, CGS-35066, SM-19712 v T.11.; TpUMepaMu aHTArOHUCTOB PELENTOpPa SHAOTEIIMHA
sapirsroTcs L-749805, TBC-3214, BMS-182874, BQ-610, TA-0201, SB-215355, PD-180988,
HaTpui-cutakceHTaH, BMS-193884, napycentan, TBC-3711, 603eHTaH,

HaTpuil-Te30ceHTaH, J-104132, YM-598, S-0139, SB-234551, RPR-118031A, ATZ-1993, RO-
61-1790, ABT-546, sunazentan, BMS-207940 umu T.11. DTH JIeKapCTBEHHBIE CPEJICTBA
MPEIOUYTUTENIFHO UCTIOBb3YIOTCS JIs JICUEHUsT OCTIOKHEHUI uadeTa WM TUIIePTEH3UH, U,
0oJiee MPeAMOYTUTENBHO, IS JICUCHUS TUIIEPTECH3UH.

ITpumepamu IUYPETUKOB SIBISIOTCS XJIOPTAIMAOH, METOJIA30H, HUKIOIIEHTHUA3U/I,
TPUXJIOPMETHA3UT, THAPOXIOPTHAUI, TUAPODIyMEeTHA3U I, OCH3WITHIPOXIOPTHABHUI,
TeH(ITy TU3U]T, MeTUKJIOTHA3W, UHIaTIaMH/I, TPUIIAMHKI, Mepy3UI, a303eMHU]I, STAKPUHOBAS
KHCJIOTa, TOpa3eMu/I, MUpeTaHuI, Gypo3eMua, OyMeTaHH, METUKPAH, KAHPEHOAT KaJIus,
CIIMPOHOJIAKTOH, TPUAMTEPeH, aMUHO(PHUIIIIUH, TUAPOXJIOpU ukiieTanuHa, LLU-ao, PNU-
80873A, uzocopouna, D-manaut, D-copbur, ppykTo3a, IIUIEPHH, alleTa30IaMU/I,
MeTtaszojiamul, FR-179544, OPC-31260, nukcuBanTaH, TMAPOXJIOPU] KOHUBAIITAHA WU T.1I.
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JnypeTndeckue JIeKapCTBEHHbBIE CPEACTBA, IPEAIIOUYTUTEIIBHO, UCTIOIB3YOTCS IS JICYEHUS
OCJIO)KHEHUM 1uabeTa, TMIepTeH3Ur, 3aCTOMHOM CepACUHON HETOCTATOYHOCTH WJIU OTEKOB,
u, O6oJiee MPearnoOYTUTEIHLHO, AJIsI JIEYSHUSI TUTIEPTEH3UH, 3aCTOMHOM CepeUHOM
HEJOCTATOYHOCTHU WJIM OTEKOB, MMOCKOJIBKY 3TH CPEJICTBA CIIOCOOCTBYIOT YCUIICHUIO
MOUYEBBIIETICHUS, UTO IPUBOIUT K CHUKEHUIO KPOBSIHOTO JABJIEHUS WU K YMEHBILIEHUIO
OTEKOB.

[Tpumepamu aHTAarOHUCTOB KAJIbLUS SBJISIIOTCS APAHUIUITUH, TUAPOXIIOPUT
3G OHUIMITUHA, TUAPOXJIOPUT HUKAPAUIIUHA, TUAPOXJIOPUT OAPHUIUITUHA, TUIPOXIOPUL
OCHUIUIIMHA, TUAPOXJIOPUL MAHUIUIIMHA, KIIMHUIUIIUH, HU30JIIUIIUH, HUTPEH/IUIIVH,
HUGDEAUITUH, HUIBAIUIMH, (QETOUITUH, 6e3UIaT aMUJIOIUIIMHA, TPAHUAUIIMH, TUIPOXJIOPULT
JIEpKaHUUIHWHA, UICPATUIIMH, 3JITOUIIMH, A3ETHUIUIINH, JTALUUIUIUH, TUAPOXIIOPUI
BaTAHUOUIIUHA, JIEMUJIIUIIUH, TUAPOXIIOPUI IAJITUA3EMA, MaJleaT KJIEHTHA3EeMa,
TUIPOXJIOPUT BeparnaMuia, S-BepanamMull, TUIAPOXJIopu Gasyauia, TUAPOXIOPUT
Oenpuauia, THAPOXIOPU FAIIONaMUIa WK T.I1.; IPUMEPaAMU aHTUTUITEPTEH3UBHBIX
COCYIOPACIIUPSIOILNX CPENCTB ABJIAIOTS UHAAIAMUI, TUAPOXIOPUA TOApAIa3uHa,
TUIPOXJIOPUI TUIpATIa3UHA, KaJpalia3uH, Oyapaaa3vH WiM T.11.; MpUMepamMu 6JI0KaTOpoOB
CUMITATUYECKOI' O CTBOJIA ABIIAIOTCS TUAPOXIOPU aMOCYJIIajoia, TUAPOXIOPU TEPA303UHA,
TUIPOXJIOPU OYHA303UHA, TUIPOXIJIOPU MPA303UHA, ME3WIAT JOKCA303UHA, TUAPOXIIOPUL
MPONPAHOJIO0JIA, ATEHOJIOJN, TAPTPAT METOIPOIOJIA, KAPBEAUIIOIN, HUIIPAIUIOI,
TUAPOXJIOPU LIETUITPOIIOIIA, HEOMBOIIOI, TUAPOXIOPU OeTaKCco0Ia, TMHAO0JIOI,
TUIPOXJIOPU]] TEPTATOIIONA, TUIPOXIIOpU OEBAHTOIIONA, MAJIeaT TUMOJIONA, TUAPOXIOPULT
KapTeooa, reMupymapaT OUCOMpPoIIoia, MaJIOHAT OOMUH/I0I0JIa, HUIPAAWION, CyJIbdaT
MeHOyTOoJI0J1a, TUAPOXIOPU aedyToI0Ia, TUAPOXIIOPUI TUIIM30J10J1a, HAJOJION, YpauIni,
WHIOPAMUH WM T.II.; IPUMEPAMU AHTUTUIIEPTEH3UBHBIX CPEIACTB LEHTPAIILHOIO AEHCTBUS
SABJIAIOTCS PE3EPIIMH WM T.11., U TPUMEPAMU arOHUCTOB 0.,-aPEHOPELENITOPA SIBIISIOTCS

ruApoXJIopua kKinonuauHa, metuiaona, CHF-1035, anerat ryanabeH3a, THAPOXIOPU
ryaHpanuia, MOKCOHUANH, T0GEKCUANH, TUIPOXIOPU] TATUIIEKCOIA WU T.I1. DTH
JIEKAPCTBEHHbIE CPEACTBA MPEANOUYTUTEIbHO UCHOIb3YIOTCS 15 JICYEHUS] TUTIEPTEH3UH.

[TpumepamMu aHTUTPOMOOIUTAPHBIX CPEICTB SIBISIOTCS TUAPOXIOPUT TUKJIOTHUINHA,
JUIIAPUAAMOJT, LAII0CTA30J1, STUIMKO3ANEHTA, TUIPOXIOPU capIiorpenara,
JTUTUIPOXIIOPU] InIa3era, Tpanuaul, OeparnpocT-HaTpUii, aCIMPUH WK T.I. YKa3aHHbIE
AHTUTPOMOOLUTAPHBIE CPEACTBA MPEATTOYTUTENBHO, UCITOIB3YIOTCS IS JICUEHHUs
aTEePOCKIIEPO3a UK 3ACTOMHON CEPAECUYHON HEAOCTATOUYHOCTH.

[TpumepamMu UHTUOUTOPOB CUHTE3a MOYEBOM KUCIIOTHI SBJISIIOTCS AJJIOMYPUHOJL,
OKCHUITYPUHOJI WU T.II.; IPUMEPAMHU CPENICTB, CITIOCOOCTBYIOILIMX BBIBEICHUIO MOYEBOMA
KHUCJIOTBI, SIBJISIIOTCS O€H30pOMapoH, MPOOEHEU T WIH T.I1., U IPUMEPAMU CPEACTB IS
3alie/lauuBaHUsl MOYM SIBJISIOTCS OMKapOOHAT HATPUS, UMTPAT KaJUsl, UTPAT HATPUS WK
T.I1. DTU JIEKAPCTBEHHBIE CPEACTBA MPEAIIOYTUTENIBHO UCIIONb3YIOTCS AJIsl JIEUEHUS
TUIIEPYPUKEMUMN UK TTOAATPHI.

B cnyuae ncnonp30BaHus KOMOMHALMM C JIEKAPCTBEHHBIMU CPEICTBAMH, HE
SIBISTIOIIMMUCS mHrHouTopamu SGLT 1, Hanmpumep, 11 JieueHus quabera,
MPEANOYTUTENbHOM SIBISIETCS KOMOUHAIMS, TIO KpaliHel Mepe, ¢ OTHUM KOMIIOHEHTOM,
BBIOPAHHBIM U3 IPYIIIbI, COCTOSIIEN U3 YCUIIUTENS YyBCTBUTEIbHOCTU K UHCYJIMHY,
MHTHOUTOpa abCcopOLMK TITIOKO3bI, OUTyaHU1a, CTUMYJISITOPA CEKPelUr MHCYJIMHA,
UHTHOUTOpOB SGLT2, MHCYJIMHA WM €ro aHaJlora, aHTarOHUCTA pelenTopa TIII0KaroHa,
CTUMYJIATOPA KMHA3bl MHCYJIMHOBOT'O PELENTOpPa, MHTMOUTOpA TpUulenTuauInenTuaassl 11,
UHTUOUTOpA AUTEN TUAMIIENTUAA3 [V, MHrubuTopa npoTenH-Tupo3uH-docdartassl 1B,
UHTUOUTOPA TIIMKOTeH-Ppochopuiiasbl, THTUOUTOPA TIIOK030-6-(hochaTasbl, UHTUOUTOPA
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bpykTo30-6UdochaTasbl, FHTUOMTOPA TUPYBAT-ACTUIPOTCHA3BI, HHTHOUTOpA
[JIIOKOHEOT'€He3a B MeueHu, D-XupouMHO3uTa, MHTMOUTOpA KMHA3bI-3 TIIMKOTI€H-CUHTA3BI,
[JIIOKAroH-MOI0HOTO MeNnTUaa- 1, aHajgora rII0KaroH-nmojI00HOro nentuaa-1, aronucra
[JIIOKAroH-MOI00HOT O MenTuaa- 1, aMuiMHa, aHaJora aMuJIMHA, aTOHUCTA aMUJIMHA U
CpeJICTBA JIs IMOJIaBJICHMUS ATlleTUTa; OoJiee MPEANOYTUTEILHOMN SBISIETCS KOMOUHALMS, TIO
KpaliHeil Mepe, ¢ OJHUM KOMITIOHEHTOM, BBIOPAHHBIM U3 TPYIMIIbI, COCTOSIIEH U3 YCUTTUTENS
YYBCTBUTEJIbHOCTH K UHCYJIMHY, OUT'YaHU[IA, CTUMYJISTOPA CEKPEUUU UHCYIMHA,
UHTHOUTOpOB SGLT2, MHCYJIMHA WM €ro aHaJlora, aHTAarOHUCTA pelenTopa TIII0KaroHa,
CTUMYJIATOPA KMHA3BI MHCYJIMHOBOT'O PELENTOpPa, MHTUOUTOpA TpUulenTuawInenTuaassr 11,
UHTUOUTOpA AUMEN TUAMINEeNTUAA3b! [V, MHTMOUTOpa mpoTeuH-TUpO3uH-(pocdaTaser 1B,
UHTUOUTOPA TIIMKOTeH-Pochopuiiasbl, THTUOUTOPA TITIOK030-6-(hochaTasbl, MHTUOUTOPA
bpyxTo30-6udocharaspl, ~HTUOUTOPA MTUPYBAT-AETUIPOTEHA3BI, UHTUOUTOpA
[JIIOKOHEOTeHe3a B MeueHu, D-XuporMHOo3uTa, MHTMOUTOpA KUHA3BI-3 TJIMKOT€H-CUHTA3HI,
[JIIOKaroH-1moI00HOro nenTuaa-1, anajgora rioKaroH-nogo0OHOro nenTuaa-1, aroHuera
[JIIOKAroH-MOI00HOT O MenTuaa- 1, aMuiIMHa, aHaJIora aMUJIMHA U arOHUCTA aMUJIMHA; U
HauboJiee MPeaNnOYTUTEILHOM SIBISIETCS KOMOUHALMS, 10 KpaliHel Mepe, C OJTHUM
KOMITOHEHTOM, BBIOPAHHBIM U3 TPYIIIbI, COCTOSIIEH U3 YCUIIUTEISI YyBCTBUTEIBHOCTH K
UHCYJIMHY, OUT'yaHUIa, CTUMYJIATOpA CeKpeUuu MHCYIMHA, MHrubutopa SGLT2 u uHcynMHa
WIIA €r0 aHaJIora. AHAJIOTMUHBIM 00pa30oM, [T JIEYSHUsI OCTIOKHEeHUI AuadeTa,
MPEINOUYTUTEILHON SIBISETCS KOMOUHALMS, IO KpalHel Mepe, C OJTHUM KOMITOHEHTOM,
BBIOPAHHBIM U3 IPYIIIbI, COCTOSIIEN U3 YCUIIUTENS! YyBCTBUTEIbHOCTH K UHCYJIMHY,
UHTUOUTOpA a0COPOIMY TIIFOKO3bI, OUTyaHUAa, CTUMYJISITOPA CEKPElMK UHCYJIMHA,
uHruouropa SGLT2, MHCYJIMHA WK €r0o aHaJjlora, aHTarOHKMCTA pelenTopa IIIFoKaroHa,
CTUMYJIATOPA KMHA3bl MHCYJIMHOBOT'O PELENTOpPA, MHTUOUTOpA TpUulenTuawInenTuaassl 11,
UHTUOUTOpA AUTEN TUAMIIENTUAA3! [V, HHruouTopa npoTenH-Tupo3uH-docdartassr 1B,
UHTUOWTOPA TIIMKOTeH(POChOPHIIa3bl, MHTUOUTOpPA TTI0K030-6-pochaTasbl, MHTUOUTOPA
dbpykTO300MdpOoCchaTazpl, HHTMOUTOPA MUPYBATACTUAPOTEHA3Bl, HHTUOUTOPA
[JIIOKOHEOT'€He3a B MeueHu, D-XuponMHo3uTa, MHTMOUTOpa KMHA3bI-3 TIIMKOT€H-CUHTA3BI,
[JIIOKAroH-MoI00HOr o MenTuaa-1, anajaora riIloKaroH-nmogo0HOro nenTuaa-1, aroHucra
[JIIOKaroH-1Mo1I00HOro nenTuaa- 1, aMuimHa, aHajaora aMuiIMHa, arOHUCTa aMUJIMHA,
MHTUOUTOpA allbJ030PEIyKTa3bl, HHTMOUTOPA 0Opa30BaHUS KOHEUHBIX MTPOJAYKTOB IPH
3HAYUTENIbHON TMITEPIIIMKEMUM, UHTMOUTOpA TPOTEMHKUHA3bl C, aHTAarOHUCTA pelenTopa
Y-aMUHOMACIISTHOM KUCIIOTHI, aHTATOHUCTA HATPUEBBIX KaHAJIOB, MHTHOUTOpPA (hakTOpa
TpaHckpunuuu NF-kB, HHTMOUTOpa TMIMANIEPOKCUIA3bl, HHTUOUTOPA JUIENTUAA3B
N-aueTuaMpoBaHHOR-0-KMUCIOThI, HHCYJTMHOTIOI00HOTO hakTOopa pocTa-I,
TpoMOouuTapHOTro (paKTOpa POCTA, AHAJIOTAa TPOMOONUTAPHOTO haKTOpa PocTa,
MUIEPMATIBLHOTO (paKTOpa pocTa, (hakTopa pocTa HEPBHOM TKAHH, TPOU3BOTHOTO
KapHUTHUHA, YPUJIUHA, S-TUAPOKCU- | -MeTunruganTouna, EGB-761, bumokiomorna,
cynonekcuna, Y-128, ~HruouTopa aHTMOTEH3UH-KOHBEPTUPYIOLIETO (pepMeHTa, MHTUOUTOpA
HEUTpaJIbHOM 3HIONENTUAA3bl, AHTATOHKUCTA pelenTopa auruorensuHa I, unruouropa
SHIOTEIMH-KOHBEPTUPYIOUIETO (PepMEHTA, AaHTATOHUCTA PELENTOpa YHAOTEIMHA U
TIMypETUKA, U, 60oJiee MPeaNnOUTUTEIbHOM SBIISIETCS KOMOUHALMS, 10 KpaliHel Mepe, C OJTHUM
KOMIIOHEHTOM, BIOPAHHBIM W3 IPYMIIbI, COCTOSIIEH U3 MHTMOUTOPA allb/1030-PEAYKTAa3bI,
MHTUOUTOPA AHTUOTEH3UH-KOHBEPTUPYIOIIETO (pepMEHTa, MHTMOUTOPA HEUTpaTbHOM
SHJONENTUAA3bl U AaHTATOHUCTA penenTopa anruorensuna Il. Kpome toro, n1s neueHus
O0XKUPEHUS, TPEANOYTUTEIbHOM SIBIISIETCS KOMOWHAIMS, 110 KpalHel Mepe, ¢ OJHUM
KOMITOHEHTOM, BBIOPAHHBIM U3 TPYIIIbI, COCTOSIIEH U3 YCUIIUTEISI UyBCTBUTEIBHOCTH K
UHCYJIMHY, UHTUOUTOpa a6copOLMM TTI0KO3bI, OUT'YaHHU 1A, CTUMYJIATOPA CEKPELUU
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WHCyNMHA, UHTMOuTOpa SGLT2, MHCYIMHA UJIK €r0 aHaJIora, aHTAarOHUCTA peLenTopa
[JIFOKATOHA, CTUMYJISITOpa KMHA3bl MHCYJIMHOBOTO pelenTopa, MHruouTopa
TPUNENITUAWITIENTHIA3bI [, MHrUOUTOpa MUIen TN THAa3b! [V, nHruouTopa
MpOTeUHTUPO3UH-(pochaTassl 1B, uHrHOMTOpa riMKoreH-hochopuiIaszbl, MHTUOUTOPA
IIII0K030-6-(hocdaTtassl, uHrHOUTOPa PpyKTO30-0MoCchaTasbl, HHTUOUTOPA
MMPYyBAT-AETUIPOreHa3bl, UHTMOUTOPA TIIFOKOHEOTeHe3a B MeYeHU, D-XUpOUHO3UTA,
UHTUOUTOpPA KMHA3BI-3 TIIMKOTEH-CUHTA3bI, TJIIOKArOH-TIOA00HOr0 enTuaa- 1, anamora
[JIFOKATOH-TIOJJOOHOTO TMeNnTHAa- 1, arOHUCTA TIIIOKATOH-TTOA00OHOT0 TienTuaa- 1, aMuiImHa,
aHaJIora aMHUIIMHA, aTOHUCTA AMHUIIMHA, aTOHKCTA [3,-aAPCHOPELEIITOPA U CPEACTBA IS

MOJIABJIEHUSI ATIIIETUTA, U, O0JIee MPEANIOYTUTENBHOM SIBIsIETCS KOMOMHALKMSA, IO KpalHe
Mepe, C OTHUM KOMIIOHEHTOM, BEIOPAHHBIM U3 T'PYIIITbI, COCTOsIIIEN U3 MHruoutopa SGLT2,
aroHucTa ﬁ3-a)1peHopeueHTopa Y CPEACTBA ISl ITOIABIICHUS AIIIETUTA.

ITpu npumeHeHun papmaneBTUIECKUX KOMITO3UIMI HACTOSIIETO U300pETeHUs IS
MPAKTUYECKOTO JICYEHUS UCIIOJIB3YIOTCS pa3IMUHbIE JO3UPOBAHHBIE (POPMBI B 3aBUCUMOCTH
OT LIENK UX MpUMeHeHus. [IpuMepamMu Takux JO3UPOBAHHBIX (POPM SIBIISIFOTCS ITOPOIIKH,
CpaHyJIbl, MEJIKUE IPAHYJIbl, CyXU€ CUPOIIbl, TAOIETKH, KATICYJIbl, UHBEKLWH, PACTBOPHI,
Ma3sH, CyHIIO3UTOPUH, IPUITAPKU U T.II., KOTOPbIE BBOIIT NEPOPAIBHO UIIM ITAPEHTEPAIBHO.
dapMaleBTUIECKUMU KOMITO3ULUSIMU HACTOSIIETO U300PETEHUS TAKKE SIBISIOTCS
KOMITO3ULUY MTPOJIOHTMPOBAHHOI'O BHICBOOOKAEHMUS, BKIIIOUAsl MyKOAQAr€3UBHbIE
KOMITO3MIMH ISl BBEACHUS YEPE3 KEIIyJOUHO-KUILIEUYHbIA TPAKT (CM., HAIIPUMED,
nyonukamu MexayHapoaHbix 3aaBok Ne W099/10010, W0O99/26606 1 myOGnukanuio 3asBKU
Ha maTeHT Anonum Ne 2001-2567).

VYkazaHHble papManeBTUIECKHUE KOMITOZUIIMK MOTYT OBITh MOJTYYEHBI TyTEM CMEIIMBAHMUS
C COOTBETCTBYIOIIUMU (papMaleBTUUECKUMU JOOABKAaMU, TMOO MyTeM pa30aBIeHUS
yKa3aHHBIMU T100aBKaMU UM PACTBOPEHUS C YKa3aHHBIMU J0OABKaMU, TAKUX KaK
9KCUMIUEHTHI; AE3UHTEr PUPYIOILIME AT€HTHI; CBS3YIOILME Ar€HThI; JIyOPUKAHTHI;
pazbaBuTenu; OyQepbl; areHThl, TPUIAIOIIE H30TOHUUYHOCTD; AHTUCETITUKH; YBIIXKHUTEIIH;
SMYJIBIUPYIOLINE ar€HThI; IUCIEPTUPYIOIIME Aar€HThl; CTAOMIIN3ATOPHI; BEIIECTBA,
CIOCOOCTBYIOIINE PACTBOPEHUIO, U T.II., U COCTABJICHHE CMECHU B KOMITO3UIUIO
CTAaHIAPTHBIMU MeToAaMu. B ciiydae Ucmonb30BaHUs COEAMHEHUM HACTOSIIIEr0 U300 pETeHUS
B KOMOHWHAIIUY C JIGKAPCTBEHHBIMHU CPEJICTBAMHU, HE SBIISIOIUMHKCI UHTTHOMTOpamu SGLT,
OHU MOTYT OBITh MOJIYYEHBI IIyTEM MPUTOTOBJIEHUS KaXXA0TO AKTUBHOI'O UHT'PEIMEHTA B
CMECH JIPYT C IPYTrOM WM OTIEIBHO.

ITpu npumeHeHun papmaneBTUIECKUX KOMITO3UIUI HACTOSIIETO U300pETeHUs s
MPAKTUUECKOTO JICUEHUS 103y COSIMHEHUS] HACTOSIIIEr0 U300PETeHU S, TPEICTABICHHOTO
BbIIIIEyKa3aHHOM ob1eit popmyisl (I), ero ¢papmaneBTUUECKU TPUEMIIEMOM COJIU WU
MPOJIEKAPCTBA, UCTIOJIb3YEMBIX B KAUECTBE AKTUBHOI'O UHTPEIUEHTA, HA3HAYAIOT B
3aBUCUMOCTH OT BO3pacCTa, M0Jia, MACCHI, TSHKECTH CUMIITOMOB U (ha3bl JI€UEHUS KakKI0TO
OTJIETLHOTO MAMEHTa, ¥ 3Ta J103a Npuom3uTenbHO coctaBiseT oT 0,1 1o 1000 Mr B 1eHB
JUTSL B3POCTIOrO YeJI0OBeKa B CIydyae MepopajibHOTO BBEACHUS U MPUOIU3UTENIHHO B Mpeeiax
oT 0,01 7o 300 Mr B IeHB 1JIs1 B3pOCIIOTO YEIOBEKA B CIIy4ae MapeHTEPAIbHOTO BBEACHHUS,
MIpU 3TOM CYTOUHAS J03a MOXET ObITh COOTBETCTBYIOIIMM 0Opa30M BBeJeHA B BUE OJHOU
Pa30BoOl J03bI WM HECKOIBKUX APOOHBIX 103 B eHb. Kpome Toro, B cilydyae UCIIOIb30BAHUS
COEJIMHEHUI HACTOSIIEr0 U300peTeHUs] B KOMOWHAIIWY C JIeKapPCTBEHHBIMU CPEICTBAMHU, HE
SIBIISIIOIIIMMUCS MHTTHOUTOpaMu SGLT1, 1o3a coemMHEeHMI HACTOSIIIETO U300PETEHUS MOXKET
OBITH CHM)KEHA B 3aBUCUMOCTH OT JIO3bI JIEKAPCTBEHHBIX CPE/ICTB, HE SIBJISIOLIUXCS
uHruoburopamu SGLTI.

ITpumepsnl
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Hacrosiiee uzooperenue 6os1ee moapoOoHO MPOULTIOCTPUPOBAHO B CIIEIYIOIIMX
CpaBHutenbHbIX mpuMepax, [Tpumepax u [Ipumepax ucnbitanuit. OmMHAKO HACTOSIIIEE
U300peTeHre MU HE OTPAHUYUBACTCSI.

C[zaBHHTeHBHBIﬁ IIPUMEP 1

2-aMHHO-2-METUIANTPONUOHAMU/T
K pactBopy 2-6eH3umokcukapOOHUIAMUHO-2-METUIITPOTTMOHOBOM KUCIOTHI (1 T) B

N,N-mumetundopmamue (10 Mir) mobasisiu 1-ruapokcuden3orpuason (0,63 1),
rugpoxyiopun 1-3tui-3-(3-auMeTmiiaMuHonIponuin)kapooauumuaa (1,21 r), TpuaTUIIaMUH
(1,76 mu1) 1 28% BOJHOIO pacTBOpa aMMHaka (2 Mi1) U CMECh IIEPEMELLIUBAIINA ITPU
KOMHATHOH TeMIIEpaType B T€UEHUE HOUU. PeakKIMOHHYIO CMECh BBUJIMBAJIM B BOLY, U
MOJIYYEHHYIO CMECh 3KCTPArupoBaliv 3TUIaneTaToM. OpraHMuecKUil CII0M MOCIEeI0BATEIbHO
npombiBaiu 0,5 MOJIB/JT XJTOPUCTO-BOAOPOTHON KUCIOTHI, BOJIOU, 1 MOJIB/JT BOTHOTO
pacTBOpa rUAPOKCHUIA HATPUS, BOJIOW U HACBILIEHHBIM PACTBOPOM COJIM U CYIIWINA HAJ
0e3BOIHBIM CyiIb(aToM HaTpus. PacTBopUTeENh yaaIsSUIM TPH IOHWKEHHOM JTABJICHUM U
MoJTydaiy 2-0eH3UIOKCUKAapOOHMIAMUHO-2-MeTuinpornruoHaMu/ (0,26 ). DTo BEIIecTBO
pactBOopsiM B MeTaHoJe (5 mi). K pacTtBopy n0asisim mopoirkooopa3ubliii 10% namiaauii
Ha yrie (30 MT) U cMech MepeMelInBaliu B arMmocdepe BOIOpoaa B TeueHue 3 4.
HepacrBopuBiiieecs BeiecTBoO yaaisuid GUIbTpOBaHUEM U GUIHTPAT KOHLUEHTPUPOBAIU
MPU MOHMWKEHHOM JIaBJICHUH C MTOJIyYEHUEM YKAa3aHHOTr'O B 3arojioBke coeauHenus (1,11 r).

'"H-aMP (AMCO-d)) & m.a.: 1,15 (6H, ¢), 1,9 (2H, mmp.c), 6,83 (1H, mmp.c), 7,26 (1H,
IINP.C).

CpaBHUTENbHBIN pUMep 2

4-[(4-6pombennn)MeTni]-1,2-muruapo-S-uzonponuia-3H-nupason-3-on

K cycnensum rugpuna sHatpus (60%, 3,86 ) B Terparuapodypane (250 M) 100aBisum
3TUI-4-MeTUsI-3-0KcorneHTanoar (15,2 r) u cmech nepemeniuBaiu npu 0°C B Teuenue 10
MUHYT. K peaknimoHHOI cMecu 100aBIsiiu pacTBop 4-0pomben3undopomuaa (20 ) B
terparugapodypane (100 Mi1) 1 cMech TepeMeIMBaIM IPU KOMHATHOM TEMIIEpaType B
teyeHue HouM. K peakumoHHoOlN cMecu 100aBIIsTM BOLY U CMECh 9KCTPArupoBaju
stunaneraToM. OpraHuyecKuil CJI0M CyIIUIM HaJl O€3BOIHBIM CYJIb(paTOM HATPUS U
pACTBOPUTEND YAAISUIM NIPU MTOHUKEHHOM J1aBjieHHd. K pacTBOpy MOJIy4YeHHOTO OCTAaTKa B
toJtyosie (10 mi1) mo6aBIsiiin MOHOTHIpAT ruapasuHa (8,01 r) u cMech nepeMeliuBaiu
nipu 100°C B Teuenue Houu. [Tocre oxitaxxaeHus: peakKMOHHOM CMeCH 10 KOMHATHOM
TEMIIepaTypbl, PACTBOPUTENH yIAJISUIA ITPU TOHWKEHHOM AaBiieHuu. K octatky nobasisiiu
arriageTat (20 MiI) ¥ CMeCh ITEPEMEIIMBAIIM IIPU KOMHATHOW TEMIIEPATYPE B TEUCHUE 2
yacoB. OcaxaeHHbIe KpUCTAIUTBI coOnpanu punbrpoBanreM. CoOpaHHBIC KPUCTAILITBI
MOCJIEeI0BATENIBHO TPOMBIBAIM BOAOM U H-TeKCaHOM U ¢yl rpu 40°C npu NOHMKEHHOM
JIABJICHUM C MOJYYEHUEM YKA3aHHOT'O B 3ar0JIOBKe coenrHenus (11,5 r).

'"H-sIMP (AMCO-d) ¢ m.u.: 1,07 (6H, 1, J=7,1 T'w), 2,75-2,9 (1H, m), 3,55 (2H, ¢), 7,05-
7,15 (2H, m), 7,35-7,45 (2H, m).

CpaBHUTEIbHBIN TpuMep 3

3-(2,3.,4,6-Terpa-O-auetui-f-D-rirokonupaHo3uiokcH)-4-[ (4-0pompeHun)meTn] -
S-uzonponui-1H-upazon

K cycnensum 4-[(4-6pombennn)merun]-1,2-quruapo-5-uzonpomui-3H-nupazon-3-oHa
(5,0 ) B muxmopmeTtane (50 mi1) 1o6aBisiM anetToopoM-a-D-riroko3y (7,0 1),
OEH3UITPU(H-OYyTHIT)aMMOHUUXIIOPUT (5,3 T) U 5 MOJIB/JII BOJHOTO PacTBOpa THIPOKCUIA
HaTpus (8,5 MJI) M cMech TITepeMeIINBaIi TPU KOMHATHOW TeMIIEpaType B TEUEHUE HOUM.
Opranuueckuil ol OTAEISIUIM U PACTBOPUTEND YAAISUIM ITPU TOHWKEHHOM JaBJICHUU.
OcTaToK OuMINaIM KOJTOHOYHOM XpoMaTorpadueii Ha cuituKarese (3JII0eHT:
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H-reKcaH/3Tunanerat=1/1) ¢ mojiyueHueM yKa3aHHOTO B 3ar0JIOBKE coenuHeHus (4,12 1).

'"H-IMP (CDCl,) s m.a.: 1,1-1,25 (6H, m), 1,86 (3H, ¢), 2,01 (3H, ¢), 2,03 (3H, ¢), 2,06 (3H,
), 2,85-2,95 (1H, m), 3,58 (1H, 1, J=16,2 I'n), 3,64 (1H, 1, J=16,2 '), 3,8-3,95 (1H, ™M), 4,15
(1H, on, J=12,4 'y, 2,2 I'n), 4,32 (1H, on, J=12,4 T'u, 3,9 I'n), 5,15-5,35 (3H, m), 5,53 (1H, x, J=
7,5 '), 6,95-7,05 (2H, m), 7,3-7,4 (2H, m).

CpaBHUTEIbHBIN ITpUMEp 4

3-(2.3.4,6-Terpa-O-anetui-f3-D-riaokonupaHo3unokcn)-4-({4-[(1E)-
3-xkap6oxcunpon-1-enun|denun } Metnn)-5-u3onponui- 1 H-nupazon

K pactBopy
3-(2,3,4,6-Terpa-O-aueTui-B-D-TnrokonupaHo3uioKch)-4-[ (4-6pomdbeHnn)MeTu] -
S-uzonporui-1H-mupazomna (3,0 r) u 3-6yteHoBoit kuciots (1,0 T) B aneTonurpuire (15 mu)
JI00aBIISUIA TpUITUIIAMUH (2,4 1), anerat namiaaus (I1) (0,11 ) u
Tpuc(2-metundenun)dochun (0,29 r) U cMeCh KUMSATUIA C OOPATHBIM XOJIOAUIBHUKOM B
TEUEHHME HOYM B 3alIUIIEHHOM OT CBETa MoMmellleHud. PacTBopuTenpb yaansiy npu
TMOHM)XEHHOM JIaBJICHUM U OCTATOK OYMILAJIM KOJIOHOYHOM XpomaTorpadueil Ha CUIMKarese
(3Mr0€HT: STUANeTAT-AuXJIopMeTaH/MeTaHoI=10/1) ¢ MOJTy4eHUEM YKa3aHHOTO B 3arOJIOBKE
coequHenus (1,74 r).

'H-IMP (CDCl,) ¢ m.o.: 1,1-1,2 (6H, m), 1,84 (3H, ¢), 2,01 (3H, ¢), 2,02 (3H, ¢), 2,05 (3H,
), 2,8-2,95 (1H, m), 3,2-3,3 (2H, m), 3,59 (1H, n, J=16,0 I'), 3,66 (1H, 1, J=16,0 '), 3,8-3,9
(1H, m), 4,18 (1H, an, J=12,3 I'u, 1,8 '), 4,33 (1H, ax, J=12,3 I'y, 3,8 '), 5,15-5,35 (3H, m),
5,4-5,5 (1H, m), 6,2-6,3 (1H, m), 6,4-6,5 (1H, m), 7,0-7,1 (2H, m), 7,2-7,3 (2H, m).

CpaBHUTEIbHBIN IpUMeEp 5

3-(2,3,4,6-Terpa-O-anetun-f3-D-rmokonupano3unokcn)-4-({4-[(1E)-
3-kapOOKCUBUHWI |eHWIT } MeTUI)-5-u3omnponui- 1 H-nupaszon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B
CpaBHUTEJIBHOM IpuMepe 4, C UCIIOJIb30BAHUEM aKPUIIOBON KMCIOTHI BMECTO 3-OyTEHOBOM
KHUCJIOTBI.

'"H-aMP (CDCl,) ¢ m..: 1,19 (6H, 1, J=7,3 T'n), 1,84 (3H, ¢), 2,01 (3H, ¢), 2,04 (3H, ¢),
2,05 (3H, ¢), 2,85-3,0 (1H, m), 3,66 (1H, 1, J=16,2 I'n), 3,73 (1H, 1, J=16,2 I'), 3,85-3,95 (1H,
M), 4,2 (1H, nn, J=12,6 T'u, 2,2 I'n), 4,34 (1H, aa, J=12,6 I'n, 4,1 I'n), 5,15-5,35 (3H, m), 5,5
(1H, g, J=7,7 T'n), 6,4 (1H, g, J=15,7 '), 7,15-7,2 (2H, m), 7,4-7,5 2H, m), 7,71 (1H, n, J=15,7
I'm).

IIpumep 1

4-({4-[3-(kapObaMOoNIMETHIIKApOAMOWIT)ITPOITHII |(DEHHIT } METHIT)-
3-(B-D-ratoxonupaHo3uaoKcH)-S-u3onponui- 1 H-nupason

K pactBopy
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupanosunokcu)-4-({4-[(1E)-
3-kapOokcurrpon- 1-eHui]dpeHunn  MeTui)-5-uzonponui- 1 H-nmupazomna (0,34 r) B
N,N-mumetundopmamue (1 mit) modasisii ruapoxiopua rimnmaamuaa (0,12 1),
1-runpoxcudenzorpuaso (0,09 r), ruaApoxIOpUa
1-3mun-3-(3-aumetunamudonponwi)kapooguumuaa (0,15 ) u tpustuiiamut (0,27 Mit) u
CMECh IepeMeIIMBajIv NP KOMHATHOM TeMIiepaType B TeueHue Houu. HepacTtBopusiieecs
BelecTBo yaansm punbTpoBanueM. K ¢punbTpaty nodasisium 0,5 MOIb/II BOZTHOTO
pacTtBopa ruapokcuaa Hatpus (0,5 MIT) U CMECh TTepeMellMBaIi Mpyu KOMHATHON
TeMIiepaType B TedeHue 1 yaca. HepacTBopuBIlieecs BeIECTBO yaaISUM (UITBTPOBAHUEM U
(GUIBTPAT OUMITIATIM TTPENapaTUBHON KOJIOHOYHOM XpoMaTorpadueii ¢ o0palieHHoN
dazoit (Shiseido CAPCELL PAK UG120 ODS, 5 mxm, 120A, 20x50 MM, ckopocTh TTOTOKa: 30
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MJI/MUHYTA, JIMHEHHBIN rpaaueHT: Boaa/aneToHuTpuii=90/10-10/90) ¢ nonydyeHneM
4-({4-[(1E)-3-(kapbaMonIMeTUIKAPOAMOMIT)TTPOII- | -eHWIT | (heHIT } MewIT)-
3-(B-D-rmroxonupaHo3uinokcu)-S-uzonponui- | H-nmupasomna (0,03 r). [TonyyenHoe BeiecTBO
pactBopsnu B MetaHoJie (1 mi). K pactBopy mobaBisimm mopoiikooopasusiii 10% mannaaui
Ha yrie (0,01 T) u cMech IepeMenMBalIy P KOMHATHOM TeMIiepaType B aTMochepe
BoJIOpoja B TeueHue 3 yacoB. HepacTBopuBiieecs BelecTBO yAaasuiv PUIbTPOBAHUEM U
pacTBOpUTENh (GUIbTPATA yIAISIN IPY MTOHMKEHHOM JIaBJICHUH C TIOJyUYeHHEM YKa3aHHOTO
B 3arojioBke coequuenus (0,02 r).

'"H-IMP (CDCl,) o m.a.: 1,1-1,2 (6H, m), 1,85-1,95 (2H, m), 2,25 (2H, T, J=7,6 '), 2,6
(2H, 1, J=7,5T'w), 2,85-2,95 (1H, m), 3,25-3,4 (4H, m), 3,6-3,9 (6H, M), 5,0-5,1 (1H, m), 7,0-
7,15 (4H, m).

IIpumep 2

4-{[4-(3-xapbamounnponun)heHu |MeTu }-3-(f-D-r1roKonupaHO3UIOKCH)-
S-uzonponui-1H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTyYalii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
WCITOJIb30BAHMEM aMMOHMUXJIOpHIA BMECTO TUAPOXJIOPUAA TIMIMHAMUIA.

'H-aMP (CD,OD) ¢ m.a.: 1,05-1,2 (6H, m), 1,8-1,95 (2H, m), 2,19 (2H, T, J=7,6 T'w), 2,58
(2H, T, J=7,5 T'n), 2,85-2,95 (1H, m), 3,3-3,45 (4H, m), 3,6-3,8 (3H, m), 3,8-3,9 (1H, m), 5,0-5,1
(1H, m), 7,0-7,15 (4H, m).

IIpumep 3

4-({4-[3-(2-kapObaMOUIAITUIKAPOAMOMIT )T POITHIT | (DEHMIT } METHIT )-
3-(B-D-ratoxonupaHo3uIoKcHu)-S-uzonponui- | H-nmupason

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTydalld ClIOCOOOM, OITMCAHHBIM B mipuMepe 1, ¢
WCITOJIb30BAHUEM 3-aMUHOITPOIMOHAMMU/IA BMECTO TUAPOXJIOPUAA TIMIUHAMUIA.

'"H-s1MP (CD,0D) o m.a.: 1,05-1,2 (6H, m), 1,8-1,95 (2H, m), 2,15 (2H, 1, J=7,3 I'n), 2,4
(2H, 1, J=6,7 '), 2,56 (2H, T, J=7,5 T'n), 2,85-2,95 (1H, m), 3,25-3,45 (6H, m), 3,6-3,9 (4H, M),
5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

Ipumep 4

4-({4-[3-(2-aMUHOAITUIKAPOAMOWI )T POTTNII | (DEHMIT } METHIT )-
3-(B-D-ratoxonupaHo3uaoKcu)-S-u3onponui- 1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTyYalii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
MCIIOJIb30BaHMEM THApoXIopuaa N-OeH3UITOKCUKapOOHMII-1,2-TMaMUHO3TaHa BMECTO
TUAPOXJIOPU/IA TIIMIMHAMU/IA.

'"H-IMP (CD,0OD) ¢ m.o.: 1,1-1,2 (6H, m), 1,85-1,95 (2H, m), 2,19 (2H, 1, J=7,6 T'n), 2,58
(2H, 1, J=7,5Tn), 2,8 (2H, T, J=6,1 I'n), 2,85-2,95 (1H, m), 3,2-3,4 (6H, m), 3,6-3,9 (4H, m),
5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

IIpumep 5

4-({4-[3-(3-aMuHOIIPONMMIKAPOAMOWII) T POITHI | PSHMIT } METHIT )-
3-(B-D-ratoxonupaHo3uaoKcu)-S-u3onponui- 1 H-nupason

VYkazaHHOE B 3ar0JI0BKE COCAMHCHHEC I10J1ydaIn CHOCO6OM, OIIMCAHHBIM B IIPUMCEPC 1, C
HCIIOJIb30BAHUEM T'MAPOXJIOpHIA N-6€H3HHOKCI/IKap6OHHH-1,3-):[I/IaMI/IHOHpOHaHa BMCCTO
Iruapoxjiiopuaa r’imqfuHaMuaa.

'H-SIMP (CD,0D) ¢ m.x: 1,1-1,2 (6H, M), 1,6-1,7 (2H, M), 1,8-1,95 (2H, M), 2,17 (2H, T, J=
7,7 Tw), 2,57 (2H, 1, J=7.5 Tw), 2,68 (2H, 1, J=7,1 Tw), 2,85-2,95 (1H, m), 3,22 (2H, T, J=6,7
), 3,25-3,45 (4H, m), 3,6-3,9 (4H, M), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

IIpumep 6
4-({4-[3-(4-aMUHOO Y TWIKAPOAMOWI)IIPOITAI |(heHWII } METHIT)-
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3-(B-D-rirokonmpaHo3uI0KceH)-5-u3onponui-1 H-nupazon

YKa3zaHHOE B 3aTr0JIOBKE COETMHEHHE TTOJTyYalld ClIocOOOM, OMTMCAHHBIM B TIpuMepe 1, ¢
UCTIOJIb30BAaHUEM TUIpoxsiopuaa N-OeH3UI0KCUKapOoHuI-1,4-muaMuHOOyTaHa BMECTO
TUIPOXJIOPUIA TJIMIMHAMU/IA.

'H-sIMP (CD,0OD) ¢ m.a.: 1,1-1,2 (6H, m), 1,45-1,65 (4H, m), 1,8-1,95 (2H, m), 2,16 (2H, T,
J=7,5Tw), 2,57 2H, 1, J=7,7 T'n), 2,83 (2H, 1, J=7,0 T'm), 2,85-3,0 (1H, ™), 3,17 (2H, T, J=6,6
I'), 3,25-3,45 (4H, m), 3,6-3,9 (4H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

Ipumep 7

4-[(4-{3-[(S)-1-kapbamounn-2-(4-ruapokcueHnT) I TUIKAPOAMOWI |TPOTTKI } YeHUT)METH |-
3-(B-D-ratoxonupaHo3uaoKcu)-5-u3onponui- 1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTyYalii ClIOCOOOM, OMMCAHHBIM B TipuMepe 1, ¢
UCTIOJIb30BaHUEM TUAPOXIIOpUIa L-Tupo3nHaMuga BMECTO THAPOXIIOPUIA TIIMIUHAMUIA.

'H-aMmP (CD,0D) ¢ m.o.: 1,1-1,2 (6H, m), 1,7-1,8 (2H, m), 2,1-2,2 (2H, m), 2,44 2H, T, J=
7,5 T'w), 2,76 (1H, na, J=13,9 I'u, 9,3 '), 2,85-2,95 (1H, m), 3,04 (1H, ax, J=13,9 T'n, 5,5 '),
3,25-3,45 (4H, m), 3,6-3,9 (4H, m), 4,57 (1H, ax, J=9,3 'y, 5,5 '), 5,0-5,1 (1H, m), 6,65-6,75
(2H, M), 6,95-7,15 (6H, m).

ITpumep 8

4-{[4-(3-6en3unkapbdbamounnnponun)deHua MeTus }-3-(B-D-riaoKonupaH03uI0KCH )-
S-uzonponui- 1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTyYalii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
UCTIOJIb30BAHUEM OEH3MIAMUHA BMECTO THIPOXJIOpUAA TIIMIUHAMUIA.

'"H-aMP (CD,0D) & m.a.: 1,05-1,2 (6H, m), 1,85-1,95 (2H, m), 2,22 (2H, T, J=7,5 T'n), 2,57
(2H, 1, J=7,5 T'), 2,8-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3.9 (4H, m), 4,33 (2H, c), 5,0-5,1 (1H,
M), 7,0-7,15 (4H, m), 7,15-7,45 (5H, m).

ITpumep 9

3-(3-D-raroxonupaHo3uiaoKCH)-5-u30nponui-4-{ [4-
(3-penerunkapbamounnnponuia)benuwi|Mmerun } - | H-nmupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTy4alii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
UCIIOJIb30BaHUEM (DeHETUIIAMHUHA BMECTO THIPOXJIOpUIA TIIMIMHAMUIA.

'H-aMP (CD,0D) ¢ m.m.: 1,05-1,15 (6H, m), 1,75-1,9 (2H, m), 2,12 2H, 1, J=7,5 T'n), 2,51
(2H, 1, J=7,7T'w), 2,77 2H, T, J=7,5 T'), 2,8-2,95 (1H, m), 3,25-3,45 (6H, m), 3,6-3,9 (4H, M),
5,0-5,15 (1H, m), 6,95-7,05 (2H, m), 7,05-7,3 (7TH, m).

ITpumep 10

3-(3-D-raroxonupaHo3uIoKCH)-S-uzonponui-4-({4-[3-
(3-nupumunmMerunkapoamonn)nponui]gennn }metun)-1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTy4alii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
UCIIOJIb30BAHUEM 3-TIMKOJIMIAMUHA BMECTO TUIPOXJIOPUIA TIIMIMHAMUIA.

'H-aMP (CD,OD) & m..: 1,1-1,15 (6H, m), 1,85-1,95 (2H, m), 2,22 (2H, T, J=7,6 T'n), 2,56
(2H, 1, J=7,6 I'n), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (4H, m), 4,37 (2H, ¢), 5,0-5,1
(1H, m), 7,0-7,15 (4H, m), 7,35-7,45 (1H, m), 7,7-7,8 (1H, m), 8,4-8,45 (1H, m), 8,45-8,5 (1H, m).

IMpumep 11
3-(3-D-raroxonupaHo3uaoKcu)-5-uzonponui-4-[(4-{3-[2-

(2-IMpUINIT)ITUITKApOaMona [Tponui } pernn)MeTri |- 1 H-upason

VYka3aHHOE B 3aI'0JIOBKE COCAMHCHHEC I10J1ydaIn CHOCO6OM, OIIMCAHHBIM B IIPUMCEPEC 1, C
HCITIOJIb30BAHHUEM 2-(2-&MHH03THH)HHPHHI/IH3 BMCECTO I'MAPOXJIOpyad INNIMOIMHAMKUAA.

'"H-SIMP (CD,OD) & m.x.: 1,1-1,15 (6H, M), 1,75-1.9 (2H, m), 2,11 (2H, 1, J=7,5 Tn), 2,51

Ctpanuua: 56



10

15

20

25

30

35

40

45

50

RU 2356906 C2

(2H, 1, J=7,6 T'n), 2,85-3,0 (3H, ™M), 3,25-3,45 (4H, m), 3,52 (2H, T, J=6,9 I'n), 3,6-3,9 (4H, M),
5,0-5,1 (1H, m), 6,95-7,15 (4H, m), 7,2-7,35 (2H, m), 7,7-7,8 (1H, m), 8,4-8,5 (1H, m).

Ipumep 12

3-(3-D-raroxonupaHo3uIoKCH)-5-u3onponui-4-[(4-{ 3-
2-(IMMEeTUIAMUHO )3 TUIIKapOamMown | mpormi }perwn)Mernn]- 1 H-mupason

YKa3aHHOE B 3aTr0JIOBKE COSTMHEHHE TTOJTyYalId CIIOCOOOM, OMTMCAHHBIM B TIpuMepe 1, ¢
ucriojb3oBanueM N,N-IUMETUII TUICHIMAMHUHA BMECTO THAPOXIIOPHUIA TIIMIMHAMUIIA.

'H-aMmP (CD,0D) ¢ m.x.: 1,05-1,2 (6H, m), 1,8-1,95 (2H, m), 2,17 (2H, T, J=7,6 T'), 2,25
(6H, ¢), 2,42 (2H, 1, J=6,9 T'n), 2,57 (2H, T, J=7,5 I'n), 2,85-2,95 (1H, m), 3,25-3,4 (6H, m), 3,6-
3,9 (4H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

ITpumep 13

3-(3-D-raroKonupaHo3uI0KCH)-5-u30nponui-4-[(4-{ 3-
[2-(MopdoauH-4-un)aTrnKapoamounn Jnporui }perumn)meruni]-1 H-upazon

VYkazaHHOE B 3ar0JI0BKE COCAMHCHHEC I10J1ydaIn CHOCO6OM, OIIMCAHHBIM B IIPUMCEPC 1, C
HUCITIOJIB30BAHUEM 4-(2-8,MI/IH03TI/IJ'I)MOp(1)OJ'H/IHa BMCCTO Ir'MApoxXjiopuaa IriiniuHaMuaa.

'"H-SIMP (CD,0D) ¢ m.x.: 1,05-1,2 (6H, m), 1,8-1,95 (2H, m), 2,17 (2H, 1, J=7,6 T'), 2,4-
2,55 (6H, m), 2,58 (2H, T, J=7,6 T'), 2,85-2,95 (1H, m), 3,25-3,45 (6H, m), 3,6-3,9 (8H, M), 5,0-
5,1 (1H, m), 7,0-7,15 (4H, ™).

IIpumep 14
3-(f-D-riroxonupaHo3unokch)-4-{ [4-(3-

{ 2-| 6I/IC( 2-TUn POKCUITUII)AMUHO |3TI/IJ'IK8,[26aMOI/IJ'I }H[}OHI/IH !{heHI/IH |MeTI/IJ'I }-

5-n3zonponui-1 H-mmpason

VYkazaHHoe B 3ar0JIOBKE COEIMHEHME TTOJTyYalid ClIOCOOOM, OITMCAHHBIM B mipuMmepe 1, ¢
ucnoiab3oBanreM N,N-OUC(2-TUIpOKCUITHIT)ITUIICHIMAMUHA BMECTO THIPOXJIOpUAA
TJIMIAHAMUA/IA.

'"H-SIMP (CD,OD) & m.x.: 1,1-1,15 (6H, M), 1,8-1,95 (2H, m), 2,18 (2H, 1, J=7.5 I'1p), 2.5-
2,7 (8H, m), 2,85-2,95 (1H, m), 3,25 (2H, T, J=6,4 T, 3,3-3,4 (4H, m), 3,5-3,9 (8H, m), 5,0-5,1
(1H, m), 7,0-7,15 (4H, m).

ITpumep 15
3-(3-D-raroxonupaHo3uIoKCH)-S-u3onponui-4-{ [4-(3-

{ 3-| 6I/IC( 2-FI/IQ[20KCI/I3TI/IH JAMUHO IH[ZOHI/IHKa[26aMOI/IH }H[}OHI/IH !(heHI/IH IMCTI/IJ'I }-1H-HI/I[2330H

VYKa3zaHHOE B 3ar0JIOBKE COEIMHEHHE MOJTyYalid ClIocOOOM, OMMCAHHBIM B IIpuMepe 1, ¢
ucnoab3oBaHreM N,N-OUC(2-TUIPOKCUITHI)-1,3-TMaMHUHOTIPOIIaHa BMECTO THIPOXIOPUIA
IMIUHAMMA.

'H-aMmP (CD,OD) ¢ m.u.: 1,05-1,2 (6H, m), 1,6-1,75 (2H, m), 1,8-1,95 (2H, m), 2,17 2H, T,
J=7,5T'n), 2,5-2,75 (8H, m), 2,8-2,95 (1H, m), 3,21 (2H, 1, J=6,7 I'n), 3,25-3,45 (4H, m), 3,5-3,9
(8H, m), 5,0-5,15 (1H, m), 7,0-7,2 (4H, m).

IIpumep 16

3-(3-D-raroxonupaHo3uI0oKCH)-5-u3onponui-4-[(4-{ 3-

3-(IMMETUIAMUHO)TponuIKapoaMou Jnponu jpenun)metun]- 1 H-nmupason

VYKa3zaHHOE B 3ar0JIOBKE COEIMHEHHE MOJTyYalid ClIocOOOM, OMMCAHHBIM B IIpuMepe 1, ¢
ucnonb3oBanreM N,N-aumeTui-1,3-amaMUHONIponiaHa BMECTO THAPOXIIOPUIA TIIMIUHAMUIA.

'"H-SIMP (CD,0D) ¢ m.x: 1,1-1,15 (6H, m), 1,6-1,75 (2H, m), 1,8-1,95 (2H, m), 2,16 (2H, T,
J=7,5 T), 2,22 (6H, ¢), 2,3-2,35 (2H, m), 2,57 (2H, T, J=7,6 T), 2,85-2,95 (1H, M), 3,17 (2H, T,
J=6,9 T), 3,25-3,45 (4H, m), 3,6-3,9 (4H, M), 5,0-5,1 (1H, M), 7,0-7,15 (4H, m).

IMpumep 17
3-(B-D-riroxonupaHo3unokcH)-4-[(4-{ 3-
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[2-(umumazon-1-un)sTwiikapobamouni|aponui } dberun)MeTn]-5-u3onponwi- 1 H-niupazon

Yka3zaHHOE B 3ar0JI0BKE COSMHEHUE TTOTy4alld CITOCOOOM, OIMMCAaHHBIM B TipuMepe 1, ¢
UCIIOJIb30BaHUEM 1-(2-aMUHOITHII)MMUAA30JIa BMECTO THAPOXIIOPUAA TIIMIUHAMHM/IA.
'H-aMmP (CDSOD) o m.a.: 1,1-1,15 (6H, m), 1,8-2,0 (4H, m), 2,17 (2H, 1, J=7,6 T'y), 2,57
(2H, 1, J=7,7 T), 2,85-2,95 (1H, m), 3,14 (2H, T, J=6,8 T, 3,3-3,45 (4H, ™), 3,6-3,9 (4H, m),
4,03 (2H, T, J=7,0 T), 5,0-5,1 (1H, M), 6,9-7,0 (1H, M), 7,0-7,15 (5H, m), 7,6-7,7 (1H, m).
ITpumep 18
3-(3-D-raroxonupaHo3unokcu)-4-({4-[3-
(2-ruapoxcuaTui)kapobaMounponua |heHnn }Mernn)-5-uzonponui- 1 H-nmupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTyYalii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
UCTIOJIb30BAHUEM 2-aMUHOITAHOJIA BMECTO TUAPOXIIOPUAA TIIMIMHAMUIA.

'H-aMmP (CD,0D) ¢ m.x.: 1,05-1,15 (6H, m), 1,8-1,95 (2H, m), 2,18 (2H, T, J=7,5 'n), 2,57
(2H, T, J=7,5 T'm), 2,85-2,95 (1H, m), 3,27 (2H, T, J=5,8 T'w), 3,3-3,5 (4H, m), 3,57 2H, T, J=5,9
I'm), 3,6-3,9 (4H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

ITpumep 19

3-(3-D-raroxonupaHo3unokcu)-4-[(4-{3-

[2-TrapoKcH- 1 -(TUAPOKCUMETHIT)ITII JKapOaMOUITT PO } (DEHUIT)METHIT |-

5-n3zonponui-1 H-mmpason

VYka3zaHHOE B 3ar0JI0BKE COEIMHEHME TOIyYali CIIOCOOOM, OIMCAaHHBIM B IIpuMepe 1, ¢
UCIIOJIb30BaHUEM 2-aMHHO- 1,3-IponaHaMoa BMECTO THAPOXJIOPHIA TIIUIUHAMUIA.

'"H-IMP (CD,0D) 8 m.a.: 1,05-1,2 (6H, m), 1,8-1,95 (2H, M), 2,21 (2H, 1, J=7,6 I'n), 2,58
(2H, 1, J=7,6 T'n), 2,85-2,95 (1H, ™M), 3,3-3,45 (4H, m), 3,55-3,95 (9H, m), 5,0-5,1 (1H, m), 7,0-
7,15 (4H, m).

ITpumep 20

3-(f-D-riroxonupaHo3unokcH)-4-[(4-{ 3-
[2-ruapoKcu-1-TUIPOKCUMETHII - 1 -(METHI)ITHUII | KapOaMOUIIPOITIII } peHUIT ) METHIT |-

5-n3onponui-1 H-mmpason

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B mipumepe 1, ¢
HCIIOJIb30BaHUEM 2-aMHHO-2-MeTHII-1,3-MponaHaroia BMECTO THAPOXIIOpUIA TIIMIIMHAMU/IA.

'"H-IMP (CD3OD) o m..: 1,1-1,15 (6H, m), 1,22 (3H, ¢), 1,8-1,95 (2H, m), 2,19 2H, T, J=
7,7 T'm), 2,58 2H, T, J=7,5 T'm), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,55-3,9 (8H, m), 5,0-5,1
(1H, m), 7,0-7,15 (4H, m).

IMpumep 21

3-(B-D-riroxonupaHo3unokch)-4-[(4-{ 3-
[2-Tuapokcu-1,1-6Mc(TuaPOKCUMETHI ) TUIIKAPOAMOWII | ITPOITAII } (DEHMIT )METHII |-

5-n3onponui-1 H-mmpason

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTyYalii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
UCIIOJIb30BAHUEM TPUC(TUAPOKCUMETUII)aMUHOMETAHA BMECTO TMIPOXJIOPUAA MIIMLMHAMMIA.
'H-aMmP (CD,0D) 5 m.a.: 1,1-1,2 (6H, m), 1,8-1,95 (2H, m), 2,23 (2H, T, J=7,5 '), 2,59
(2H, 1, J=7,6 T'w), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (10H, m), 5,0-5,1 (1H, m), 7,0-

7,15 (4H, m).
ITpumep 22
4-[(4-{3-[(S)-1-(xapbamonm)ITUIKAPOAMOWIT JITpOoTTH } PeHUIT)METHI |-
3-(B-D-ratoxonupaHo3uaoKcHu)-5-u3onponui- 1 H-nupason

VYka3aHHOE B 3aI'0JIOBKE COCAMHCHHEC I10J1ydaIn CHOCO6OM, OIIMCAHHBIM B IIPUMCEPC 1, C
HCIIOJIb30BAHUEM T'MAPOXJIOpHUIA L-amannHaMuga BMECTO T UAPOXJIOpUAa I'NIMOIMHaMuaa.
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'H-s1MP (CD,OD) ¢ m.a.: 1,05-1,2 (6H, m), 1-32 (3H, 1, J=7,2 T'n), 1,8-1,95 (2H, m), 2,15-
2,25 (2H, m), 2,58 (2H, 1, J=7,5 '), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (4H, m), 4,32
(1H, kB., J=7,2 T'n), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

ITpumep 23

4-[(4-{3-[(S)-1-kapObaMOWI-2-TUAPOKCUITUIIKAPOAMOWI |ITPOTIHII } (DEHWIT ) METHI |-
3-(B-D-rirokonupaHo3uI0KCeH)-5-u3onponui-1 H-nupazon

VkazaHHoe B 3ar0JIOBKE COEIMHEHME TTOJTydalid CIOCOOOM, OITMCAHHBIM B mipuMmepe 1, ¢
KCITOJIb30BAHUEM TUpoxjiopuaa L-cepyHamMuaa BMECTO THAPOXIIOpUAA TIIMIMHAMUIA.

'"H-s1MP (CD,OD) ¢ m.a.: 1,05-1,2 (6H, m), 1,85-1,95 (2H, m), 2,2-2,3 (2H, m), 2,59 (2H, T,
J=7,4Tn), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (6H, m), 4,4 (1H, T, J=5,2 '), 5,0-5,1
(1H, m), 7,05-7,15 (4H, m).

IIpumep 24

4-[(4-{3-[1-kapbamon-1-(MeTHII) 3 TUIKAapOAMOWI |ITPOITNII } (heHUIT)METHI |-
3-(B-D-ratoxonupaHo3uaoKcu)-5-uzonponui- 1 H-nupason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IipuMepe 1, ¢
HCITOJIb30BAHUEM 2-aMHUHO-2-METHUJIITPOITMOHAMMU/IA BMECTO TUAPOXJIOPUAA TIMIMHAMUAA.

'"H-IMP (CD,OD) o m.a.: 1,05-1,2 (6H, m), 1,44 (6H, ¢), 1,8-1,95 (2H, m), 2,18 2H, T, J=
7,5 '), 2,58 2H, T, J=7,4 T'n), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (4H, m), 5,0-5,1
(1H, m), 7,0-7,15 (4H, ™m).

ITpumep 25

4-[(4-{3-[2-(aneTUIaMUHO)ITUIKAPOAMONI | ITporn } heHUIT)METHI |-
3-(B-D-ratoxonupaHo3uiaoKcu)-5-uzonponui- 1 H-nupason

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B mipuMepe 1, ¢
WCIOJIb30BaHUEM N-aleTUIITUIICHIMaAMUHA BMECTO THAPOXJIOpUIA TIIMIMHAMU/IA.

'"H-saMP (CD,0D) 4 m.u.: 1,05-1,2 (6H, m), 1,8-1,95 (5H, m), 2,16 (2H, 1, J=7,6 T'n), 2,57
(2H, T, J=7,6 T'n), 2,85-2,95 (1H, m), 3,2-3,45 (8H, m), 3,6-3,9 (4H, m), 5,0-5,15 (1H, m), 7,0-
7,15 (4H, m).

IIpumep 26

4-({4-[(1E)-3-kapbaMounmpori- 1 -exwi ] pennn Metrn)-3-(3-D-TIIroKonupaH03UI0KCH)-
S-n3onponwi-1H-nupazona

K pactBopy
3-(2,3,4,6-terpa-O-auetuin-p-D-rnokonupanosunokcu)-4-({4-[(1E)-
3-kapOokcuripon- 1-eHui]penun }MeTui)-5-uzonponui- 1 H-nmupa3zomna (32 mr) B
N,N-mumerundopmamue (1 M) mo6aBIsLIM aMMOHUUXIIOPUST (8 MT),
1-runpoxcubeH30Tpuasol (9 Mr), TuaAPOXIOPU
1-3mu5-3-(3-auMeTHIaMMHOTIponvT) Kapooauumuaa (15 Mr) u Tpu3THIIaMuH (21 MT) U CMeCh
NepeMenIMBaly Mpyu KOMHATHOM TeMnepaType B TeueHue Houd. HepacTtBopuBieecs
BEIIECTBO YAAJISIM PUIbTpOBaHUEM, K GUIBTpATy q00aBisum 0,5 MOJIB/II BOAHOTO
pactBopa ruapokcuaa Hatpus (0,5 MIT) U CMeCh TIEpeMEIIMBAIIA TPU KOMHATHOMU
TeMmriepatype B TeueHue 1 yaca. HepacTBopuBItieecs BeIecTBoO yaaasiid ((UIbTPOBAHUEM U
(UIBTpAT OYMINAIM IIPENapaTUBHOM KOJOHOYHOM XpoMaTorpadueti ¢ oOpalieHHoM
(azoii (Shiseido CAPCELL PAK UG120 ODS, 5 mkm, 120A, 20x50 MM, CKOpOCTh TToTOKa: 30
MJI/MUHYTA, JIMHEHHBIN rpaaueHT: Boaa/aneToHuTpui=90/10-10/90), momyyas ykazaHHOE B
3arojoBKe coeauHeHue (7 mr).

'H-aMP (CD,OD) & m.a.: 1,05-1,2 (6H, m), 2,8-2,95 (1H, m), 3,05-3,15 (2H, m), 3,25-3,45
(4H, m), 3,6-3,9 (4H, m), 5,0-5,15 (1H, m), 6,15-6,35 (1H, m), 6,48 (1H, n, J=15,6 I'n), 7,1-7,2
(2H, m), 7,2-7,3 (2H, m).
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Ipumep 27
3-(B-D-raroxonupaHo3unokcn)-4-[(4-{ (1E)-2-

[2-ruapoxcu-1-ruApOKCUMETHUII- | -(METUIT)ITUIKAPOAMOUT | BUHIII } DeHUIT)METHII |-
S-uzonponui-1H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTYYalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 26, ¢
WCITOJIb30BAHUEM 2-aMUHO-2-METUII-1,3-TponaHamosna u
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOOKCUBMHMII |(PSHUIT } METHIT)-5-U30mponuii- 1 H-upaszona BMecTo aMMOHUAXIIOpHUIA
u
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurpor- 1 -enun|penus } Mmetun)-S-uzonponui- | H-nmupasosna, cOoOTBETCTBEHHO.

'"H-aMP (CD,0D) & m.a.: 1,05-1,2 (6H, m), 1,3 (3H, ¢), 2,85-2,95 (1H, m), 3,25-3,45 (4H,
M), 3,6-3,9 (8H, m), 5,05-5,15 (1H, m), 6,64 (1H, 1, J=15,9 I'n), 7,2-7,3 (2H, m), 7,4-7,5 (3H, m).

ITpumep 28

3-(B-D-raroxonupaHo3unokcn)-4-[(4-{ (1E)-2-
[2-ruapoxcu-1,1-Ouc(ruAPOKCUMETHIT)ITUIKAPOAMOWI |BUHII } heHUIT)METHI |-
S-uzonponui- 1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTYYalld ClIOCOOOM, OMMUCAHHBIM B IpuMepe 26, ¢
WCIOJIb30BAaHUEM TPUC(TUAPOKCUMETUII)AMUHOMETAHA U
3-(2,3,4,6-Tterpa-O-auetu-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOOKCUBUHUI | (peHUIT } METUIT)-5-U3omponui- 1 H-nupaszona BMecTo aMMOHUNXIOpUIA
u
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurporr- 1 -eaun|penns } MeTun)-S-uzonponui- 1| H-mupasosa, COOTBETCTBEHHO.

'H-aMmP (CD,0OD) 6 m.a.: 1,05-1,2 (6H, m), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,67 (1H,
an, J=12,1 I'y, 5,3 I'n), 3,7-3,9 (9H, m), 5,05-5,15 (1H, m), 6,69 (1H, 1, J=15,7 T'n), 7,24 (2H, 1,
J=8,3 I'n), 7,45 (2H, n, J=8,3 I'n), 7,48 (1H, 1, J=15,7 I'y).

IIpumep 29

4-[(4-{(1E)-2-[1-kapObamounn-1-(METHIT)ITUIKAPOAMOWI |BUHIII } DEHUIT)METHIT |-
3-(3-D-raroxonupaHo3uiaoKcu)-S-uzonponui- 1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTYYalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 26, ¢
MCIOJIb30BAaHUEM 2-aMUHO-2-METUINIONMOHAMUAA U
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupanos3unokcu)-4-({4-[(1E)-
3-kapOOKCUBMHMII | (PSHUIT } METHIT)-5-U30omponuii- 1 H-upaszona BMecTo aMMOHUAXIIOpHUIA
v
3-(2,3,4,6-Tterpa-O-auetun-pB-D-rnokonupanosunokcu)-4-({4-[(1E)-
3-kapOokcurporr- 1 -eaun|penns } MeTrn)-S-uzonponui- 1| H-mupasosa, COOTBETCTBEHHO.

'"H-IMP (CD,OD) ¢ m.m.: 1,05-1,15 (6H, m), 1,52 (6H, ¢), 2,85-2,95 (1H, m), 3,25-3,45 (4H,
M), 3,67 (1H, o, J=11,9 I'y, 5,1 I'y), 3,7-3,9 (3H, m), 5,0-5,15 (1H, m), 6,6 (1H, 1, J=15,8 I'n),
7,24 (2H, n, J=8,4 I'n), 7,4-7,5 (3H, m).

IIpumep 30

3-(3-D-raroxonupaHo3unokcu)-4-[(4-{3-[1-(2-ruApoKCUITUIKAPOAMOWIT)-
1-(MeTu) TUIKapObaMoud [mponui } peHuT)MeTu|-S-uzonponui- 1 H-nupazon

K pactBopy 2-6eH3uokcukapOOHWIAMUHO-2-MEeTUITIPOTTMOHOBOM KUCTOTHI (0,5 T) B
JuxjiopMmeTane (5 M) 100aBIISUTM TUAPOXJIOPUT
1-3mun-3-(3-aumeTunamMuHonponwt)kapooauumuaa (0,61 1), 1-ruapoxcubdbenzorpuason (0,43
r) U 2-amMmuHO3TaHoJ (1,16 T) U cMech nepeMelMBaIM TPY KOMHATHON TEMITEpaType B

Ctpanuua: 60
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TeueHue HouM. K peakumoHHON cMecu JO0aBIsIId BOIY M MOJIYUYEHHYIO CMECh
AKCTPArMpOBAIIM JIUXJIOpMeTaHOM. OpraHMUecKHii CII0M MOCIeI0BATEILHO MTPOMBIBAJIU
HACBIIIEHHBIM BOJIHBIM PACTBOPOM OMKapOOHATA HATPUS U HACBHIIIEHHBIM PACTBOPOM COJIU
U CYIIWJIM HaJl O€3BOJIHBIM CyJibhaToM HaTpus. PacTBOpuTENh yaausiv Ipy HOHUKEHHOM
JIaBJIEHUU U OCTATOK pacTBOPsIM B MetaHoute (5 mir). K pactBopy no6aBmisiian
nopoirkooopaszubiii 10% nammaauii Ha yrie (0,10 T) 1 cMech IepeMeIIMBaIIU ITPH
KOMHATHOM TemIepaType B atMmocepe Bogopoaa B TeueHue 4 yacoB. HepactBopusiieecs
BEIIECTBO YIS (PUIIBTPOBAHUEM U PACTBOPHUTEINb (PUIIbTPATA YA IIPH TOHWKEHHOM
JIaBJICHUM C MOJyYEHUEM 2-(2-aMUHO-2-MeTUIIIponMoHuiaMuHo)aTanona (0,11 r). K
pacTtBopy

3-(2,3,4,6-Terpa-O-auetui-p-D-rinokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcuripon- 1-eHui]penun }MeTui)-5-uzonponui- 1 H-nmupa3zomna (70 Mr) B
N,N-mumetundopmamuse (0,5 mMi1) 706aBISITU TUIPOXIIOPU
1-3mun-3-(3-auMeTunaMuHoIponwi)kapooauumuaa (32 mr), 1-rugpokcudbenzoTpuason (23
MT) U 2-(2-aMUHO-2-METUITPONHUOHUTaMUHO)3TaHo (0,11 T) M cMeCh mepeMenuBaIu Mpu
KOMHATHOM TeMIlepaType B TeueHUe Houu. HepacTBopuBlIeecs BEIECTBO yAaIsIIN
bunbTpoBaHueEM, K QUIBTPATY 100ABISIM 5 MOJIB/T BOAHOT'O PACTBOpA TMIAPOKCHUIA
Hatpus (0,25 Mi1) U HOJIYYEHHYIO CMECh TIEPEMELIMBAIIM IIPU KOMHATHOR TEMIIEPATYPE B
teueHue 1 yaca. K cMecu mo6apnsiim ykcycHyro kuciaoTy (0,09 M) u cMech pa30aBIIsm
Boj01 (1 mi1). HepacTBopuBIIIeecs: BEIIECTBO YAAISIN GUIBTPOBAHUEM U (DUITBTPAT
OYMIIAJIM TTPENapaTUBHON KOJIOHOYHOM XpomaTtorpadueii ¢ odpaieHHol da3oit (Shiseido
CAPCELL PAK UG120 ODS, 5 MM, 120A, 20x50 MM, ckopocTb moToka: 30 MiI/MUHYTA,
JIMHEWHBIN rpaaueHT: Boga/aneToHuTpun=90/10-10/90) ¢ momyueHuem
3-(B-D-rmtoxonupano3unokcu)-4-(4-{ (1E)-3-[1-(2-ruapoxcud TuiikapoamMou)-
I-MeTrmTHIIKApOaMOMI [TTpoTt- 1 -eHu } peHun)Me T ] -S-uzonponui- 1 H-upazon (14 mr).
[TonyuenHnoe BeriecTBO pactBopsuiv B Metanodie (0,5 mit). K pacrBopy nobdaisiim
nopoikooopasubiii 10% nautaauii Ha yriie (7 MI) 1 CMecCh MepeMelIMBaliv P KOMHATHOMN
TeMIlepaType B arMocdepe Boiopojia B TeueHue 2 yacoB. HepacTBopuBIieecs BEIeCTBO
yaasuid GUIbTPOBAHUEM U PACTBOPUTENH (PMIIBTPATA YAAISUIUA MPU MTOHUKEHHOM JIaBJICHUN
C MOJIYYEHHEM YKA3aHHOTI'O B 3aroJIOBKe coemuHeHus (11 mr).

'H-aMP (CD,OD) % m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,19 2H, T, J=
7,6 I'n), 2,58 (2H, T, J=7,6 T'w), 2,85-2,95 (1H, m), 3,25-3,45 (6H, m), 3,56 (2H, T, J=5,8 T'n),
3,6-3,9 (4H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

IMpumep 31

4-[(4-{3-

[1-xap6aMounIMeTUIKapOaMoui- 1 -(MeTHII) 3 TUIKapOaAMOWII | ITpoTuI } heHUIT)MeTHII |-
3-(B-D-riroxonmpaHo3uiI0KcH)-5-u3onponui-1 H-nupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OITMCAaHHBIM B mipumepe 30, ¢
WCITOJIb30BAHUEM THIPOXJIOpUIA TJIMUMHAMUIA U TPUITWIAMHUHA BMECTO 2-aMUHOATAHOJIA.

'H-AMP (CD,OD) s m.a.: 1,1-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,22 2H, T, J=7,5
I'm), 2,58 (2H, 1, J=7,7 I'n), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (6H, m), 5,0-5,1 (1H,
M), 7,0-7,15 (4H, m).

CpaBHUTEIBbHBIN TpUMED 6

3-(2.3.4.6-Terpa-O-anetun-p-D-ragakTonMpaHO3UWIOKCH)-4-[(4-0poMdeHuT)MeTII |-
S-nzonponui-1H-nvpazon

VYka3aHHOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CpPaBHUTEJIBHOM IpUMEpPE 3, C UCTIOIH30BAHUEM AllETOOPOM-a-D-TajgaKkTo3bl BMECTO
aleToOpoM-a-D-TITIOKO3BI.

Crpanuua: 61
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'H-sIMP (CDCL,) ¢ m.a.: 1,17 (6H, 1, J=7,3 '), 1,88 (3H, ¢), 1,99 (3H, ¢), 2,02 (3H, ¢),
2,17 (3H, ¢), 2,8-2,95 (1H, m), 3,59 (1H, 1, J=16,0 '), 3,66 (1H, 1, J=16,0 T'y), 4,05-4,25 (3H,
M), 5,1 (1H, o, J=10,4 T'y, 3,5 T'w), 5,35-5,45 (2H, m), 5,57 (1H, 1, J=8,2 '), 6,95-7,05 (2H,
M), 7,3-7,4 (2H, m).

CpaBHUTENbHBIN TpuMep 7

3-(2.3.4,6-terpa-O-anetnn-f-D-ragakTonupano3unokcn)-4-({4-[(1E)-
3-xkapboxcunporn- 1-ennn]denunn } Metnn)-5-u3onponui- | H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHUE TTOIyYalid ClIOCOOOM, OTMUCAHHBIM B
CpPaBHUTEIILHOM MpUMepe 4, ¢ UCTIOIb30BAHUEM
3-(2,3,4,6-Tterpa-O-auetu-B-D-ragakTonupaHo3uinoKkcu)-4-[(4-0poM@peHUT ) MeTHI |-
S5-uzonponui- 1 H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f3-D-rioKonupaHo3uaoKCH)-
4-[(4-Opomdennn)meTri|-5-u3zonponui- 1 H-mupa3zomna.

'H-aMmP (CDCL,) ¢ m.u.: 1,1-1,2 (6H, m), 1,83 (3H, ¢), 1,99 (3H, ¢), 2,00 (3H, ¢), 2,17 (3H,
©), 2,8-2,95 (1H, m), 3,26 (2H, 1, J=6,9 '), 3,6 (1H, 1, J=16,2 I'n), 3,69 (1H, 1, J=16,2 '),
4,05-4,3 (3H, m), 5,1 (1H, ox, J=10,1 I'y, 3,5 T'y), 5,3-5,5 (3H, m), 6,2-6,3 (1H, m), 6,45 (1H, &,
J=15,9 T'm), 7,0-7,1 (2H, m), 7,2-7,3 (2H, m), 10,0-12,0 (1H, mwup.).

IIpumep 32

3-(f-D-ramakTonupaHo3uIOKCH)-4-[(4-{3-

[2-ruapoxcu-1-ruApOKCUMETHUII- | -(METHIT)ITUIKAPOAMOUA | TPOTTNII } heHUIT)METHUI |-
S-uzonponui-1H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTy4alii ClIOCOOOM, OMMCAHHBIM B IipuMepe 1, ¢
UCTIOJIb30BAHUEM
3-(2,3,4,6-terpa-O-auetuin-P-D-ranakronupanosunokcn)-4-({4-[(1E)-
3-kapOokcurport-1-enun]penus  metun)-S-uzonponui- | H-nmupasona u
2-aMUHO-2-MEeTUJI- 1,3-1poIanioia BMeCTO
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurrpon- 1-eHui]peHun }MeTni)-5-uzonponui- 1 H-nmupaszomna u rugpoxnopuaa
CIMIUHAMUIIA, COOTBETCTBEHHO.

'H-aMP (CD,0D) & m.m.: 1,1-1,15 (6H, m), 1,22 (3H, ¢), 1,8-1,95 (2H, m), 2,19 2H, T, J=
7,4 T'), 2,58 (2H, 1, J=7,5 T'n), 2,85-2,95 (1H, m), 3,52 (1H, o7, J=9,8 I'u, 3,6 'n), 3,55-3.8
(10H, m), 3,85-3,9 (1H, m), 5,05-5,1 (1H, m), 7,0-7,15 (4H, m).

ITpumep 33

4-[(4-{3-[1-kapObamounn-1-(MeTHI)ITUIKaPOAMOWNI JITporTKid } hEHUIT)METH |-
3-(3-D-ranakTonupaHo3uI0KCH)-5-u3onponui-1 H-nupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 1, ¢
KCITOJIb30BAHUEM
3-(2,3,4,6-terpa-O-anetui-p-D-ranakronupanosunokcu)-4-({4-[(1E)-
3-kapOokcurpor- 1 -enun]penus  metun)-S-uzonponui- | H-nmupasona u
2-aMHHO-2-METUJIITPONMMOHAMHU/IA BMECTO
3-(2,3,4,6-Tterpa-O-auetuin-pB-D-rnokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurporr- 1 -enu | perns } MeTun)-5-uzomnponui- | H-mupasora u rugpoxiopuaa
JIMIUHAMU/IA, COOTBETCTBEHHO.

'"H-aMP (CD,0D) ¢ m.a.: 1,1-1,15 (6H, m), 1,44 (6H, ¢), 1,8-1,95 (2H, m), 2,19 2H, T, J=
7,6 I'm), 2,57 2H, T, J=7,6 I'nm), 2,85-2,95 (1H, m), 3,52 (1H, ax, J=9,7 I', 3,4 '), 3,55-3,65
(1H, m), 3,65-3,8 (5H, ™), 3,85-3,9 (1H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

IIpumep 34
4-[(4-{3-[2-amMuHO3THICYIIb(MhaMonn)nponwi | heHWI } METHU ) -
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3-(B-D-rirokonmpaHo3uI0KceH)-5-u3onponui-1 H-nupazon

Cycniensuro ayumcyibgoHara HaTpus (2,0 T) B TuoHWxiopuae (10,4 Mir) HarpeBaiu
npu 70°C u nepemMenBaiu B Teuenue 1,5 nHei. HepacTBopuBIeecs: BEIIECTBO yaaIsId
(UIBTPOBAHUEM U PACTBOPUTENH (DUIBTPATA YAAISIIM MPU TOHUKEHHOM JIABJICHUU.
[Tony4yeHHBIN OCTATOK pACTBOPSIIM B cyXxoM TeTparuapodypane (10 Mir) u pacTBOpUTETH
YT TTPY TIOHW>KEHHOM J1aBJIeHUU. [10JTyuyeHHbIN OCTATOK CHOBA PACTBOPSIIM B CYyXOM
teTparugpodypane (10 M) U pacTBOPUTENb YAAISIIM TPU MOHWKEHHOM JIaBJICHUHU, TTOTyYast
aymcybgonmtxinopun (1,26 ). K cycnensuu rugpoxiiopuaa
N-6en3unokcukapOonmi-1,2-muamunostana (0,82 r) u tpustuiamuna (0,63 1) B
JuxiiopmeTase (5 M) mo0aBisuM amumicyibhorumxiaopu (0,25 r) mpu KOMHATHOM
TeMIIepaType U CMeCh NepeMeIlMBaIM B TeUeHUEe HOUM. Peakiuio racuim 100aBiIeHreM BOIbI
Y OPTraHUYECKUI CITON MOJIyYeHHOW cMeCH OTAesUI. OpraHuyYecKui CIION MOCIeI0BaTEIbHO
MPOMBIBAIM 1 MOJIB/J1 XJIOPUCTOBOAOPOAHON KUCIIOThI, HACBIIIEHHBIM BOJIHBIM PACTBOPOM
OukapOoHaTa HATPUS U HACBILLIEHHBIM PACTBOPOM COJIM U 3aTEM CYIIMIIU HaJl O€3BOIHBIM
cyiabdaToM HaTpus. PacTBopuTenb yaasasiv Mpyu MOHWKEHHOM JIaBJICHUU U TTOTyYaliu
N-(2-06eH3UT0KCUKapOOHMIIAMUHOITHIT) aJuTHIICy Tb(hoHamu (82 mr). ITorydeHHOE BelecTBO
pactBopsuu B aneronutpuiie (0,25 mi). K pactBopy nobasmsiu
3-(2,3,4,6-Tterpa-O-aueTui-pB-D-TnrokonupaHo3uIokch)-4-[ (4-6pomdbeHnn)MeTu] -
S5-uzonponuii- 1 H-nmupazomn (70 mr), Tpustunamut (57 mr), auerat namtaaus (II)(3 mr) u
Tpuc(2-metundenun)pochu (7 Mr) ¥ CMeCh KMITSITHIIA C OOPATHBIM XOJIOIUITLHUKOM B
TEYEHUE HOYM B 3ALLMIIEHHOM OT CBeTa IOMENIEHUU. PacTBOpuTEnb yaasuv pu
MOHWKEHHOM JaBJIEHUU U OCTATOK pacTBopsuid B MetaHoJe (0,5 mi). K pactBopy
JOOABJISUIA 5 MOJIB/JT BOMHOTO pacTBOpa ruapokcuaa HaTpus (0,25 M) U TOTYyUYEHHYIO
CMECh MepeMeIINBaJIM TpU KOMHATHOW TeMinepaTtype B TeueHue 1 yaca. HepactBopusiieecs
BEIIECTBO YAAISUM GUIBTPOBAHUEM U QUIBTPAT OUMIIAIM NTPENAaPATUBHON KOJIOHOYHOM
xpomaTorpadueii ¢ ooparerHol ¢asoii (Shiseido CAPCELL PAK UG120 ODS, 5 Mk,
120A, 20x50 MM, ckopocTh ToToka: 30 MJI/MUHYTA, TUHEHHBIN TPAJIUEHT:
Boaa/meTanon=90/10-10/90) c nonyyeHueM
4-({4-[(1E)-3-(2-0eH3u1okcukapOOHUIaMUHOATUIICYITb(haMOWI)ITPOII- 1 -eHUIT | (DeHMIT } METHIT)-
3-(B-D-rmaroxonupaHo3uinokcu)-S-uzonponui- 1 H-nupasona (14 mr). [lonyyenHoe BeliecTBo
pactBopsiiu B MetaHoJie (0,5 mit). K pactBopy nob6aisiim mopoikooOpasuseiit 10%
rnajutaui Ha yrie (5 Mr) U CMeCh IEPEMEIMBAIINA IIPU KOMHATHOW TEMIIEPATYPE B
aTMocdepe Bogopo/a B TedeHue 3 yacoB. HepacTBopuBIIIeecs BEIIECTBO yIAIISIIH
(GUIBTPOBAHUEM U PACTBOPUTENH (GUIIbTpATA YAAISUIN IIPU TOHWKEHHOM JaBJICHHUH C
MMOJIyYEHUEM YKA3aHHOTO B 3aroJjioBke coeauHeHus (10 mr).

'"H-IMP (CD,OD) ¢ m.u.: 1,1-1,2 (6H, m), 2,0-2,1 (2H, m), 2,65-2,75 (4H, m), 2,85-2,95
(1H, m), 2,95-3,05 (4H, m), 3,25-3,45 (4H, m), 3,6-3,9 (4H, m), 5,0-5,1 (1H, m), 7,05-7,2 (4H, m).

Ipumep 35

4-[(4-{3-[1-kapObamon-1-(MeTHI)ITUIKAPOAMOWI JITpOoTTKA } hEHUIT)METHI |-
3-(3-D-raroxonupaHo3uiaoKcu)-S-uzonponui- 1 H-nupason

K cycnensum comm 6eH3uIT-2-aMHUHO-2-MEeTHITTPOITMOHATA U TI-TOIYO0JICYIh(DOHOBOMN
kucinoThl (Tetrahedron, 1001, vol. 47, Ne 2, pp. 259-270; 3,9 r) u TpusTUnamuna (2,7 r) B
muxiaopmeTane (15 mur) nobaBisui ammwicyabdorutxnopus (0,75 ) Tpu KOMHATHOM
TEMIIepaType U CMECh IIEPEMEILIMBAIINA B TEUEHUE HOUM. Peakuuio racuiam 100aBiIeHUEM BObI,
Y OPraHUYECKUi CJIOMN MOJIyYeHHOM cMecH oTAesui. OpraHuyYecKuit CIIoi Mocie0BaTeIbHO
MPOMBIBAJIM 1 MOJIB/J1 XJIOPUCTO-BOIOPOTHON KUCTIOThI, HACBIIIIEHHBIM BOJHBIM PACTBOPOM
OukapOoHaTa HATPUS U HACBILLIEHHBIM PACTBOPOM COJIM U 3aTEM CYIIMIIM HaJl O€3BOIHBIM
cynbdatoM HaTpusl. PacTBopuTeNns yAaIsii MpyU MOHW)KEHHOM JaBJICHUU U MTOJTYYalIu
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N-[1-6eH3unokcukapOoHm- 1-(Metun)3tui Jammicyabdoramun (0,48 r). K pactBopy
3-(2,3,4,6-Terpa-O-aueTui-f3-D-rimrokonupano3uIokcu)-4-[ (4-6pompenum)meTun] -
S5-uzonponui-1H-nupazona (0,40 1),

N-[1-6en3umokcukapooHu- 1-(Metumn)3tun|ammicynbornamuaa (0,48 ) B aneTonutpuie (1
MI1) 1o6assau TpudTuiaamud (0,32 1), anerat majiaaus (I1)(14 mr) u
Tpuc(2-metundenun)pochu (39 Mr) U cMech KUTIATUIM C OOPATHBIM XOJOAWIHBHUKOM B
TEUEHHE HOYM B 3aIIIMEHHOM OT CBETA MOMEIIEHUU. PacTBOpUTEND yaAISIIN TIPU
TTOHMKEHHOM JABJICHUH M OCTATOK OUHMIIAIM KOJJOHOYHOM XpoMaTorpaduer Ha CUIIMKarese
(3MIOEHT: H-TeKCcaH/3ThIaneraT=1/1-aTunanerar) ¢ moay4YeHUueEM
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-[ (4-{ (1E)-3-
[1-Gen3unokcukapOOHUI- 1-(MeTUI)ITUICYIbPaMou | mpo- 1-eHu } peHUT)MeTH } -
S-uzonponui-1H-nupazona (0,11 r). [TonyueHHOE BEeIECTBO pacTBOPSIM B MeTaHose (1 mi1).
K pactBopy nobasmnsu noponikoodpasubiit 10% mamtaauit Ha yriie (50 MT) u cMech
TepeMEIIMBaJIM IIPH KOMHATHOM TeMIIepaType B TeUEeHHE 2 4acoB B aTMOCc(epe BOIOPOIA.
HepacTBopuBieecs: BelecTBO yaaIsuIM GUIBTPOBAHUEM U PACTBOPUTEIDL (PUIIbTpaTa
yAQJISUIM TPY MOHWKEHHOM JABJIEHUHU C MTOJTyUYeHUEM
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uIokcu)-4-[(4-{ 3-
[1-kapOoKcH-1-(METHIT)ITUIICYTb(aMOWI |TPOITHII } peHUIT)METHIT |- S-u3onporui- | H-mupazoma
(95 mr). K pactBopy

3-(2,3,4,6-Tterpa-O-auetui-pB-D-rnokonupaHo3unokcu)-4-[ (4-{ 3-
[1-kapOoKcH-1-(METHIT)ITUIICYTH(HAMOWIT | TTPOTTHI } (DEHUIT)METHI } -
S-uzonporui-1H-mupazomna (50 mr) B N,N-mumetundopmamuae (0,5 M) modaBisim
ruapoxiopus 1-3tui-3-(3-auMeTHIIaMMHOIIponTuiT) Kapooauumuaa (19 mr) u
1-rugpokcuben3orpuason (13 mr). B cMeck B TeueHHMe MpUMEPHO 2 MUHYT 0apOOTHPOBAIU
razoo0pa3HbIii aMMHUAK Y TTOJIYYEHHYIO CMECh MEPEMEIIMBAIIA ITPU KOMHATHOMW TeMIepaType
B TeueHHe HouM. HepacTBopuBIIieecs BemecTBo yaasum punbTpoBanueM. K punbTpaty
JI00ABIISUIA S5 MOJIB/JT BOAHOT'O pacTBopa ruapokcuaa HaTpus (0,25 MJ1) U MOTYyUYEeHHYIO
CMECh TMepeMellInBalid pU KOMHATHOM TeMrepaType B TeueHue 1 yaca. K peakuponHomn
cMecH 100aBIIsUTH YKCYCHYI0 KUCnoTy (0,09 Mi1) U cMech pa30aBiisiiii Boaow (1 mir).
HepacrBopuBiieecs BelecTBO yaasum GUIbTPOBAaHUEM U QUIBTPAT OUUIIIATIN
MpenapaTUBHOM KOJIOHOYHOM XpoMaTorpaduei ¢ oopamenHom ¢pa3oit (Shiseido CAPCELL
PAK UG120 ODS, 5 MM, 120A, 20x50 MM, ckopocTb moToka: 30 MJI/MUHYTA, JTUHEHHBIN
rpaauveHT: Bojaa/aneToHuTpuii=90/10-10/90) ¢ momydyeHreM yKa3aHHOTO B 3ar0JIOBKE
coequHenms (14 mr).

'H-AMP (CD,OD) ¢ m.a.: 1,05-1,2 (6H, m), 1,43 (6H, ¢), 2,0-2,15 (2H, m), 2,7 (2H, T, J=7,4
I'w), 2,8-2,95 (1H, m), 2,95-3,1 (2H, m), 3,25-3,45 (4H, m), 3,6-3,9 (4H, m), 5,0-5,15 (1H, m),
7,05-7,2 (4H, m).

CpaBHUTEIBbHBIN TpUMED 8

beH3uaruapokcunuBaiat

K cycrien3uu ruipoKCUMBaIMHOBOM KUCIOTHI (3 T) M KapOoHaTta kanus (3,9 1) B
N,N-mumeTunopmamue (25 M) 1o0aBisu OeH3UIOpoMuU (2,9 MiT) U cMeCh
MepeMeNIMBAJIA IPU KOMHATHOM TEMIIEPATYPE B TEUEHUE 5 yacoB. PEakMOHHYIO CMECh
BBIJIMBAJIM B BOJIY U ITOJTYYEHHYIO CMECh SKCTPATUPOBAIN TUITUIOBBIM 3(DUPOM.
Opra"uyecKuil CJI0i 1Ba pas3a MPOMbBIBAJIM BOAOM U CYIITUIIA HaJT O€3BOJHBIM CYJIb(HaToOM
Maraus. PactBopurens yaansiiy py NOHWKEHHOM JIABJICHUM U MIOJTyYaJld YKa3aHHOE B
3aroJioBke coeauHeHue (4,7 r).

'H-SIMP (CDCl,) & m.1.: 1,22 (6H, ¢), 2,33 (1H, T, J=6.7 T, 3,58 (2H, 1, J=6,7 T'w), 5,15
(2H, ¢), 7,3-7,4 (5H, m).

CtpaHuua: 64
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CpaBHUTEIbHBIN TpUMep 9

4-(2-beH3UI0KCHKAPOOHUI-2-METUIIPOTIOKCH ) OEH3AIbACT U

K pactBopy 4-ruapokcubenzanpaeruaa (2,7 r), OeH3uIruapokcunusanara (4,7 r) u
tpudenundocduna (6,4 r) B rerparuapodypane (22 mMir) 100aBIIsIIv
maTUIa3zoauKapookcmat (40% TOTyOoNbHBIN pacTBOP, 11 MIT) U cMech NepeMeNIMBaIu pu
KOMHATHOH TeMIlepaType B TeueHue 2 qHei. PeakiiMOHHYI0 cMeCh BBUIMBAJIM B BOZY U
MOJIYYEHHYIO CMECh IKCTParupoBaid JUITUIOBBIM 3¢hupoM. OpraHUUecKHii ClIoi
MIPOMBIBAJIM BOJOM M CYIIMIIM HaJl O€3BOJIHBIM CYNIb(haToM Maraus. PacTBopurens yaaisium
MIPH MTOHWKEHHOM JIABJICHUU U OCTaTOK OYMIIAIN KOJIOHOYHOM XpomaTorpadueit Ha
cunuMkarese (3II0eHT: H-TeKcaH/aTuianetat=6/1-4/1) ¢ mojay4eHMeM YKa3aHHOI'O B 3arOJIOBKE
coeaunenus (0,97 r).

'H-aMP (CDC13) 8 m.a.: 1,36 (6H, ¢), 4,07 (2H, ¢), 5,15 (2H, ¢), 6,9-7,0 (2H, M), 7,2-7,35
(5H, m), 7,75-7,85 (2H, M), 9,89 (1H, ¢).

CpaBHUTEIbHBIN TTpuMep 10

[4-(2-6eH3MITOKCUKAPOOHWII-2-METUITPOTOKCH ) (DEHMIT ]METaH OJT

K pactBopy 4-(2-0eH3umokcukapOoHUI-2-MeTUIponokcu)oen3anbaeruaa (0,97 r) B
teTparuapodypane (20 M) nobasisiv 6Goporuapua HaTpus (59 Mr) U CMeCh MepeMelIuBaIv
MpY KOMHATHOM TeMIlepaType B TeueHue 3 yacoB. PeakuuoHHyto cMech BbUtMBam 0,5
MOJIb/JT XJIOPUCTO-BOAOPOAHON KUCIIOTHI U MOJYYEHHYIO CMECh IKCTPATUPOBAIN
T TUIOBBIM 3¢pUpoM. OpTraHUYECKUIi CIION MOCIeI0BATEIFHO MTPOMBIBATIM BOAON U
HACBIIIEHHBIM PACTBOPOM COJIM U 3aT€M CYIIWIN HaJ O€3BOIHBIM CYJIb(PaTOM MarHUSL.
PactBopuTens yaasv npyu NOHWKEHHOM JIABJIEHUU U OCTATOK OYMILIATIN KOJIOHOYHOMN
XpoMmaTorpadueil Ha cuaMKarene (3JII0eHT: H-TeKcaH/3Tuinanerar=6/1-3/2) ¢ moiydeHueM
YKa3aHHOTO B 3aroJjioBke coeauuenus (0,95 r).

'"H-IMP (CDCI,) 6 m.a.: 1,34 (6H, ¢), 1,51 (1H, 1, J=5,9 '), 3,99 (2H, ¢), 4,62 (2H, 1, J=
5.9 I'n), 5,15 (2H, ¢), 6,8-6,9 (2H, m), 7,25-7,35 (7TH, m).

CpaBHUTEIbHBIN TipuMep 11

4-{[4-(2-6eH3UITOKCUKAPOOHNI-2-METUIIITPOIOKCH ) (DEHWIT | METHIT } -
1.2-muruapo-5-uzonponui-3H-nrupa3zon-3-ox

K pactBopy [4-(2-0eH3umokcukapOOHUI-2-MeTHITIporTokcH)perus ] meranosa (0,95 ) B
teTparuapodypane (8 mi) qodaBisuid TpudTWIaMuH (0,48 MIT) U METAHCYTb(OHWIXIOPUT
(0,26 MJ1) mpU OXJIAXKIEHUH JIBJIOM U CMECH TTepEMEIMBAJIA B TeUeHUe 1 yaca.
HepacrBopusiieecs BeliecTBo ynainsui ¢puinbTpoBanueM. [1orydueHHbIN pacTBOp
[4-(2-6eH3MITOKCHKAaPOOHUIT-2-METHIIITPOTIOKCH ) (DeHIIT |METUIIME3HIIATa B TeTparuapodypaHe
JI0OABIISUIM K CyCIieH3uM rujipuaa Hatpus (60%, 139 mr) u
aTUI-4-MeTUiI-3-0KkcoreHTanoara (0,52 r) B rerparuapodypane (15 Mi1) U cMech KUITSTHIIN C
00paTHBIM XOJIOJUILHUKOM B TeueHue 15 yacoB. K peakiuonHo cMecu 100aBisiu 1
MOJIb/JT XJIOPUCTO-BOAOPOAHON KUCIIOTHI U MOJYYEHHYIO CMECh IKCTPATUPOBAIIU
JIUATUIIOBBIM 3hupoM. OpraHUYEeCKHil CJI0M IPOMBIBAIM BOJON U CYIITHIIM HaJl O€3BOIHBIM
cyabdaToM MarHus. PacTBopuTenb yaassiM mpy MMOHMWKEHHOM JIaBjiieHud. K pacTBopy
MOJIy4YeHHOT O ocTaTka B aTaHoJie (10 M) modasisum MoHoruapat ruapasuna (0,16 mi) u
CMECh ITepEeMENIMBAJIM IIPU KOMHATHOM TEMIIEPATYPE B TEUCHUE 2 JHENW. PeakuuoHHY10 cCMeCh
KOHLEHTPUPOBAJIM IIPU MOHWKEHHOM JABJIEHUU U OCTATOK OYMILAIM KOJIOHOYHOM
XxpomaTorpadueil Ha cuaMKarene (3I0eHT: auxjaopMmeran/MeTanoia=30/1-20/1) ¢ momyueHueM
YKa3aHHOTO B 3aroJjioBke coeauuenus (0,25 r).

'"H-SIMP (CDCl,) ¢ m.x.: 1,15 (6H, 1, J=6,9 Tw), 1,32 (6H, c), 2.85-2,95 (1H, ), 3,66 (2H,
©), 3,94 (2H, ¢), 5,13 (2H, ¢), 6,7-6,8 (2H, m), 7,05-7,15 (2H, M), 7,2-7,35 (5H, m).
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CpaBHUTEIBbHBIM IpUMep 12

3-(2.3.4.6-terpa-O-auetna-f-D-riroKonupaH 03uI0KcH)-4-{ [4-
(2-GeH3UITOKCUKAPOOHWMII-2-METHUIIIPOITOKCH ) heHrI | MeTH } -S-uzonponui-1 H-nupazon

K pactBopy
4-{[4-(2-6eH3UITOKCUKAaPOOHUI-2-METUIIITPOITOKCH ) (PeHUIT [METHIT } -
1,2-nuruapo-5-uzonponui-3H-mupa3zon-3-ona (0,25 1), aneroopomM-a-D-riaroko3sl (0,48 T) u
OeH3UNTpU(H-OyTHI)aMMmoHutixiiopuaa (0,18 r) B quxnopMmerane (5 Mi1) 700OaBISIIN 5 MOJIB/IT
BOJIHOT'O pactBopa ruapokcuaa Hatpus (0,35 mi1) U cMech nepeMEeIMBaIM TP KOMHATHOMN
TeMIlepaType B TeueHHe 3 4acoB. PeakiiMOHHYIO CMeCh OUMIIAIM KOJIOHOYHOM
xpoMmaTorpadueit Ha aMUHOTIPOTTMIIMPOBAHHOM CUJIMKarese (3JI0CHT:
H-TekcaH/3Tunanerat=1/1-1/3) ¢ moay4yeHrMeM yKa3aHHOTO B 3arojioBke coequHenus (0,28 r).

'H-aMP (CDCL) ¢ m.a.: 1,16 (6H, o, J=7,1 I'm), 1,32 (6H, c), 1,86 (3H, ¢), 2,01 (3H, ¢),
2,03 (3H, ¢), 2,06 (3H, C), 2,85-2,95 (1H, m), 3,56 (1H, n, J=16,0 I'n), 3,62 (1H, 1, J=16,0 I'w),
3,8-3,9 (1H, m), 3,92 (1H, n, J=8,7 I'n), 3,94 (1H, n, J=8,7 I'n), 4,15 (1H, ax, J=12,5 T, 2, 4
I'm), 4,31 (1H, aa, J=12,5 'y, 4,2 T'y), 5,13 (2H, ¢), 5,15-5,3 (3H, ™M), 5,55-5,65 (1H, m), 6,7-
6,75 (2H, m), 6,95-7,05 (2H, m), 7,25-7,35 (5H, m).

CpaBHUTEIBHBIN IpuMep 13

3-(2.3.4.6-TeTpa-O-anetus-B-D-TIr0KONUPaH 03UIT0KCH)-4-{ [4-
(2-xapOOKCHU-2-MeTUIIPOTOKCH ) (peHMIT |Me I } -5-n3onponui- 1 H-nmupaszon

3-(2,3,4,6-Terpa-O-auetus-f3-D-TiroKkonupaH 03uT0KcH)-4-{ [4-
(2-6€eH3UITOKCUKAPOOHUIT-2-MeTUIIITPOTIOKCH ) (heHWIT | Me T } -5-u3onponui- 1 H-nmupazon (0,28
r) pactBopsiid B MmeTaHose (6 mi). K pactBopy mo6asisiiv mopomrkooopa3ubii 10%
najutagui Ha yriie (54 Mr) U CMechb IepeMELIMBAJIA IIPU KOMHATHOR TeEMIIEpATypE B
atMocdepe Bogopoaa. HepacTBopusiiieecs BEIECTBO YIAISITH (PUIBTPOBAHUEM H
pacTBOPUTENb GUIIbTpATA YA IIPU MOHWKEHHOM JIaBJICHUM, ITOJTyYasl yKa3aHHOE B
3arojioBke coeaunenue (0,25 r).

'H-aMP (CDCl,) ¢ m.a.: 1,16 (6H, a, J=6,7 '), 1,33 (6H, ¢), 1,88 (3H, ¢), 2,01 (3H, ¢),
2,03 (3H, ¢), 2,05 (3H, ¢), 2,85-3,0 (1H, m), 3,54 (1H, 1, J=15,8 '), 3,6 (1H, 1, J=15,8 '),
3,8-3,9 (1H, m), 3,91 (1H, n, J=8,8 I'n), 3,93 (1H, n, J=8,8 I'n), 4,15 (1H, ox, J=12,5 T'y, 2,0
I'm), 4,32 (1H, o, J=12,5H, 4,0 I'n), 5,15-5,3 (3H, m), 5,4-5,45 (1H, m), 6,7-6,8 (2H, M), 6,95-
7,05 (2H, m).

ITpumep 36

3-(2.3.4,6-Terpa-O-anetui-f-D-rIroKonupaH 03ua0Kcu)-4-[(4-{2-[(S)-
1-(KxpOaMOWIT)ITUIIKAPOAMOWIT|-2-METUIIPOIIOKCH } heHUT)MeTHI1|-5-u3onponui- | H-nupaszon

K pactBopy
3-(2,3,4,6-Terpa-O-auetuin-p-D-rinokonupaHo3uaokcu)-4-{ [4-
(2-xapOOKCH-2-METHIITPOITOKCH ) (peHmI |MeTHII } -5-u3onporui- 1 H-nmupasomna (0,13 1) B
N,N-mumetundopmamue (2 M) modaBisiim ruapoxinopua L-amanunamuaa (46 mr),
tpudTHiIaMuH (0,08 Mi1), 1-TUAPOKCHOEH30TPHA30I (38 MI') M TUAPOXIOPUT
1-3mun-3-(3-aumeTunaMuHonponwn)kapooauumuaa (0,11 ) ¥ cMech nepeMelBaiy pu
KOMHATHOM TeMIEpaType B TeUEHHUE HOUM. PEaKIMOHHYIO CMECh BBUJIMBAJIA B BOAY U
MOJIYYEHHYIO CMECh IKCTparupoBalid dTuianeTaToM. OpraHMUecKuii ClI0i MOCIeI0BaATEIbHO
MPOMBIBAJIM BOJION, HACKIIIIEHHBIM BOJHBIM PACTBOPOM OMKapOOHATa HATPUSI, BOJIOU U
HACBIIIIEHHBIM PAaCTBOPOM COJIM M 3aTEM CYIIWUIN HaJ O€3BOIHBIM CyJIb(haTOM MarHusl.
PactBopuTenp yaansiv npu NOHWKEHHOM JIABJIEHUM U OCTATOK OYMINAJIA KOJIOHOYHOMN
XpomaTtorpadueii Ha CUIMKarese (30eHT: quxiaopmeTan/Mmetanon=20/1-10/1) ¢ momy4yeHueM
YKa3aHHOTO B 3aroJjioBke coeauuenus (0,14 r).
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'H-s1MP (CDCl,) ¢ m.o.: 1,1-1,2 (6H, m), 1,29 (3H, ¢), 1,32 (3H, ¢),1,38 (3H, 1, J=7.,5 '),
1,89 (3H, ¢), 2,01 (3H, ¢), 2,03 (3H, ¢), 2,06 (3H, ¢), 2,85-2,95 (1H, m), 3,57 (1H, 1, J=16,0 I'n),
3,62 (1H, n, J=16,0 I'n), 3,8-3,9 (2H, m), 3,94 (1H, 1, J=9,1 I'n), 4,14 (1H, an, J=12,5 ', 2,4
I'm), 4,3 (1H, on, J=12,5 I'u, 4,1 I'n), 4,4-4,55 (1H, m), 5,15-5,4 (4H, m), 5,58 (1H, 1, J=8,0 I'n),
6,2-6,35 (1H, ump.), 6,67 (1H, n, J=7,3 I'n), 6,7-6,8 (2H, m), 7,0-7,1 (2H, m).

Ipumep 37

3-(2.3.4.,6-Terpa-O-anetui-f3-D-riIroKonUupaH 03UuI0KCH)-4-[ (4-
{2-ruapoxcu-1,1-nu(MeTUI)3TUIKapodaMouni]-2-MeTUINPOMOKCH } PeHUIT)METHII |-
S5-n3onponwi-1H-nmpason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IIpuMepe 36, ¢
HCITOJIb30BAHUEM 2-aMHUHO-2-METHJI- 1 -ITponmaHoa BMECTO ruapoxjaopuaa L-amanuHamMuaa.

'"H-IMP (CD,OD) ¢ m.o.: 1,1-1,2 (6H, m), 1,25 (6H, ¢), 1,27 (6H, ¢), 1,89 (3H, ¢), 1,97
(3H, ¢), 2,01 (3H, ¢), 2,02 (3H, ¢), 2,85-3,0 (1H, m), 3,5 (2H, ¢), 3,6 (2H, ¢), 3,89 (2H, ¢), 3,9-
4,0 (1H, m), 4,11 (1H, an, J=12,3 'y, 2,2 I'n), 4,3 (1H, axa, J=12,3 I'y, 4,0 '), 5,05-5,15 (2H,
M), 5,25-5,35 (1H, m), 5,48 (1H, n, J=7,9 I'n), 6,75-6,9 (3H, m), 7,0-7,1 (2H, m).

ITpumep 38

3-(2.3.4.6-Terpa-O-anetui-f-D-TII0KONUpPaH 03UI0KCH)-4-[ (4-{2-
[1-xapbamoun-1-(MeTHI)3TUIKAPOAMOWJI|-2-METUIIPOITOKCH } heHMIT)METH |-
S5-n3onponwi-1H-nmpas3on

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 36, ¢
KCITOJIb30BAHUEM 2-aMHUHO-2-METUJIITPOITIMOHAMMU/IA BMECTO rUapoxyiopuaa L-amaHnHamuaa.

'"H-aMP (CD,OD) ¢ m.a.: 1,1-1,2 (6H, m), 1,27 (6H, ¢), 1,49 (6H, ¢), 1,89 (3H, ¢), 1,97 (3H,
¢), 2,01 (3H, ¢), 2,02 (3H, ¢), 2,85-3,0 (1H, m), 3,6 (2H, ¢), 3,9-4,0 (3H, m), 4,11 (1H, o, J=12,3
I'u, 2,4 I'n), 4,3 (1H, aa, J=12,3 I'u, 4,0 '), 5,05-5,15 (2H, m), 5,25-5,35 (1H, m), 5,48 (1H, 7,
J=8,4 T'n), 6,75-6,85 (2H, m), 7,0-7,1 (2H, m).

ITpumep 39

4-[(4-{2-[(S)-1-(kapOaMONIT)ITUIKAPOAMOWI |-2-METHIIIPOITOKCH } heHUIT) METHIT | -
3-(B-D-ratoxonupaHo3uaoKcu)-S-uzonponui- 1 H-nupason

K pactBopy
3-(2,3,4,6-Terpa-O-auetui-p-D-rnrokonupaHo3unokch)-4-[(4-{ 2-[(S)-
1-(kapbaMouIT)3TUIKApOAMOWMIT|-2-METUIIITPOTIOKCH } (heHUIT)METHI |-
S-uzonpomui-1H-mupazomna (0,14 r) B MmeTanose (4 M) 1o0aBIsuM MeTOKCHT HaTpus (28 %
METaHOJIbHBIN pacTBOp, 0,04 MJT) U CMECh TTEpEMEIIMBAIIM IIPU KOMHATHOW TEMIIEpATypeE B
teueHue 1 yaca. PeakiiMoHHY10 cMeCh KOHIIEHTPUPOBAIM MIPU MTOHMWKEHHOM JIABJICHUU U
OCTATOK OYMINAJIA TBepo(a3Hol IKcTpakuueln Ha ODS (IpOMBIBOUHBIN PACTBOPUTE:
JYMCTUWJIMPOBAHHAS BOAA, DJIFOCHT: METAHOJI) C MTOJIyYEHUEM YKa3aHHOTO B 3aI'0JIOBKE
coequHeHMs (94 mr).

'"H-aMP (CD,OD) o m.a.: 1,05-1,15 (6H, m), 1,29 (3H, ¢), 1,3 (3H, ¢), 1,35 (3H, n, J=7,5
I'm), 2,8-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,8 (3H, m), 3,8-3,9 (1H, m), 3,94 (2H, ¢), 4,3-4,45
(1H, m), 5,0-5,1 (1H, m), 6,75-6,85 (2H, m), 7,05-7,15 (2H, m).

ITpumep 40

3-(3-D-raroxonupaHo3unokcu)-4-[(4-{2-[2-ruapoxcu-1,1-au(MeTun) 3 TuIKapodaMounn]-
2-MeTUIIpOonoKcH }heHuT)MeTw |-5-u3onponui- 1 H-upa3on

VYkazaHHOe B 3ar0JIOBKE COE€IMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B mipumepe 39, ¢
HCITOJTb30BAaHUEM
3-(2,3,4,6-Terpa-O-auetuii-B-D-riokonupaHo3uIokcu)-4-[(4-{ 2-
[2-runpokcu-1,1-(muMeTrT)aTuIKapOoaMouT|-2-MEe TUIIITPOTIOKCH } (heHMIT |MeTHII |-
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5-uzonponui-1H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f3-D-ritoKonupaHo3uIoKCH)-
4-[(4-{2-[(S)-1-(kapbamMouIT)3TUIKAPOAMOWIT | -2-METHUIIITPOTIOKCH } PSHUIT)METHIT |-
S-uzonponui- 1 H-nupazona.

'H-sIMP (CD,OD) ¢ m.a.: 1,05-1,15 (6H, m), 1,25 (6H, ¢), 1,27 (6H, c¢), 2,8-2,95 (1H, m),
3,25-3,45 (4H, m), 3,5 (2H, ¢), 3,6-3,7 (2H, m), 3,74 (1H, 1, J=16,0 I'y), 3,8-3,95 (3H, m), 5,0-
5,15 (1H, m), 6,75-6,9 (2H, ™), 7,05-7,15 (2H, m).

Ipumep 41

4-[(4-{2-[1-kapOamou-1-(METHI)ITUIKAPOAMOWII | -2-METHUIIITPOI OKCH } (PeHUIT)METHII |-
3-(B-D-ratoxonupaHo3uaoKcu)-5-u3onponui- 1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTyYalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 39, ¢
UCIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-aueTuin-f-D-riokonupaHo3uaokcu)-4-[(4-{2-
[1-kapOamom-1-(MeTHIT)3TUIIKapOAMOMIT|-2-METUIIITPOTIOKCH } (heHUIT)METHI |-
S-uzonponui- 1 H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f3-D-rioKkonupaHo3uIoKCH)-
4-[(4-{2-[(S)-1-(kapOGamMOmnIT)3TUIIKAPOAMOMII | -2-METUIIITPOITOKCH } (PEHUIT)METHIT |-
S5-uzonponuii- 1 H-nmupazomna.

'H-aMP (CD,OD) ¢ m.m.: 1,05-1,15 (6H, m), 1,27 (6H, ¢), 1,49 (6H, ¢), 2,8-2,95 (1H, m),
3,25-3,45 (4H, m), 3,6-3.8 (3H, m), 3,8-3,9 (1H, m), 3,93 (2H, ¢), 5,0-5,1 (1H, m), 6,75-6,85 (2H,
M), 7,05-7,15 (2H, m).

Ipumep 42

3-(B-D-riroxonupaHo3unokcu)-4-{ [4-(3-{1-
[2-runpoxcu-1-(TuapoOKCUMETHI)ITHIIKAPOAMOWI ] -
1-(MeTHIT)3TUIIKapOaMOWI } TPOIT ) eHWIT |MeTHI } -5-u3onponui- 1 H-upa3zon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTYYalld ClIOCOOOM, OMUCAHHBIM B ripumepe 30, ¢
WCITOJIb30BAHUEM 2-aMUHO- 1,3-TIpOIIaHIM0JIa BMECTO 2-aMUHOITAHOJIA.

'H-sIMP (CD,0D) ¢ m.m.: 1,05-1,2 (6H, m), 1,43 (6H, c), 1,8-1,95 (2H, m), 2,19 2H, T, J=
7,5 I'n), 2,58 (2H, 1, J=7,5 '), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,5-3,95 (9H, m), 5,0-5,15
(1H, m), 7,0-7,2 (4H, m).

ITpumep 43

3-(B-D-riaroxonupaHo3unokck)-4-{ [4-(3-{1-
[2-ruapoxcu-1,1-0uc(ruAPOKCUMETUIT)ITUIKAPOAMOUII |-
1-(MeTu)3TUIKapObaMoun } iponui)GeHus |MeTn } -5-u3onponui- 1 H-nupason

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAaHHBIM B mipumepe 30, ¢
MCIOJIb30BaHUEM TPUC(TUAPOKCUMETHII)aMUHOMETAHA BMECTO 2-aMHUHO3TAHOJIA.

'H-aMmP (CD,OD) ¢ m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,18 2H, T, J=
7,5 I'm), 2,58 (2H, 1, J=7,5 '), 2,85-3,0 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (10H, m), 5,0-5,15
(1H, m), 7,0-7,2 (4H, m).

CpaBHUTENbHBIN TpuMep 14

4-0poM-2-MeTUIOEH3UIOBBIN CIUPT

K pactBopy 4-6pom-2-meTuioensoiinoi kuciaoThl (10 1) B TeTparuapodypane (60 M)
JO0ABIISIIA KOMITIEKC O0paH-auMeTwICy1bdua (7,07 r) mpy OXJIaKISHUU JIbIOM.
PeakunonHyto cMech epeMeInBaId PU KOMHATHOM TEMIIEPATYPE B TEUEHHUE S MUHYT U
nipu 75°C B TeueHue 2 nHel. PeakiiMOHHYIO0 cMeCh OXJIaXKIaIu 10 KOMHATHOW TeMIEpaTyphl.
K peaknuonHOM cMecu 100aBIISIIIM HACBIIIIEHHBIN BOIHBINM pacTBOP KapOOHATA Kajus U
OpraHuYecKuit ciom otaeasin. OpraHu4yecKuil CJIoN MPOMBIBAIM BOJION U HACHIIIIEHHBIM
PAcTBOPOM COJIM M CYIIUIN HaJ Oe3BOJHBIM CyJibpaToM Maruus. PactBopurens ynansium
IIPY TTOHWKEHHOM JIABJIEHUM U IIOJIyYaJIM YKa3aHHOE B 3arojioBke coeauHenue (9,0 r).
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'H-sIMP (CDCl,) ¢ m.a.: 1,55-1,65 (1H, m), 2,36 (3H, ¢), 4,64 (2H, 1, J=5,4 '), 7,2-7,25
(1H, m), 7,3-7,35 (2H, ™).

CpaBHUTEIBHBIN IpUMep 15

4-[(4-6pom-2-MeTundeHun)MeTui]-1,2- iMruapo-5S-uzonponui-3H-nupazon-3-ox

K pactBopy 4-6pom-2-meTunoeH3uoporo cnupra (9,0 1) B auxiaopmerane (50 M)
JI00ABIISUTA TUOHWIIXJIOPU (3,8 MIT) TPU OXJIAKACHHUU JIBIOM U PEAKIIMOHHYIO CMECh
repeMelIrMBajIy pyu KOMHATHON TeMIlepaType B TeUeHUE HOUM. PeaKIMOHHYIO CMeCh
KOHUEHTPUPOBAJIU MMPU MOHUKEHHOM JIaBJICHUH U MOJIydalv
4-6pom-2-metunoensunxiaopun (9,8 r). K cycnensuu ruapuaa Hatpus (60%, 2,1 1) B
terparuapodypane (90 Mir) 100aBIISIIM ITUI-4-MeTUI-3-0KconeHTaHoar (7,5 r) pu
OXJIAXKJACHUH JIBJIOM U PEAKIIMOHHYIO CMECh MEPEMEIIMBAIIA TP KOMHATHON TEMIIEPATYPE B
teyeHue 1 yaca. K peakuyuoHHol cMecu 100aBisui 4-0poM-2-MeTundeH3unxinopus (9,8 1) u
MOJIyYeHHYI0 cMech nepemermuBain npu 70°C B Teuenue 3 qHel. PeakMOHHYIO0 cMech
BbUIMBAJIM B HACHILIEHHbINM BOAHBINA PACTBOP AMMOHUIXJIOPUAA U CMECh SKCTPATUPOBAIIU
JTMAITUIOBBIM 3¢pupoM. OpTraHUYECKUIi CIIO MPOMBIBATIM BOJOM U HACBIIIEHHBIM PACTBOPOM
COJIU U CYIIWIM HaJl 6€3BOIHBIM CyJibhaTOM Maruus. PactBopurens ynansi npu
MOHWKEHHOM JaBieHud. K pactBopy ocraTtka B Tojyoste (20 Mi1) 100aBIIssIM MOHOTHUAPAT
ruapasuHa (5,4 M) u cMech nepememmBain mpu 90°C B TeueHue HouM. PeakKIMOHHYIO0 CMeCh
KOHIIEHTPUPOBAJIM MIPU MOHWKEHHOM JIaBJICHUU U OCTATOK 00pabaThIBaId CMECHIO
H-TeKCaH-au3TUI0BbIN 3pup (10/1) misa kpuctammuzanuud. Kpucramibsl cooupanu
(UIBTPOBAHUEM U MOCIENOBATEIHHO MTPOMBIBAJIA H-TEKCAHOM, BOJOM U H-TEKCAHOM, 3aTeM
CYILLIWIM IIPU IIOHM)KEHHOM JABJICHUH, I10J1ydasi YKa3aHHOE B 3aroJIOBKe coequHenue (12,4 1).

'H-aMP (AMCO-d) ¢ m.a.: 1,05 (6H, 1, J=6,8 T'n), 2,28 (3H, ¢), 2,65-2,8 (1H, m), 3,45
(2H, ¢), 6,82 (1H, 1, J=8,2 I'n), 7,24 (1H, an, J=8,2 T'y, 1,8 I'n), 7,33 (1H, n, J=1,8 I'n), 8,5-
12,0 (2H, mwp.).

CpaBHUTEIBHBIN IpuMep 16

3-(2.3.4,6-Terpa-O-anetui-f-D-rIroKONUpPaH 03UI0KCH)-4-
[(4-6pom-2-meTundenun)mernn]-S-u3onponwi-1 H-nmupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalid CIOCOOOM, OTTMCAHHBIM B
CpPaBHUTEIIBHOM MpUMeEpE 3, C UCIIOJIL30BAHUEM
4-[(4-6pom-2-meTundeHw)MeTun]- 1,2-quruapo-5-usonponui-3H-nmupa3on-3-ona BMecTo 4-
[(4-6pombenun)meTun]-1,2-muruapo-S-uzonponuia-3H-mupazon-3-oHa.

'H-aMP (CDCl,) ¢ m..: 1,1-1,2 (6H, m), 1,81 (3H, ¢), 1,99 (3H, ¢), 2,02 (3H, c¢), 2,06 (3H,
©), 2,28 (3H, ¢), 2,75-2,9 (1H, m), 3,49 (1H, n, J=16,7 I'n), 3,59 (1H, 1, J=16,7 I'n), 3,8-3,9 (1H,
M), 4,05-4,2 (1H, m), 4,3 (1H, on, J=12,4 'y, 4,0 I'y), 5,1-5,3 (3H, m), 5,5-5,6 (1H, m), 6,76 (1H,
n,J=8,2 I'n), 7,1-7,2 (1H, m), 7,25-7,3 (1H, m).

CpaBHUTEIbHBIN TpuMep 17

3-(2.3.4,6-Terpa-O-anetui-pB-D-rirokonupaH o3uaokcu)-4-({4-[ (1E)-
3-kapOoKcUnpon- 1-eHnn|-2-meTuadheHus } MeTh)-5-u3onponui- | H-nupaszon

VYka3aHHOE B 3ar0JIOBKE COEIMHEHME TTOJTyYalid CIOCOOOM, OTTMCAHHBIM B
CpPaBHUTEIIBHOM MpuMepe 4, C UCIIOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetusi-pB-D-rirokonupaHo3uiokcu)-4-[ (4-6pom-2-meTundeHruT)Me T |-
S5-uzonponui- 1 H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f3-D-rioKonupaHo3uIoKCH)-
4-[(4-O6pomdenn)meTri|-5-u3zonponui- 1 H-mupa3zomna.

'H-aMP (CDCl,) ¢ m.a.: 1,1-1,2 (6H, m), 1,78 (3H, ¢), 1,99 (3H, ¢), 2,02 (3H, ¢), 2,06 (3H,
©), 2,29 (3H, ¢), 2,75-2,9 (1H, m), 3,13 (2H, 1, J=7,3 I'n), 3,54 (1H, 1, J=16,8 '), 3,64 (1H, 1, J=
16,8 I'm), 3,8-3,9 (1H, m), 4,05-4,15 (1H, m), 4,25-4,35 (1H, m), 5,1-5,3 (3H, m), 5,5-5,6 (1H,
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M), 6,15-6,25 (1H, m), 6,46 (1H, 1, J=16,1 I'n), 6,85 (1H, 1, J=7,9 I'm), 7,05 (1H, 1, J=7,9 I'n),
7,15 (1H, ¢).
CpaBHUTEIBHBIN puMep 18

2-MeTWI(heHnI } MeTH1)-5-u3onponui- 1 H-nupason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClTIOCOOOM, OTTMCAHHBIM B
CpaBHUTEJIBHOM MpuMepe 4, C UCIIOJIb30BaAHUEM
3-(2,3,4,6-Terpa-O-aueTui-f3-D-rIroKonmMpaHO3UIOKCH )-4-[ (4-0poM-2-MeTUI(HEHUIT)METHIT | -
S-uzonponuii- 1 H-nmupasona u akpuiaoBoH KUCIOTHI BMECTO
3-(2,3,4,6-Tterpa-O-aueTui-B-D-T1rokonupaHo3uToKch)-4-[ (4-6pomdbeHnn)MeTui] -
S-uzonponui-1H-mupazomna u 3-0yTeHOBOM KUCIIOThI, COOTBETCTBEHHO.

'H-aMP (CDCl,) ¢ m.a.: 1,1-1,2 (6H, m), 1,73 (3H, ¢), 1,99 (3H, ¢), 2,04 (3H, ¢), 2,06 (3H,
©), 2,35 (3H, ¢), 2,8-2,9 (1H, m), 3,58 (1H, 1, J=17,2 I'm), 3,69 (1H, 1, J=17,2 '), 3,85-3,95 (1H,
M), 4,21 (1H, nn, J=12,4 I'u, 2,2 T'), 4,35 (1H, o, J=12,4 I'n, 3,9 I'n), 5,15-5,3 (3H, m), 5,45
(1H, n, J=7,8 T'), 6,4 (1H, n, J=15,8 I'm), 6,93 (1H, 1, J=7,8 'n), 7,2-7,3 (1H, m), 7,3-7,4 (1H,
M), 7,69 (1H, m, J=15,8 I'm).

IIpumep 44

4-[(4-{3-[1-kapbaMoui-1-(MeTUI1)3 TUIKAPOAMOWUIT JITPOIINI } -2-MeTUII(HEHUT ) METH |-
3-(B-D-ratoxonupaHo3uaoKcu)-5-uzonponui- 1 H-nupason

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 1, ¢
WCITOJIb30BAHUEM
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurpor- 1-eHun]-2-MeTundeHu1 } MeTui)-S-u3onponui- | H-nupaszona u
2-aMHUHO-2-METUJIITPONMMOHAMHU/IA BMECTO
3-(2,3,4,6-terpa-O-auetuin-pB-D-rnokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurpor-1-enun]penus  metun)-S-uzonponui- | H-mupasosna u rugpoxiopuaa
IJIMIMHAMUIA, COOTBETCTBEHHO.

'"H-aMP (CD,0D) o m.a.: 1,1-1,2 (6H, m), 1,44 (6H, ¢), 1,8-1,9 (2H, m), 2,2 2H, 1, J=7,6
I'm), 2,3 (3H, ©), 2,55 (2H, 1, J=7,6 '), 2,75-2,9 (1H, m), 3,2-3,4 (4H, m), 3,6-3,9 (4H, ™M), 4,95-
5,1 (1H, m), 6,8-6,9 (2H, M), 6,9-7,0 (1H, ™m).

ITpumep 45

4-[(4-{(1E)-2-[1-xkap6amounii-1-(MeTHI)3TUIKAPOAMOWI |BUHIII } -2-Me THII( EHUIT )METHI |-
3-(B-D-ratoxonupaHo3uaoKcu)-5-u3onponui- 1 H-nupason

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IIpuMepe 26, ¢
HCITOJTb30BAaHUEM
3-(2,3,4,6-Terpa-O-auetun-f-D-rnokonupano3unokcn)-4-({4-[(1E)-2-kapbokcuBruHMI] -
2-MeTWI(PESHWUI } MeTU )-5-u3omponuii- | H-upasona u 2-aMUHO-2-METHUIIITPOTHOHAMUIA
BMECTO
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupanosunokcu)-4-({4-[(1E)-
3-kapOokcurporr- 1 -eHu | penns } MeTun)-S-uzonponui- | H-mupasona 1 aMMOHUNXITOpHU/IA,
COOTBETCTBEHHO.

'"H-SIMP (CD,0D) & m.x.: 1,05-1,15 (6H, m), 1,52 (6H, ¢), 2,36 (3H, ¢), 2,75-2,9 (1H, m),
3,2-3,4 (4H, m), 3,6-3,85 (4H, ™), 5,0-5,1 (1H, m), 6,58 (1H, 1, J=15,8 '), 7,0 (1H, 1, J=7.9
), 7,2-7,3 (1H, m), 7,33 (1H, ¢), 7,43 (1H, 1, J=15,8 T'w).

IIpumep 46
3-(B-D-riroxonupaHo3unokcu)-4-[(4-{ (1E)-2-

[2-rrapoKcH- 1 -TUIPOKCUMETHI- | -(METHIT) 3 TUIKAPOAMOWI |BUHII } -2-MeTUIAD CHII ) METHII |-
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S-uzonponui-1H-nupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IIpuMepe 26, ¢
UCIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetu-pB-D-rnokonupano3unokcu)-4-({4-[(1E)-2-kapbokcuBUHUI] -
2-MeTuindeHu } MeTui)-5-u3onponui- 1 H-nupaszona u 2-amMmuHo-2-MeTui-1,3-nponanauona
BMECTO
3-(2,3,4,6-Terpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurporr- 1 -eHun | penns } MeTrn)-S-uzomnponui- 1 H-mupasona 1 aMMOHURXITOpH/IA,
COOTBETCTBEHHO.

'H-sIMP (CD,0OD) ¢ m.u.: 1,05-1,15 (6H, m), 1,3 (3H, c¢), 2,36 (3H, ¢), 2,75-2,9 (1H, m),
3,25-3,45 (4H, m), 3,6-3,85 (8H, m), 5,04 (1H, 1, J=6,1 I'y), 6,62 (1H, 1, J=15,5 I'n), 6,99 (1H,
n,J=7,6 T'n), 7,26 (1H, 1, J=7,6 I'n), 7,32 (1H, ¢), 7,42 (1H, 1, J=15,5 I'n).

IIpumep 47

3-(3-D-raroxonupaHo3uiaoKkcu)-S-uzonponui-4-[(4-{ (1E)-2-
[2-(cynbhamMontaMUHO)ITUIKAPOAMOWT |BUHUI } -2-MeTundheHnn)MeTun |- 1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEAMHEHUE TTOTYYalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 26, ¢
UCIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-p-D-rnokonupano3unokcu)-4-({4-[(1E)-3-kapbokcuBuHMI ] -
2-MeTuIIdeHuN }MeTui)-5-uzonponui- 1 H-nmupa3zomna u N-cynbhamMonId TUICHIMaMUHA
BMECTO
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurpor- 1 -enun|penus } Metun)-S-uzonponui- | H-mupasona u aMmMoHUlXIopuaa,
COOTBETCTBEHHO.

'"H-aMP (CD,0D) & m..: 1,05-1,2 (6H, m), 2,36 (3H, ¢), 2,75-2,9 (1H, m), 3,19 2H, T, J=
6,3 I'n), 3,25-3,4 (4H, m), 3,47 (2H, 1, J=6,3 I'n), 3,6-3,7 (1H, m), 3,7-3,9 (3H, m), 5,04 (1H, x,
J=7,3 I'n), 6,54 (1H, 1, J=15,7 T'n), 7,0 (1H, x, J=7,9 I'n), 7,27 (1H, 1, J=7,9 I'n), 7,33 (1H, ¢),
7,47 (1H, 1, J=15,7 T').

CpaBHUTEIBHBIN TpuMep 19

3-(2.3.4,6-Terpa-O-anetna-f3-D-ragzakTonMpaHO3UIOKCH)-4-[(4-{ 3-
[1-kapOoOKcH-1-(METHIT)ITUIKAPOAMOW JITPOTTAIT } heHUIT)METHIT |-5-u30npormi- 1 H-mpazon

K pactBopy
3-(2,3,4,6-terpa-O-anetui-p-D-ranakronupanosunokcu)-4-({4-[(1E)-
3-kapOokcurpor- 1-enun]penun } Mmetun)-S-uzonponui- 1 H-nmupazona (0,4 r) B
N,N-mumetunopmamue (2 Mi1) 100aBIISITA TUIPOXIIOPUJT
1-3mun-3-(3-aumetunamMuHonponwn)kapooauumuaa (0,18 1), 1-ruapoxkcubdbenzorpuaso (0,13
T), COJIb TI-TOJIYOJICYIb(MOHOBON KUCIOTHI OCH3MII-2-aMHUHO-2-MeTUITIporiMoHaTa u (1,16 ) u
TpudTHIaMuH (0,64 T) Ip¥ KOMHATHOW TEMIIEpATYpPe U CMECh IIEPEMENIMBAJIM B TEUEHHE
Houu. K peakuyoHHO cMecu J0OaBIISUTA BOJIY U MTOJIYUYEHHYIO CMECh IKCTPArupoBaliu
JuxjiopMeTaHoM. OpraHMYeCKHid CJI0H TPOMBIBAJIM BOAON U HACBIILIEHHBIM PACTBOPOM COJIU
Y CyIIWIIK HaJ, 6€3BOIHBIM CYIb(aTOM HATpHsl. PacTBOpUTENh YA TPU TOHUKEHHOM
JABJIEHUH U OCTATOK OUMIIAIA KOJIOHOYHOM XpoMaTorpaduel Ha CUmMKarese (JII0eHT:
H-TeKcaH/3Tunanerar=1/1-3Tuinanerar) ¢ mojry4yeHueM
3-(2,3,4,6-Terpa-O-anetun-pB-D-ranakronupano3unokcu)-4-({4-[(1E)-3-
[1-6eH3unokcrKapOOHUII- 1 -(METHIT )3 THITKApOaMOWJI [P OIT- 1 -eHUIT } peHUIT ) METHIT |-
S-uzonponui-1 H-mupazona (0,18 r). [1oryueHHOE BEIIECTBO pACTBOPSIIM B METAHOJIE (2 MJT).
K pacrBopy nob6asisiiiu nopoimkoodpasubiit 10% namnaauii Ha yrie (50 Mr) U cMech
MepeMeIMBaIM IPU KOMHATHOM TeMIiepaType B atMocdepe BOJOPOIa B TEUCHUE 4 YaCOB.
HepacrBopuBiieecs BelecTBo yAaIsuid GUIbTPOBAHUEM U PACTBOPUTETH QUIIBTpATA
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yIJIST TIPY TIOHW)KEHHOM JIaBJIEHWH C TIOJIyUY€HUEM YKA3aHHOT'O B 3aT'0JIOBKE
coequnenus (0,15 r).
'"H-s1MP (CDCI,) o m.a.: 1,05-1,2 (6H, m), 1,57 (3H, ¢), 1,59 (3H, ¢), 1,85 (3H, ¢), 1,85-
s 1,95(2H, m), 1,99 (3H, ¢), 2,02 (3H, ¢), 2,1-2,2 (5H, m), 2,6 (2H, 1, J=7,4 T'n), 2,8-2,95 (1H,
M), 3,59 (1H, n, J=16,1 I'n), 3,68 (1H, n, J=16,1 I'n), 4,0-4,1 (1H, m), 4,14 (1H, a1, J=11,0 ',
8,2 I'm), 4,27 (1H, ax, J=11,0 I'u, 5,6 I'm), 5,08 (1H, ma, J=10,3 I'n, 3,5 I'm), 5,37 (1H, x, J=8,1
I'm), 5,4-5,5 2H, m), 6,19 (1H, ¢), 6,95-7,1 (4H, m).
CpaBHuTeIbHBIN TpuMep 20
10 3-(2,3.4,6-Terpa-O-aneTni-p-D-riaroKonupaHo3uaIokcH)-4-[(4-{3-
[1-xapOxcu-1-(MeTHI)ITHIKAPOAMOWI [HpOITnI } peHuT)MeThII | -S-u3omponui- 1 H-mupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B
CpPaBHUTEIIBHOM MpuMepe 19, ¢ uCnoIb30BaHUEM
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurrpon- 1-eHui]peHunn  MeTui)-5-uzonponui- 1 H-nmupazomna Bmecto
3-(2,3,4,6-terpa-O-auetui-p-D-ranakronupanosunokcu)-4-({4-[(1E)-
3-kapOoKcuIIpon-1-eHui]peHun }Metnn)-5-uzonponui- 1 H-nmupa3zona.

'"H-aMP (CDCl,) ¢ m.u.: 1,05-1,2 (6H, m), 1,57 (3H, ¢), 1,58 (3H, ¢), 1,85 (3H, ¢), 1,85-
1,95 (2H, m), 2,0 (3H, ¢), 2,03 (3H, ¢), 2,05 (3H, ¢), 2,15 (2H, 1, J=7,6 T'n), 2,6 (2H, T, J=7,5
I'm), 2,8-2,95 (1H, m), 3,58 (1H, a, J=15,7 I'n), 3,66 (1H, 1, J=15,7 T'n), 3,8-3,9 (1H, m), 4,17
(1H, on, J=11,9 'y, 2,2 I'n), 4,34 (1H, ox, J=11,9 I'y, 3,4 I'n), 5,15-5,3 (3H, m), 5,35-5,45 (1H,
M), 6,18 (1H, c¢), 6,95-7,1 (4H, m).
25 CpaBHUTEIbHBIN TpuMep 21

3-(2,3.4,6-Terpa-O-anetui--D-TII0KONUPaH 03UIT0KCH)-4-[(4-{3-
[1-kapOoKcH-1-(METHIT)ITUIAKAPOAMOWII |TPOTINII } -2-MeTUIHEHUIT)METHI |-
S-uzonponui-1H-nupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTIMCAHHBIM B
CpaBHUTEIBHOM TITpuMepe 19, ¢ UCTTONb30BaHUEM
3-2,3.4,6-Terpa-O-auetui-B-D-rinrokonupano3uiokch)-4-({4-[(1E)-
3-kapOOKCUITPOTI- | -eHMIT|-2-MeTUIIhEeHIIT } METHIT)-5-r3omponni- | H-upa3ona BMecTo
3-(2,3,4,6-terpa-O-auetuin-p-D-ranakronupanosunokcn)-4-({4-[(1E)-

35 3-kapboxcunpon-1-eHu]deHun meTun)-5-u3zonponui- 1 H-nupazomna.

'"H-saMP (CDCl,) ¢ m.a.: 1,05-1,15 (6H, m), 1,57 (3H, ¢), 1,58 (3H, ¢), 1,76 (3H, ¢), 1,85-
1,95 (2H, m), 1,99 (3H, ¢), 2,02 (3H, ¢), 2,05 (3H, ¢), 2,1-2,2 (2H, m), 2,25 (3H, ¢), 2,5-2,6 (2H,
M), 2,7-2,85 (1H, m), 3,51 (1H, o, J=16,8 I'nm), 3,61 (1H, x, J=16,8 I'n), 3,8-3,9 (1H, m), 4,1-4,2
(1H, m), 4,32 (1H, axa, J=12,2 I'u, 3,4 '), 5,15-5,3 (3H, m), 5,38 (1H, 1, J=8,1 I'), 6,23 (1H,
¢),6,77 (1H, n, J=7,8 I'n), 6,85 (1H, x, J=7,8 I'n), 6,93 (1H, ¢).

ITpumep 48

3-(B-D-ramakronupaHo3uI0KcH)-4-[(4-{3-[1-{[4-

(2-TUAPOKCUAITUI)TUTIEPA3UH- | -UJT |JKapOOHWIT } -
4 1-(Metun)>TUIKapOaMoni|nponui } peHun)MeTui|-5-u3onponui- 1 H-nupasomn

K pactBopy
3-(2,3,4,6-Terpa-O-auetui-pB-D-ragakTonupaHo3uinokcu)-4-[ (4-{ 3-
[1-kapOoKkcH-1-(MeTHIT)3TUIIKapOAMOWII [T pOoTIHII } (heHUT )MeTHI | -5-u3onponui- 1 H-mupasona
(30 mr) B N,N-mumetundopmamuze (0,5 Mi1) 100aBISAIM THAPOXIOPHT
1-3mun-3-(3-auMeTmiaMiMHoIponvin) kapooauumuaa (12 mr), 1-rugpokcudbeH3oTpuason (9
MT) U 1-(2-TUAPOKCUAITUIT)IUIIEPA3UH (54 MT') U CMECh NIEPEMEIIMBAIIM ITPU KOMHATHOM
TeMriepatype B TeueHure Houd. K peakunonHor cmecu noo6asisum 0,5 MOJIb/J1 BOTHOTO
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pactBopa ruapokcuaa Hatpus (0,25 MIT) U MOJTYYEHHYIO CMECh NIEPEMEIIMBAIIN TTPU
KOMHATHOM TemIiepaType B TeueHue 1 yaca. K peakimoHHOM cMecH JOOABJISIIN YKCYCHYIO
kucnoty (0,1 M) u cmech paszbaisumi Bogoit (1 min). HepacTBopuBIlieecs BEIIECTBO yAaIsIN
(dbuapTpOoBaHMEM U PUIBTPAT OUYMIIAIIM IIPEITapaTUBHON KOJIOHOYHOM XpoMaTorpadueii ¢
oOpamenHoi dazoit (Shiseido CAPCELL PAK UG120 ODS, 5 Mk, 120A, 20x50 mwm,
CKOpOCTh noToka: 30 MJI/MUHYTA, TMHENHBIN IpaaueHT: Boaa/aneToHuTpuin=90/10-10/60),
MoJTy4yasi yKa3aHHOE B 3arOJIOBKE COCTMHEHUE (4 MT).

'"H-IMP (CD,OD) o m.a.: 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,17 2H, 1, J=
7,7 '), 2,35-2,55 (6H, m), 2,58 (2H, 1, J=7,6 '), 2,8-2,95 (1H, m), 3,52 (1H, na, J=9,7 I'ny, 3,4
I'm), 3,55-3,8 (12H, m), 3,87 (1H, 1, J=3,4 I'n), 5,08 (1H, 1, J=8,0 I'n), 7,0-7,15 (4H, m).

ITpumep 49

3-(B-D-rirokonupaHo3uinokcn)-4-{ [4-(3-{1-
[2-ruapoxcu-1-(ruApOKCUMETIIT)ITUIIKapOaMOunI |-

1-(MeTwin)3TIIIKapOaMoun } mporin)heHWIT IMeTHI } -5-uzonponui- 1 H-nmupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IIpuMepe 48, ¢
HCII0JIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uiokcu)-4-[(4-{ 3-
[1-kapOokcH-1-(MeTHIT)3TUIIKApOAMOWII |TPOTIHIT } (heHUT } MeTHIT|-S-u3onpormi- 1 H-nmupazoma
Y 2-aMUHO-1,3-IpOonaHaMos1a BMECTO
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uiokcu)-4-[ (4-{ 3-
[1-kapOokcu-1-(MeTun)aTuiKapoaMou | mponui } peHun)MeTu]-5-uzonponui- | H-nupazona
Y 1-(2-ruApOKCUITUII)TIMIIEPA3UHA, COOTBETCTBEHHO.

'"H-aMP (CD,OD) o m.a.: 1,05-1,2 (6H, m), 1,43 (6H, ¢), 1,8-1,95 (2H, m), 2,19 2H, 1, J=
7,5 I'm), 2,58 (2H, 1, J=7,5 '), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,5-3,95 (9H, m), 5,0-5,15
(1H, m), 7,0-7,2 (4H, m).

ITpumep 50

3-(B-D-riaroxonupaHo3unokck)-4-{ [4-(3-{1-
[2-runpoxcu-1.1-0uc(ruapOKCUMETHI)ITUIIKAPOAMOWI -

1-(MeTUIT)ITUIKAPOAMOWI } TTpoTIvi ) peHuI [MeTu } -S-u3onponui- 1 H-nupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IIpuMepe 48, ¢
WCIIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-fB-D-rirokonupaHo3uIokcu)-4-[(4-{ 3-
[1-kapOoKcH-1-(MeTHIT)3TUIIKApOAMOWII [T pOoTIHII } (heHUT )MeTHI | -5-u3onponui- 1 H-mupasona
U TPUC(TUIPOKCUMETUII)AMUHOMETAHA BMECTO
3-(2,3,4,6-Terpa-O-auetun-p-D-ranakronupaHo3unokcu)-4-[(4-{ 3-

[1-kapOoKcH- 1 -(METHIT)3 THITKapOAMOWIT | ITPOTIUIT } heHMIT)METHIT|-5-u3onporui- | H-mupa3zona
U 1-(2-ruApOKCUITUII)TTMIIEpA3UHA, COOTBETCTBEHHO.

'"H-IMP (CD3OD) o m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,18 2H, 1, J=
7,5 T'm), 2,58 (2H, T, J=7,5 T'm), 2,85-3,0 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (10H, m), 5,0-5,15
(1H, m), 7,0-7,2 (4H, m).

Ipumep 51

3-(B-D-ranakronupaHo3uaoKcu)-4-[(4-{3-[1-(2-TuApOKCUITUIKAPOAMONT)-
1-(MeTum)3TUIKapOaMon Juponui } heHrua)MeTra ] -S-u3onponui- 1 H-nupaszon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IIpuMepe 48, ¢
WCITOJIb30BAHUEM 2-aMUHOATAHOJIA BMECTO 1-(2-TMAPOKCUAITHI)ITUIIEPA3HHA.

'"H-aMP (CD3OD) ¢ m.a.: 1,1-1,15 (6H, m), 1,42 (6H, ¢), 1,8-1,9 (2H, m), 2,19 (2H, T, J=7,6
I'm), 2,57 2H, T, J=7,6 T'n), 2,8-2,95 (1H, m), 3,28 (2H, T, J=5,8 I'ny), 3,45-3,65 (4H, m), 3,65-
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3,8 (5H, m), 3,86 (1H, n, J=2,7 I'n), 5,08 (1H, x, J=7,9 I'), 7,0-7,15 (4H, m).

IIpumep 52

3-(3-D-ranakTonupaHo3uI0KCH)-5-u3omponun-4-[(4-(3-{1-
[2-(IMMETUIAMUHO)3TUIKAPAMOWI |-
1-(MeTun)3TUIAKApOaMon jiponui)dhenwi|MeTnn } -1 H-iupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IIpuMepe 48, ¢
HCIOJIb30BaHNEM N,N-IUMETUISTUIICHAUAMUHA BMECTO 1-(2-THUIPOKCUITU)TTUIIEPA3UHA.

'H-9MP (CD,OD) o m.a.: 1,1-1,15 (6H, m), 1,41 (6H, ¢), 1,8-1,9 (2H, m), 2,19 (2H, 1, J=7,7
I'm), 2,24 (6H, ¢), 2,42 (2H, 1, J=6,8 I'n)), 2,58 (2H, T, J=7,6 I'm), 2,8-2,95 (1H, m), 3,28 2H, T, J=
6,8 I'm), 3,52 (1H, am, J=9,7 I'u, 3,3 I'my), 3,55-3,65 (1H, m), 3,65-3,8 (5H, M), 3,8-3,9 (1H, m),
5,08 (1H, o, J=7,4 T'), 7,0-7,15 (4H, m).

IIpumep 53

3-(3-D-raroxonupaHo3uinoKcu)-S-uzonponuin-4-{[4-(3-{1-

[2-(muMeTHIaMUHO )3 TUIKAPOAMOWNII |-
1-(MeTun)3TUIKApOaMown jriponui)denwi|MeTnn } -1 H-iupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IIpuMepe 48, ¢
HCIIOJIb30BaHUEM
3-(2,3,4,6-Tterpa-O-auetui-pB-D-riokonupaHo3uiokcu)-4-[ (4-{ 3-
[1-kapOokcH-1-(MeTHIT)3TUIIKApOAMOMII [T poTviI } (heHUT )MeTHI | -5-u3onponui- 1 H-mupasona
U N,N-IUMeTUIATUJIEHJMaMUHa BMECTO
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uiokcu)-4-[ (4-{ 3-
[1-kapOoKkcH-1-(MeTHIT)3TUIIKApOAMOWI [T pOoTIvII } heHUT )MeTHI | -5-u3onponui- 1 H-mupasona
U 1-(2-TUapOKCUATHN ) TUTIEPA3UHA, COOTBETCTBEHHO.

'"H-aMmP (CD3OD) 4 m.u.: 1,05-1,15 (6H, m), 1,41 (6H, ¢), 1,8-1,9 (2H, m), 2,18 (2H, T, J=
7,5T), 2,23 (6H, ¢), 2,41 (2H, T, J=6,8 I'm), 2,57 (2H, 1, J=7,6 T'n), 2,8-2,95 (1H, ™), 3,2-3,45
(6H, m), 3,6-3,9 (4H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, Mm).

IIpumep 54

3-(3-D-raroxonupaHo3uiaoKcu)-S-uzonponui-4-{[4-(3-{1-
[3-(numMeTHIaMUHO)ITUIKApOAMOMII]-
1-(MeTrm)aTUIKapOdaMount }ripormn)dernt | metun } - | H-mpazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IipuMepe 48, ¢
HCIIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-fB-D-riokonupaHo3uiokcu)-4-[(4-{ 3-
[1-kapOoKcH-1-(METHIT)3THITKapOaMOWIT | ITPOTIHIT } heHMIT)METHIT|-5-u3onpornui- | H-mupa3zona
v N,N-mumerui-1,3-nponaHiraMruHa BMECTO
3-(2,3,4,6-Terpa-O-auetun-p-D-ranakronupaHo3unokcu)-4-[(4-{ 3-
[1-kapOoKcH-1-(METHIT)3THITKapOaMOWIT | ITPOTIHIT } heHUIT)METHIT|-5-u3onpornui- | H-mupa3zona
Y 1-(2-ruApOKCUITUIT)TIMIIEPA3UHA, COOTBETCTBEHHO.

'"H-aMmP (CD3OD) ¢ m.a.: 1,1-1,15 (6H, m), 1,41 (6H, ¢), 1,6-1,7 (2H, m), 1,8-1,9 (2H, m),
2,19 (2H, 1, J=7,7 I'n), 2,22 (6H, ¢), 2,35 2H, 1, J=7,6 I'n), 2,57 2H, 1, I=7,6 I'1y), 2,85-2,95
(1H, m), 3,18 (2H, T, J=6,6 I'n), 3,3-3,45 (4H, ™), 3,6-3,8 (3H, m), 3,8-3,9 (1H, m), 5,0-5,1 (1H,
M), 7,0-7,15 (4H, m).

ITpumep 55

3-(B-D-raroxonupaHo3unokcu)-4-[(4-{3-[1-{[4-

(2-TUAPOKCUAITUI)TUTIEPA3HH- | -UJTJKapOOHMI } -
1-(METHIT)ITUIIKAPOAMOWI [TpOTnI } peHUT )METHIT|-5-u3onponui- 1 H-nmupazon
VYkazaHHOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IIpuMepe 48, ¢
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WCITOJTb30BAaHUEM
3-(2,3,4,6-Terpa-O-auetuin-f-D-riaokonupaHo3unokcu)-4-[(4-{3-
[1-kapOoKkcH-1-(MeTHIT)3TUIIKapOAMOWII [T pOTIHII } heHUT )MeTHII | -5-u3onponui- 1 H-mupasona
BMECTO
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uiokcu)-4-[ (4-{ 3-
[1-kapOokcH-1-(MeTHIT)3TUIIKApOAMOWII [T poTHII } heHUT ) MeTrI | -5-u3onponui- 1 H-mupasona.

'H-9MP (CD,0OD) 8 m.a.: 1,1-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,16 (2H, T, J=7,5
I'm), 2,35-2,55 (6H, m), 2,58 (2H, T, J=7,3 '), 2,85-3,0 (1H, ™M), 3,25-3,45 (4H, m), 3,55-3,9
(10H, m), 5,0-5,15 (1H, m), 7,0-7,15 (4H, m).

IIpumep 56

4-[(4-{3-[1-(2-aMUHO3TUIKAPOAMOWII)- 1 -(METHI)ITUIKAPOAMOWI | ITPOITHII } (DEHUIT)METHII |-
3-(3-D-ranakTonupaHo3uI0KCH)-5-u3onponui-1 H-nupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IIpuMepe 48, ¢
WCITOJIb30BAHUEM ITUIICHAUAMUHA BMECTO 1-(2-TUAPOKCHUITUIT)TUIIEpA3UHA.

'"H-SIMP (CD,OD) & m.x.: 1,1-1,2 (6H, m), 1.41 (6H, ©), 1,8-1,9 (2H, m), 2,19 (2H, 7, J=7.5
), 2,58 (2H, T, J=7,6 T), 2,7 (2H, T, J=5.9 T, 2,85-2,95 (1H, m), 3,24 (2H, T, J=5,9 ['n),
3,51 (1H, an, J=9,8 T, 3, 2 Tw), 3,55-3,65 (1H, m), 3,65-3,8 (SH, m), 3,86 (1H, 1, J=3.2 T),
5,07 (1H, 1, J=7,9 T), 7,0-7,15 (4H, m).

1-(meTun)sTunkapbamounn jipornui)henut|merun }- | H-nupazon
VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTYYalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 48, ¢
WCITOJIb30BAHUEM MUIEPA3UHA BMECTO 1-(2-TMIPOKCUITHN)IIUIIEPA3UHA.

'"H-aMP (CD,OD) ¢ m.m.: 1,05-1,2 (6H, m), 1,42 (6H, c), 1,8-1,95 (2H, m), 2,1-2,2 (2H, m),
2,58 (2H, 1, J=7,4 T'n), 2,65-2,8 (4H, m), 2,85-2,95 (1H, m), 3,45-3,8 (11H, m), 3,8-3,9 (1H, m),
5,08 (1H, g, J=8,0 I'm), 7,0-7,15 (4H, m).

(MeTun)sTunkapoamoun Jnpomun)dbenun Merun } -1 H-upason

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IIpuMepe 48, ¢
WCIIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-f-D-riokonupaHo3uiokcu)-4-[(4-{ 3-

[1-kapOoKcH- 1 -(METHIT)3THITKapOaMOWIT | ITPOTIUIT } heHMIT)METHIT|-5-u3onpornui- | H-mupa3zona
Y TIMIiepa3uHa BMECTO

3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uiokcu)-4-[ (4-{ 3-
[1-kapOoKcH-1-(MeTHIT)3aTUIIKapOAMOWII [T poTviI } (heHUT )MeTHI | -5-u3onponui- 1 H-nmupasona
Y 1-(2-ruApOKCUITUII)TIMIIEPA3UHA, COOTBETCTBEHHO.

'"H-aMmP (CD3OD) o m.u.: 1,1-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,17 2H, 1, J=7,6
I'm), 2,5-2,85 (6H, m), 2,85-3,0 (1H, ™), 3,25-3,45 (4H, m), 3,5-3,9 (8H, m), 5,0-5,15 (1H, m),
7,0-7,15 (4H, m).

ITpumep 59

3-(B-D-riroxonupaHo3unokck)-4-[(4-{3-[1-{[4-

(2-TUAPOKCUITUI)TUTIEPA3HH- 1 -UT |KapOOHWII } - 1 -(METHIT) 3 TUIIKAPOAMOWII [ITPOIIHA } -
2-metundeHua)Me T |-5-u3onponui- 1 H-nmupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OTTMCAHHBIM B IIpuMepe 48, ¢
HCIIOJIb30BaHHUEM
3-(2,3,4,6-Terpa-O-auetui-fB-D-riokonupaHo3uiokcu)-4-[(4-{ 3-
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[1-kapOoKcH- 1 -(METHIT)ITHITKAPOAMOWII | ITPOTIVIT } -2-Me TUII(hEHUIT)METHIT |-

S-uzonponui-1 H-mupazona BMecTo
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uinokcu)-4-[ (4-{ 3-
[1-kapOoKcH-1-(MeTHIT)3TUIIKApOAMOWI |TpOTIHII } heHUT )MeTHII | -5-u3onponui- 1 H-mupasona.

'"H-aMP (CD3OD) 8 m.a.: 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,8-1,9 (2H, m), 2,1-2,2 (2H, m),
2,3 (3H, ¢), 2,35-2,6 (8H, m), 2,75-2,9 (1H, m), 3,25-3,4 (4H, m), 3,45-3,75 (9H, m), 3,8 (1H, &,
J=11,1I'm), 4,95-5,05 (1H, M), 6,8-7,0 (3H, m).

ITpumep 60

3-(B-D-ramakronupaHo3uaIokcu)-4-{ [4-(3-{1-
[2-Tuapokcu-1,1-6Mc(TuapOKCUMETHI ) THIIKAPOAMOWI |-
1-(MeTHI)3TUIKAPOAMOWI JITPOITNI) (DEeHWIT IMeTHII } -5-uzonponui- 1 H-nmupaszon

VYkazaHHoOe B 3aTr0JIOBKE COE€IMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IIpuMepe 48, ¢
KCITOJIb30BAHUEM TPUC(TUIPOKCUMETUI)aMUHOMETaHA BMECTO
1-(2-ruApOKCUITHI)TIMIIEPA3UHA.

'"H-aMP (CD3OD) 8 m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,18 2H, T, J=
7,5T), 2,58 (2H, T, J=7,6 '), 2,8-2,95 (1H, m), 3,52 (1H, ax, J=9,7 I'y, 3.4 I'n), 3,55-3,9 (13H,
M), 5,07 (1H, n, J=7,5 '), 7,0-7,15 (4H, m).

IMpumep 61

3-(B-D-ranakTonupaHo3WIOKCH)-5-u3onponun-4-{[4-(3-{1-
[(4-MeTnnnunepasuH-1-wi)kapOooHuI -
1-(MeTun)3TUIAKApOaMon jriponui)denwi|MeTuna } -1 H-nupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IipuMepe 48, ¢
WCITOJIb30BAHUEM |-METHIUIEPA3UHA BMECTO 1-(2-THUIPOKCUITHII)TUIIEpA3UHA.

'H-IMP (CD3OD) o m.a.: 1,1-1,15 (6H, m), 1,42 (6H, ¢), 1,8-1,9 (2H, m), 2,1-2,2 (2H, M),
2,25 (3H, ¢), 2,3-2,45 (4H, m), 2,58 (2H, T, J=7,4 '), 2,85-2,95 (1H, m), 3,52 (1H, nx, J=9,6
I'y, 3,2 I'm), 3,55-3,8 (1H, m), 3,8-3,9 (1H, m), 5,08 (1H, 1, J=7,4 I'n), 7,0-7,15 (4H, m).

IIpumep 62

3-(3-D-ranakTonupaHo3uIOKCH)-5-u3onponun-4-{[4-(3-{1-
[(4-uzonponunanuiepasut-1-ui)kapOooHUI |-
1-(MeTun)3TUIAKApOaMon jiponui)dhenwi|MeTnn } -1 H-upazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IIpuMepe 48, ¢
WCIIOJIB30BAHUEM |-M30MPONUIIIIUIIEPA3UHA BMECTO 1-(2-THIPOKCUITUI)TUTIEPAZUHA.

'"H-aMmP (CD3OD) 8 m.a.: 1,03 (6H, 1, J=6,6 T'n), 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,8-1,95
(2H, m), 2,1-2,2 (2H, m), 2,35-2,7 (7TH, m), 2,8-2,95 (1H, m), 3,52 (1H, an, J=9,8 I', 3,4 '),
3,55-3,8 (10H, m), 3,8-3,9 (1H, m), 5,08 (1H, g, J=7,8 I'n), 7,0-7,15 (4H, m).

ITpumep 63

3-(B-D-riaroxonupaHo3uiI0KcH)-5-uzonponui-4-({4-[(1E)-2-{ 1-
[2-(nuMeTHIaMUHO)ITUIKAPOAMOWIT)-

1-(meTun)sTunkapbaMonn } BuHui | perun }metun)-1 H-nupazon
K pactBopy

3-(2,3,4,6-terpa-O-auetun-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
2-KapOOKCUBUHUI | (peHU } MeTHIT)-5-u3onponui-1 H-nmupazomna (1,2 ) B
N,N-mumetundopmamume (15 mn) u quximopmerane (10 M) 100aBisiM TpudTHIAMUH (15
mi1). K cmecu 100aBiisiiid THAPOXIIOPUT
1-3mun-3-(3-aumeTnnaMuHonponwn)kapooauumuaa (0,56 r), 1-ruagpokcudbenzorpuason (0,4
T') U pacTBOP 2-aMHUHO-2-METUITPONUOHOBOM KUCIIOTHI (2,0 T) B Bozie (15 MIT) U cMech
MepeMenIMBald Mpyu KOMHATHOM TeMrepaType B TeueHUue Houl. PeakiimoHHYy10 cMeCh
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HeWpaM30BaIv 100aBJIEHUEM 2 MOJIb/JI BOJJHOTO PACTBOPA YKCYCHOM KUCIIOTBHI U CMECh
AKCTparupoBayM dTuaneraToM. OpraHu4yeckuil CJio Mmocaea0BaTeIbHO TPOMBIBAIA BOAOMN
Y HACBIIIEHHBIM PACTBOPOM COJIM M CYIIMIIA HaJ O€3BOIHBIM CyJIh()aTOM HATPHSL.
PactBopuTens yaansav npu NOHWKEHHOM JIABJICHUM U OCTATOK OYMINAJIA KOJIOHOYHOM
XxpomaTorpadueil Ha cuaMKarene (3II0SHT: dTUIaleTaT-IuxJIopMeTan/Mmetanon=7/1-3/1),
noJtyyas

3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-[ (4-{ (1E)-2-
[1-kapOoKcH-1-(METHIT)ITHITKapOAMOWIT | BUHUIT } PeHHMIT)METHIT|-5-u3omponui- | H-mupa3zon
(0,44 1). D10 BemecTBO pacTBopsid B N,N-mumerundopmamuse (0,3 mi). K pactBopy
J00aBIISIA TUAPOXIIOPH T 1-3TUi-3-(3-auMeTnnaMuHonponut)kapooauumuaa (0,18 1),
1-rugpoxcubenzorpuason (0,13 r) u N,N-qumetmmaTuneranaMut (0,55 r) 1 cMech
MepeMenIMBaly Mpyu KOMHAaTHOM TeMnepaType B TeueHue Houd. K peakiimoHHON cMecu
JIOOABJISUIA 5 MOJIB/JT BOMHOTO pacTBOpa ruapokcuaa HaTpus (1,5 Mir) u cMech
repeMelIrMBajIy pu KOMHATHON TeMIiepaType B TeueHue 1 yaca. K peakumoHHo#M cMecu
JI00aBIISIIA YKCYCHYIO KUCITOTY (1 MIT) M cMech pa30aBiisii Bogoit (3 mi).
HepacTBopuBiieecs: BelecTBO YU GUIBTPOBAHUEM U QUIBTPAT OUMIIAIIH
MperapaTUBHON KOJIOHOYHOM XpoMaTorpadueii ¢ obpameHHoit ¢ga3zoi (Shiseido CAPCELL
PAK UG120 ODS, 5 mxi1, 120A, 20x50 MM, CKOpOCTh TToTOKa: 30 MII/MUHYTA, TMHEHHBIN
rpaaueHT: Boaa/anetoHuTpuiI=90/10-10/60), monydas yKa3aHHOE B 3arOJIOBKE

coenuHeHue (71 mr).

'"H-IMP (CD,0D) 6 m.a.: 1,05-1,15 (6H, m), 1,49 (6H, ¢), 2,27 (6H, ¢), 2,46 (2H, 1, J=6,7
I'm), 2,8-2,95 (1H, m), 3,25-3,45 (6H, m), 3,6-3,9 (4H, m), 5,05-5,15 (1H, m), 6,61 (1H, 1, J=15,7
I'm), 7,2-7,3 (2H, m), 7,35-7,5 (3H, m).

IIpumep 64

3-(B-D-raroxonupaHo3unokcu)-S-nzonponui-4-({4-[(1E)-2-{ 1-
[(munepa3uH-1-un)kapOoHm]-1-(MeTun)3TuIkapOaMoun } BUHWI | peHna }Metni)- 1 H-mupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTYYalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 63, ¢
WCITOJIb30BAaHUEM NMUMepazruHa BMecTO N,N-TUMeTUI3 TUICHAMaM1HA.

'H-aMP (CD,OD) 4 m.a.: 1,05-1,15 (6H, m), 1,51 (6H, ¢), 2,65-2,8 (4H, ™M), 2,85-2,95 (1H,
M), 3,25-3,45 (4H, m), 3,5-3,9 (8H, m), 5,05-5,15 (1H, m), 6,55 (1H, 1, J=15,8 T'w), 7,2-7,3 (2H,
M), 7,4-7,55 (3H, m).

ITpumep 65

3-(B-D-rimroxonupaHo3unokcu)-4-[(4-{ (1E)-2-[1-{[4-

(2-TUAPOKCUITUI)TUTIEPA3HH- | -UT)KaPOOHWII } -
1-(MeTUI)3ITUIKAPOAMOWI |BUHMII } heHMIT)METHIT |-S-u3onponui- 1 H-nupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IipuMepe 63, ¢
WCITOJIb30BAHUEM |-(2-TUIPOKCUAITUI)TIUIIEPA3uHA BMECTO N,N-IMMETUIITUIICHIMAMUHA.

'H-AMP (CD,OD) ¢ m.a.: 1,1-1,2 (6H, m), 1,51 (6H, ¢), 2,35-2,65 (6H, m), 2,85-2,95 (1H,
M), 3,25-3,45 (4H, m), 3,55-3,9 (10H, m), 5,05-5,15 (1H, m), 6,55 (1H, 1, J=15,8 T'n), 7,2-7,3
(2H, m), 7,4-7,5 (3H, m).

IIpumep 66

3-(B-D-riroxonupaHo3unokck)-4-[(4-{3-[(S)-
2-TAPOKCH-1-(MeTHI)3THIKapOaMonI |porui } heHna)MeTra |-5-n3onponni- 1 H-mmpasoun

VYkazaHHoe B 3ar0JIOBKE COEIMHEHME TOJTyYalid ClIOCOOOM, OITMCAHHBIM B mipuMepe 1, ¢
WCITOJIb30BAHUEM (S)-2-aMUHO- 1 -ITpOITaHOIa BMECTO TMAPOXJIOPUIA TIMIUHAMUIA.

'H-aMP (CD,OD) 4 m.a.: 1,05-1,2 (9H, m), 1,8-1,95 (2H, m), 2,17 (2H, 1, J=7,7 T'n), 2,57
(2H, 1, J=7,6 T'm), 2,8-2,95 (1H, ™), 3,25-3,5 (6H, m), 3,6-3,8 (3H, m), 3,83 (1H, 1, J=11,9 '),
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3,85-4,0 (1H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

Ipumep 67

3-(B-D-raakTonupaHo3uI0KCH)-4-[(4-{3-[(S)-
2-TUAPOKCH- 1 -(MeTHIT )3 TUIKApOaMOWI |Hponui } heHuT)MeTn |-5-uzonponui- 1 H-upason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IipuMepe 1, ¢
HCITOJIb30BAaHUEM
3-(2,3,4,6-Tterpa-O-anetui-p-D-ranakronupanosunokcu)-4-({4-[(1E)-
3-kapOokcurpor- 1 -enun | perns } MeTrn)-5-uzomponui- | H-mupazona u
(S)-2-amuHo- 1-nmponanoa BMecTo 3-(2,3,4,6-teTpa-O-anetus-f3-D-rioKonupaH03uI0KCH )-4-
({4-[(1E)-3-kap0bokcurmpon- 1 -enu | eHunn } MeTin)-5-uzonporui- 1 H-rmupazona u
TUAPOXJIOPH/IA TIIMIMHAMUAA, COOTBETCTBEHHO.

'H-aMmP (CD,OD) 4 m.o.: 1,05-1,2 (9H, m), 1,8-1,95 (2H, m), 2,17 (2H, 1, J=7,6 T'n), 2,57
(2H, 1, J=7,6 '), 2,85-2,95 (1H, m), 3,35-3,55 (3H, m), 3,55-3,65 (1H, m), 3,65-4,0 (7TH, m),
5,0-5,15 (1H, m), 7,0-7,15 (4H, m).

ITpumep 68

3-(f-D-ramakTonupaHoO3WIOKCH)-4-[(4-{3-

[2-Tuapokcu-1,1-au(MeTHI )3 TUIKA POAMOWI | ITPOITHII } (DeHUIT ) METHII |-
S5-n3onponwi-1H-nmpas3on

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 1, ¢
HCITOJIb30BAaHUEM
3-(2,3,4,6-terpa-O-anetuwi-p-D-ranakronupanosunokcu)-4-({4-[(1E)-
3-kapOokcurpor-1-enun]penus  metun)-S-uzonponui- | H-nmupazona u
2-aMUHO-2-METUJI- | -TponaHoiia BMECTO
3-(2,3,4,6-Tterpa-O-auetuin-pB-D-rnokonupanosunokcu)-4-({4-[(1E)-
3-kapOokcurporr- 1 -enu | perns } MeTun)-5-uzomnponui- | H-mupasora u rugpoxiopuaa
TIUUHAMUIA, COOTBETCTBEHHO.

'"H-aMmP (CD3OD) o m.a.: 1,05-1,15 (6H, m), 1,25 (6H, ¢), 1,8-1,9 (2H, m), 2,15 2H, 1, J=
7,6 I'm), 2,56 2H, T, J=7,5 T'm), 2,8-2,95 (1H, m), 3,45-3,65 (4H, m), 3,65-3,8 (5H, m), 3,8-3,9
(1H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

IIpumep 69

4-[(4-{3-[(S)-5-amuHO-5-(kxapOaMOWII)ITEH TUIKAPOAMOWI | ITPOITIII } (DEeHWIT ) METHI |-
3-(B-D-rajakTonupaHo3uIoKCcH)-5-u3onponui- 1 H-nupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 1, ¢
HCIOJIb30BaHUEM
3-(2,3,4,6-terpa-O-auetui-B-D-ranakronupanosunokcn)-4-({4-[(1E)-
3-kapOokcurporr- 1 -enui | perns } MeTun)-S-uzonponui- | H-mupasora u rugpoxiopuaa
(S)-2-6eH3uIT0KCUKapOOHUIAMUHO-6-aMUHOT €KCAHAMMIAa BMECTO
3-(2,3,4,6-Terpa-O-auetu-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurrpon- 1-eHui]peHun }MeTui)-5-uzonponui- 1 H-nmupaszomna u rugpoxnopuaa
[JIMIMHAMUIA, COOTBETCTBEHHO.

'H-aMP (CD,0D) 4 m.a.: 1,05-1,15 (6H, m), 1,3-1,6 (5H, m), 1,6-1,75 (1H, m), 1,8-1,9 (2H,
M), 2,15 2H, 1, J=7,7 I'n), 2,56 (2H, 1, J=7,3 T'n), 2,8-2,95 (1H, m), 3,15 (2H, 1, J=7,0 '), 3,28
(1H, T, J=6,4 I'n), 3,52 (1H, nnm, J=9,8 I'n, 3,1 '), 3,55-3,65 (1H, m), 3,65-3,8 (SH, m), 3,8-3,9
(1H, m), 5,08 (1H, 1, J=7,9 I'n), 7,0-7,15 (4H, m).

IIpumep 70

4-[(4-{3-[(S)-2-aMHHO- | -(METUII)I TUIIKAPOAMOWI | TPOITUII } YeHMIT)METHII |-

3-(B-D-riiroxonupaHo3uiI0KcH)-5-u3onponui-1 H-nupazon
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K pactBopy
3-(2,3,4,6-Tterpa-O-auetuin-pB-D-rnokonupanosunokcu)-4-({4-[(1E)-
3-kapOokcurpon- 1-eHui]dpenun }Mmetni)-5-uzonponui- 1 H-nmupa3zomna (1,6 r) B Mmetanode (20
MJT) 100aBISUIM MOPOIIKOOOpa3Hbiil 10% naniaauii Ha yriie U CMeCh NEPeMEIIMBAIIU TTPU
KOMHATHOM TeMmIepaTtype B atMmocepe Bogopoaa B TeueHue 3 yacoB. HepactBopusiieecs
BEIECTBO YA (PUIBTPOBAHUEM U (PUIBTPAT KOHIEHTPUPOBAIIU ITPU MOHUKEHHOM
JIABJIEHUU C ITOJIyYEHUEM
3-(2,3,4,6-Terpa-O-auetuin-f-D-riokonupaHo3uaokcu)-4-{ [4-
(3-xapOoxcunponun)ernn|mernn }-5-uzonponui- 1 H-mupazona (1,5 r). ITomyuenHoe
BemecTBo pactBopsiid B N,N-qumetundopmamun (15 mi). K pactBopy modasisiiu
(S)-2-amuno-1-nporanoi (0,89 r), 1-ruapokcu-6en3zorpuason (0,48 r) U THAPOXITOPUT
1-3tun-3-(3-auMmeTunaMuHONIponvin) kapooauumuaa (0,68 T) U cMech IepeMelBaIy Ipu
KOMHATHOM TeMIIepaType B TEUEHUE HOUU. PEaKMOHHYIO CMECh BbUIMBAJIU B BOAY,
MOJIYYEHHYIO CMECh JIBA pa3a IKCTPATUPOBAIIM IUXJIIOPMETAHOM. DKCTPAKTHI TPOMbBIBAJIU
BOJIOM Y HACBIIIEHHBIM PACTBOPOM COJIM U CYIIWIM HaJl O€3BOIHBIM CYJIb(AaTOM HATPHUSL.
PactBopuTens yaassv npyu NOHWKEHHOM JIABJICHUU Y MTOJIy4asin
3-(2,3,4,6-Terpa-O-auetui-pB-D-rnrokonupaHo3unokcn)-4-[(4-{ 3-[(S)-
2-TUAPOKCH- 1 -(METHIT)3 TUIIKapOaAMOWIT | TTPpOITHII } (heHUT)Me T | -5-u3orponui- 1 H-mupazon
(1,64 r). [Tonyuyennsrit 3-(2,3,4,6-terpa-O-auetui-f-D-riroxonupano3unokcn)-4-[(4-{ 3-[(S)-
2-TUIPOKCH- | -(METHIT)3TUITKApOAMOWJI | ITPOTIWIT } peHUIT)METHIT |-5-u3otporui- | H-mupazon
(0,19 r) pactBopsinu B auxsiopmerane (2 mi). K pactBopy nob6asmnsinu tpustunamud (0,058
M) U MeTaHcyabdonutxmopun (0,032 Mit) pu OXJIaXKASHUU JIbIOM U CMECh IepeMEIINBAIIU
MpY KOMHATHOM TeMIepaType B TeueHue 1 yaca. PeakqMOHHYIO CMeCh BbUJIMBAJIM B BOAY U
MOJIYYEHHYIO CMECh [IBA pa3a SKCTPATUPOBAIM IUXJIOPMETAHOM. DKCTPAKTHI IPOMbBIBAJIU
BOJIOM U HACBIIIEHHBIM PACTBOPOM COJIM M CYIIMJIM HaJl O€3BOIHBIM CyJIh(aTOM HATPHSL.
PactBopuTens yaassiv npyu NOHWKEHHOM JaBiieHud. OCTaTOK pacTBOPSUIU B
N,N-mumeTtundopmamuse (1 mir). K pactBopy mobasisim azua Hatpus (0,18 r) 1 cMech
nepeMetiBaiu pu 100°C B TeueHre HOUU. PeakIMOHHYIO CMECh OXJIaKIaJIu 10 KOMHATHOM
TemriepaTypbl. K cMecu 100aBIIsUIH MSITh MOJIB/JT BOHOTO pacTBOpA TMAPOKCUAA HATPUS
(1,5 M) 1 cMech nepemenuBaiM B TedeHue 1 yaca. K peakipoHHoM cMecu 100aBIISIIN
YKCYCHYIO KucinoTy (1 mur) u Boay (2 mut). HepactBopuBieecs: BeleCTBO yaaisiiv
(GuIbTpOBaHKEM U (PUIIBTPAT OUUIIAIIM ITPETapaTUBHON KOJIOHOYHOM XpoMaTorpadueit ¢
oopamenHou ¢a3zoit (Shiseido CAPCELL PAK UG120 ODS, 5 mxMm, 120A, 20x50 MM,
CKOpOCTh noToKa: 30 MJI/MUHYTA, TMHEWHBIN IpaaueHT: Boaa/aueToHuTpuin=90/10-10/90),
rnoJtyyas
4-[(4-{3-[(1S)-2-a3um0-1-(MeTHIT)3 THIIKAPOAMOWII | ITPOTTHII } PeHUIT ) METHIT |-
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui- 1 H-nupason (18 mr). IlomyueHHOe BelecTBo
pactBopsuii B MeTaHoJie (1 mi). K pactBopy no06aBisimi mopomikooopasusiii 10% nanaaui
Ha yrie (0,01 1) u cMech TTepeMenmMBajIi Py KOMHATHOM TeMITepaType B aTMocdepe
BOJIOpO/a B TeueHHe 4 yacoB. HepacTBopuBIieecs BEIIECTBO yAAISUTA (PUILTPOBAHUEM U
(GUIBTPAT KOHUEHTPUPOBAIU MPU MTOHUKEHHOM JIABJICHUH C MMOJIyYeHUEM YKa3aHHOTO B
3aroJIOBKe coeMHeHus (12 mr).

'H-AMP (CD,OD) 5 m.a.: 1,05-1,2 (9H, m), 1,8-1,95 (2H, m), 2,1-2,25 (2H, m), 2,5-2,65
(4H, m), 2,8-2,95 (1H, m), 3,25-3,45 (4H, m), 3,6-3,9 (5H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

IMpumep 71

4-[(4-{3-[2-amuHO-1,1-a1(METHIT)3 TUIKAPOAMOWII | ITPOTINI } (DeHUIT)METHII |-
3-(3-D-ranakTonupaHo3uI0KCH)-5-u3onponui-1 H-nupazon

VYkazaHHoe B 3ar0JIOBKE COEIMHEHME TTOJTyYalid ClIOCOOOM, OITMCAHHBIM B mipuMepe 1, ¢
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WCITOJTb30BAaHUEM
3-(2,3,4,6-Tterpa-O-auetuin-P-D-ranakronupanosunokcn)-4-({4-[(1E)-
3-kapOokcurpor-1-enun]penus  metun)-S-uzonponui- | H-nupasona u

2-aMHHO- 1 -0eH3MIIOKCHKa POOHUIIAMUHO-2-(METHI)ITpOTIaHa BMECTO
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupanos3unokcu)-4-({4-[(1E)-
3-kapOokcurrpon- 1-eHui]peHun  MeTui)-5-uzonponui- 1 H-nmupaszomna u rugpoxnopuaa
TIIMIAHAMKIA, COOTBETCTBEHHO.

'H-9MP (CD,OD) o m.a.: 1,05-1,15 (6H, m), 1,27 (6H, ¢), 1,8-1,9 (2H, m), 2,16 2H, T, J=
7,7 I'm), 2,57 2H, T, J=7,6 '), 2,8-2,95 (3H, m), 3,51 (1H, ax, J=9,8 I'y, 3,7 I'y), 3,55-3,65 (1H,
M), 3,65-3,8 (5H, m), 3,8-3,9 (1H, m), 5,08 (1H, g, J=7,7 I'n), 7,0-7,15 (4H, m).

IIpumep 72

4-[(4-{3-[(R)-2-amMHHO- | -(TUAPOKCUMETUI ) IEHTUIIKAPOAMOWII |TPOTTUII } YeHUIT)METHIT |-
3-(B-D-ramakTonupaHo3uI0KCcH)-5-u3onponui- 1 H-nupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 1, ¢
HCIIOJIb30BaHUEM
3-(2,3,4,6-terpa-O-anetui-p-D-ranakronupanosunokcu)-4-({4-[(1E)-
3-kapOoxkcurpor- 1 -enun]penus  metun)-S-uzonponui- | H-nmupazona u
(R)-2-aMHHO-6-0eH3UITOKCUKAapOOHUIIAMUHO- 1 -TeKCaHOJIa BMECTO
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurpor- 1 -enun]penus  metun)-S-uzonponui- | H-mupasosna u rugpoxiopuaa
TIIMIAHAMKUIA, COOTBETCTBEHHO.

'"H-saMP (CD3OD) 4 m.a.: 1,05-1,2 (6H, m), 1,2-1,7 (6H, m), 1,8-1,95 (2H, m), 2,2 2H, T,
J=7,5Tw), 2,57 2H, 1, J=7,6 I'm), 2,65 (2H, T, J=7,32), 2,8-3,0 (1H, M), 3,4-3,65 (4H, m), 3,65-
3,95 (7H, m), 5,0-5,15 (1H, m), 7,0-7,15 (4H, Mm).

ITpumep 73

3-(B-D-rimroxonupano3unokcu)-4-[(4-{ (1E)-3-[(S)-
2-TUIPOKCH- 1 -(MeTHIT)3THIIKapOaMoui Jipomn- 1 -eHw } (heHrIT ) MeTHII |-
S5-n3onponwi-1H-nmpas3on

VYkazaHHOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IIpuMepe 26, ¢
KCITOJIb30BaHUEM (S)-2-aMHUHO- 1-ITpoMaHoIa BMECTO AMMOHMIXJIOpUIA.

'"H-aMP (CD3OD) o m.a.: 1,05-1,2 (9H, M), 2,8-2,95 (1H, m), 3,09 (2H, n, J=7,4 T'n), 3,25-
3,55 (6H, m), 3,6-3,9 (4H, m), 3,9-4,0 (1H, m), 5,05-5,15 (1H, m), 6,2-6,3 (1H, m), 6,47 (1H, 1, J=
159 I'm), 7,1-7,2 (2H, m), 7,2-7,3 (2H, m).

IIpumep 74

3-(B-D-riroxonupaHo3unokch)-4-{ [4-(3-{(S)-1-

[2-TuapokcH- 1 -(TUAPOKCUMETHIT )3 TUIKAPOAMOWJI | 3 THIIKAPOAMOMII }ITPOITHIT ) (PEHUIT |METHIT } -
S5-n3onponwi-1H-nmpas3on

K pactBopy
3-(2,3,4,6-Tterpa-O-auetuin-pB-D-rnokonupanosunokcu)-4-({4-[(1E)-
3-kapOokcurporr- 1 -eaun|pennsn } metnn)-S-uzonponui- 1 H-nmupazomna (7,13 1) B
N,N-mumetrnopmamume (30 mur) qodaBisii 1-ruapokcudenzorpuason (2,31 1),
ruapoxiopus 1-3tui-3-(3-auMeTunaMiMHONIponui) kapooauumuaa (3,25 r) u
OeH3u-(S)-2-amuHonponuoHarT (8,34 r) U cMech MePEMELIMBAIIA ITPYU KOMHATHON
TeMIiepaType B TeUeHHe HOUM. PeaKIMOHHYIO CMECh BBUIMBAJIM B BOY U MOJIYYEHHYIO CMECh
JIBa pa3a IKCTPaArupoBaid ITUIALETATOM. DKCTPAKTHI OCIEIOBATEILHO MPOMBIBAJIA BOJIOM
Y HACBIIIICHHBIM PACTBOPOM COJIU M CYIIWIIM HaJ CylibdaToM HaTpus. PacTBopuTenb
yIAJSUTA TIPY TTIOHMKEHHOM JaBJICHUU M OCTATOK OYMIIIAIM KOJIOHOYHOM XpoMaTorpadueit

Crpanuua: 80



10

15

20

25

30

35

40

45

50

RU 2356906 C2

Ha CUJIMKarese (3JIF0€HT: H-reKcaH/aTuinanerat=1/2), nmoiyyas
3-(2,3,4,6-Tterpa-O-auetun-p-D-rmokonupano3unokcu)-4-[(4-{ (1E)-3-[(S)-
1-(GeH3UITOKCUKapOOHMIT)ITUIIKapOaMOWII |IIpoTI- 1 -eHuI } (heHUIT)MeTHI |-
S-uzonponui- 1 H-nmupazoi (3,25 r). 1o BemecTBo pactBopsuiv B MeTanode (40 mun). K
pacTBOpy A00aBIsIu mopoimkoobpas3ubiit 10% namnaauii Ha yrite (1,0 r) u cMech
TepeMelIrMBajIi Ipu KOMHATHON TeMIlepaType B aTMoc(epe Bogopoaa B TCUCHUE HOUH.
HepactBopuBiieecst BelecTBO yaansiii GUIbTPOBaHUEM U (GUIBTPAT KOHICHTPUPOBAIU
MPU TOHWKEHHOM JIABJICHUM C TTOJIyYEHHUEM
3-(2,3,4,6-Terpa-O-auetui-p-D-rnrokonupaHo3unokcu)-4-[(4-{ 3-[(S)-
1-(kapboxkcu)aTukapoamou npornui } penun)metus]-5-uzonponui- 1 H-nupaszona (2,25 r).
K pactBopy nonyuennoro 3-(2,3,4,6-terpa-O-auetusi-B-D-rinrokonupaHo3uiokcn)-4-[(4-{ 3-
[(S)-1-(kapOokcH)aTuakapoaMou | mpornun }peHuT)MeTu |-5-u3onponun- 1 H-nmupazona (0,09
r) B N,N-mumerundopmamune (0,5 mia) modapnsim 1-ruapokcudberHzoTpuas3odn (0,026 1),
ruapoxyiopun 1-3tui-3-(3-gumeTmnamMuHonponuin)kapooauumuaa (0,037 r) u
2-amuHO-1,3-mponanaunon (0,12 1) ¥ cMeCh NEpeMENTUBAIN ITPU KOMHATHON TEMIIEPATYPE B
teueHue 1 yaca. K peakumoHHOM cMecu JOOABISIIN 5 MOJIB/J1 BOJJHOTO PacTBOpa THIAPOKCHAA
HaTpus (0,5 MJI) U cMeCh MepeMeIINBaJIM IIPU KOMHATHOM TeMrepatype B TeueHue 1 yaca. K
PEaKIMOHHOM cMecH N00aBJISIN YKCYyCHYI0 KucaoTy (0,3 Mir) u Boay (1 mu).
HepacTBopuBiieecs: BeIecTBO YU GUIBTPOBAHUEM U QUIBLTPAT OUMIIAIIH
IpenapaTUBHOM KOJIOHOYHOM XpoMaTorpadueii ¢ oopamenHom ¢pa3oit (Shiseido CAPCELL
PAK UG120 ODS, 5 Mk, IZOA, 20x50 MM, ckopocTh moToka: 30 MiI/MUHYTA, JIMHEHHbBI
rpaaueHT: Boaa/aneToHUuTpuiI=90/10-10/90), monyuas yKa3aHHOE B 3arOJIOBKE COEJUHEHUE
(0,017 ).

'H-aMP (CD,OD) 4 m.a.: 1,1-1,2 (6H, m), 1,32 (3H, 1, J=6,8 I'n), 1,8-1,95 (2H, m), 2,15-
2,3 (2H, m), 2,58 (2H, T, J=7,5 T'n), 2,85-2,95 (1H, m), 3,25-3,45 (4H, m), 3,5-3,95 (9H, m), 4,25-
4,35 (1H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

ITpumep 75

3-(B-D-riaroxonupaHo3unokch)-4-[(4-{3-[(S)-1-
(2-TUAPOKCUITUIKAPOAMOMIT)ITUAKAPOAMOWII | ITPOTINI } (DeHUIT)METHI |-
S-nzonponwi-1H-nupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IipuMepe 74, ¢
WCITOJIb30BAHUEM 2-aMUHO3TAHOJIa BMECTO 2-aMHUHO- 1,3-TIponaHanoIa.

'H-AMP (CD,OD) & m.m.: 1,1-1,15 (6H, m), 1,31 (3H, 1, J=7,0 I'y), 1,8-1,95 (2H, m), 2,15-
2,25 (2H, m), 2,58 (2H, 1, J=7,6 '), 2,85-2,95 (1H, m), 3,25-3,45 (6H, m), 3,58 (2H, T, J=5,7
I'w), 3,6-3,8 (3H, m), 3,83 (1H, 1, J=11,9 I'n), 4,25-4,35 (1H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H,
M).

IIpumep 76

3-(B-D-riarokonupaH03uI0KCcH)-5-nzonponui-4-{ [4-(3-{(S)-1-

[(4-MeTnnnunepasuH- 1 -wi)kapooHua 3 TUIIKapOamona } mponun)germn meTwi } - 1 H-iupazon

VYkazaHHoOe B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OTTMCAHHBIM B IIpuMepe 74, ¢
WCITOJIb30BAHUEM |-METHIINIUIEPA3UHA BMECTO 2-aMHUHO-1,3-TponaHauoa.

'"H-SIMP (CD,0D) ¢ m.x.: 1,05-1,2 (6H, m), 1,26 (3H, 1, J=7,0 T'w), 1,8-1,95 (2H, m), 2,2
(2H, 1, J=7,4 T), 2,25-2,55 (TH, m), 2,57 (2H, T, J=7,6 T), 2,8-2,95 (1H, m), 3,25-3,45 (4H,
M), 3,45-3,75 (6H, m), 3,77 (1H, 1, J=16,0 T), 3,83 (1H, 1, J=11,7 Tw), 4,75-4,9 (1H, m), 5,0-
5,1 (1H, M), 7,0-7,15 (4H, m).

ITpumep 77
3-(B-D-riroxonupaHo3unokcn)-4-[(4-{3-[(S)-1-{[4-
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(2-rUAPOKCUITUIT) TUITEPA3HH- | -WIT]KapOOHMI } I TUIIKAPOAMOWIT | TPOTTHII } DEHUIT)METHIT |-
S-nzonponwi-1H-nmpazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTYYalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 74, ¢
WCITOJIb30BAHUEM |-(2-TUAPOKCUITUI)ITUIIEPA3UHA BMECTO 2-aMUHO-1,3-IIponanauona.

'H-sIMP (CD,OD) ¢ m.a.: 1,1-1,15 (6H, m), 1,26 (3H, 1, J=6,9 I'y), 1,8-1,95 (2H, m), 2,2
(2H, 1, J=7,4 T'n), 2,4-2,65 (8H, m), 2,85-2,95 (1H, m), 3,2-3,45 (4H, m), 3,45-3,75 (8H, m), 3,77
(1H, m, J=16,4 T'n), 3,83 (1H, 1, J=11,9 I'n), 4,75-4,9 (1H, m), 5,0-5,1 (1H, m), 7,0-7,15 (4H, m).

CpaBHUTEILHBIN TpuMep 22

(4-6eH3UITOKCH-2-MeTUI(EHUT)METAHOI

K pactBopy 4-6pom-3-metundenomna (10 r) B N,N-gumeTundopmamue (50 m)
no0aBis kapooHaT kajus (8,87 1) u 6eH3unopomu (6,36 Mi1) U cMeCh MEPEMEIIMBAIIN TTPU
KOMHATHOM TeMIepaType B TeUEHHUE HOUU. PeaKIMOHHYIO CMECh BBUJIMBAJIA B BOAY U
MOJIyYEHHYIO CMECh IKCTPATUPOBAIIU AUITUIOBBIM 3(pupoM. OpraHuueckuit caomn
MIPOMBIBAJIM BOAOM U CYIIWIIM HaJl O€3BOIHBIM CyJib(haToM MarHus. PactBopurens yaansim
MpY TOHWKEHHOM JABJICHUH U MOJIydau 4-0eH3UI0KCu- 1-6pom-2-metuioensor (14,6 r).
ITonyueHnHoe BerecTBO pacTBopsiM B TeTparuapodypane (200 mir). K pacrBopy nobasisiu
H-OyTumTHiA (2,66 MOJIB/T pacTBOp B H-TekcaHe, 21,7 mu) npu -78°C B atMochepe aprona
U cMech nepemernuBaiu B TeueHue 10 munyT. K peakuuoHHol cMecu 100aBIsiu
N,N-mumetuiopmamus (10,1 mMit), OJIy4EeHHYIO CMECh OCTABJISUIM 1J1st HarpeBanus 10 0°C u
nepeMelMBaiu B TeueHre 30 MuHyT. PeakiMOHHYI0 CMECh BbUIMBAJIM B BOAY U MOJIYYEHHYIO
CMECh IKCTPATUPOBATIM TUITUIOBBIM 3upoM. OpraHUudYecKuii CIoM MPOMBIBATIU BOJON U
CYLIWIU HaJ 0e3BOAHBIM CyIb(aToM MarHusi. PacTBopurtens yaaiasuiv Mpyu MOHWKEHHOM
JABJICHUU U TOJIy4au 4-0eH3UI0KCU-2-MeTuinbeH3anbaerul. [lomyueHHoe BelecTBO
pactBopsum B 3Tanoe (100 mn). K pacrBopy nobasnsum 6oporunpua Hatpud (1,99 r) u
CMECh MepeMeIlIUBalid pU KOMHATHOM TeMIiepaType B TeueHue Houu. K peakimoHHON cMecH
JIOOABIISIM METAHOJ U MOJTYYEHHYIO CMECh KOHIIEHTPUPOBAIIM ITPU MOHWKEHHOM JIaBJICHUU.
K ocraTky mo6aBisuiv HACKIILIEHHBIA BOJHBIN paCTBOp OMKapOOHATA HATPUS U CMECh
IKCTPArUPOBAIIA AUITUIOBBIM d(pupoM. OpraHuyueckuil ol mocaeaoBaTeIbHO TPOMBIBAIH
HACBIIEHHBIM BOJIHBIM PACTBOPOM OMKapOOHATa HATPUs, BOJION U HACBIILIEHHBIM
PAcTBOPOM COJIM M CYIIMIN HaJ Oe3BOHBIM CyJIb(aToOM Maruus. PacTBopurens ynansim
MIPY TOHWKEHHOM JaBJIEHUH M OCTATOK OYHIIIAIM KOJIOHOYHOM XpomaTorpadueit Ha
CUJIMKarese (30eHT: H-reKcaH/atuinanetat=6/1-3/1-1/1) ¢ nojiyyeHUEM YKa3aHHOTO B
3aroyioBke coeaumuenus (10,5 r).

'"H-AMP (CDCl,) ¢ m.a.: 1,37 (1H, T, J=5,8 T'), 2,36 (3H, ¢), 4,64 (2H, 1, J=5,8 '), 5,06
(2H, ¢), 6,79 (1H, o0, J=8,4 I'u, 2,4 '), 6,84 (1H, n, J=2,4 '), 7,23 (1H, n, J=8,4 I'n), 7,25-
7,45 (5H, m).

CpaBHUTEIbHBIN TTpUMep 23

4-[(4-6eH3unoKCcH-2-MeTuIheHUIT)MeTU |- 1,2- iMruapo-S-uzonponui-3H-nrupa3on-3-on

K pactBopy (4-6en3unokcu-2-metundenua)meranona (10,5 r) B rerparuapodypane (80
MJT) 100aBISIIM TPUAITUIAMUH (7,36 MiT) M MeTaHCyIbGoHUIXIopUL (3,91 MiT) mpu
OXJIQXKJIEHUM JIbJOM. [Tocie nepeMemmBaHusi CMECH B T€UEHUE | yaca HEPaCTBOPUBIIIEEC
BEIIECTBO YAaJIsIu puiibTpoBaHueM. [1oaydeHHBIN pacTBOp
(4-6eH3MITOKCH-2-MeTUII(EHUIT)METUIIME3UITATA B TETparuapodypaHe 100aBIsiIn K
cycneHs3uu ruapuaa Hatpus (60%, 2,11 r) u atun-4-metui-3-okconeHtaHoata (7,99 r) B
teTparuapodypane (160 MIT) ¥ cMeCh KMITSITHIIA C OOPATHBIM XOJIOIMILHUKOM B TeUeHHE 15
yacoB. K peakuroHHoN cMecu 100aBIIsid 1 MOJIB/JT XJIOPUCTOBOJOPOTHOM KUCTIOTHI U
TTOJTyYEHHYIO CMECh IKCTPATUPOBAII AUITUIOBBIM 3(hupoM. OpraHudecKuit caoi
MIPOMBIBAJIM BOAOM M CYIIMIIM HaJl O€3BOJIHBIM CylIb(haToM Maraus. PactBopurens yaansim
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MpU MOHWKEHHOM AaBiieHuUd. OcTaToK pacTBopsutM B Tosyoste (30 mu). K pactBopy
JI00ABIISIA MOHOTUApPAT THaApa3uHa (6,68 Mi1) u cMech nepemernuBaiu mpu 100°C B TeueHue
HOYM. PeakliMOHHYI0 CMeCh BBUIMBAJIM B BOAY U CMECh IKCTPArupoOBaJid 3TUIIALETATOM.
OpraHuyecKkuii CII0o MPOMBIBAIIA HACBIIIICHHBIM PACTBOPOM COJIM M CYIITWIIM HaJl O€3BOIHBIM
cylbhaToM Maraus. PacTBopurenp yaansiyv npy MOHWKEHHOM JIaBJICHUH U OCTATOK
0o0pabaTeIBav H-rekcaHoM. Ocak/IeHHbIE KPUCTAJIIBI COOMpPau GUIbTPOBAHUEM U CYLIWIH
MPY MMOHUKEHHOM JIABJIEHUM C TTOJIyYEHHUEM YKA3aHHOTO B 3arojIOBKe coeuHenus (12,3 r).

'H-IMP (I[MCO-d6) é m.a.: 1,04 (6H, o, J=6,8 I'ny), 2,24 (3H, ¢), 2,65-2,8 (1H, m), 3,44
(2H, ¢), 5,02 (2H, ¢), 6,69 (1H, nox, J=8,7 I', 2,4 I'n), 6,75-6,85 (2H, m), 7,25-7,45 (5H, m).

CpaBHUTEIbHBIN TpuMep 24

4-[(4-GeH3UITOKCU-2-MeTUIDEHUIT)METHI |-5-U30IIPOIHII-3-

(2.3.4.6-Terpa-O-nuBanons-B-D-riaokonupaHo3unokcu)-1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHHE TTOIyYalid ClIOCOOOM, ONMMMCAHHBIM B
CpPaBHUTEIIBHOM IpuMepe 12, ¢ UCNOJIb30BaHUEM
4-[(4-6eH3umokcu-2-metundeHun)MeTun |- 1,2- auruapo-S-u3onponui-3H-nmupason-3-oHa u
2,3.4,6-terpa-O-nuBanoun-o-D-raokonupanosunopomuna (Kunz, H.; Harreus, A. Liebigs
Ann. Chem. 1982, 41-48, Verlarde S.; Urbina J.; Pena M.R. J. Org. Chem. 1996, 61, 9541-9545)
BMECTO
4-{[4-(2-6eH3UITOKCUKAaPOOHUI-2-METUIIITPOTIOKCH ) (PeHUIT [METHIT } -
1,2-gurunapo-5-uzonponui-3H-nmupa3omn-3-ona u anerodbpom-a-D-TrToko3bl,
COOTBETCTBEHHO.

'H-aMP (CDCl,) ¢ m.a.: 1,04 (9H, ¢), 1,05-1,2 (33H, m), 2,27 (3H, ¢), 2,7-2,85 (1H, m),
3,45-3,6 (2H, m), 3,8-3,9 (1H, m), 4,11 (1H, nn, J=12,6 I'y, 4,8 I'n), 4,17 (1H, A, J=12,6 'y, 1,8
I'm), 5,0 (2H, ¢), 5,15-5,3 (2H, m), 5,37 (1H, 1, J=9,5 T'y), 5,65 (1H, 1, J=7,8 '), 6,64 (1H, Ax,
J=8,4 T, 2,8 I'n), 6,77 (1H, n, J=2,8 '), 6,83 (1H, n, J=8,4 I'n), 7,25-7,45 (SH, m).

CpaBHUTEIBHBIN IpUMep 25

4-[(4-ruapoKCcu-2-MeTUII(DEHUT)METIUIT |-5-U30ITPOITHII-3-
(2.3.4.6-teTpa-O-nuBanouna-f-D-rirokonupano3unokck)- 1 H-nupason

4-[(4-0eH3UITOKCH-2-MeTHUII(DEHHUIT)METHII |-5-U30TTPOTTHII-3-
(2,3,4,6-TeTpa-O-nuBanoun-f3-D-rarokonupano3unoken)-1 H-nupaszon (5 r) pactBopsiiv B
terparuapodypane (18 mi). K pactBopy gobasisiiu nopouikoodpasusiii 10% namutaauii Ha
yrie (500 Mr) U cMech TiepeMelMBajIi Ipyd KOMHATHON TeMIlepaType B aTMocdepe Bogopoaa
B TeueHue 3 yacoB. HepacTBopuBIlieecs BemecTBO yaaIsuid GUILTPOBAHUEM U PACTBOPUTEITH
bunbTpaTa yaaisiIv Mpy MTOHWKEHHOM JIaBJICHUH C TTOIYyYeHHUEM YKa3aHHOTO B 3aT'0JIOBKE
coequHenms (4,45 r).

'"H-aMP (CDCl,) & m.a.: 1,0-1,2 (42H, m), 2,24 (3H, ¢), 2,7-2,85 (1H, M), 3,52 (2H, ¢), 3,8-
3,9 (1H, m), 4,09 (1H, an, J=12,4 T'u, 4,7 I'n), 4,15 (1H, on, J=12,4 'y, 1,9 I'n), 4,6 (1H, ¢),
5,15-5,25 (2H, m), 5,36 (1H, 1, J=9,2 I'y), 5,65 (1H, A1, J=8,0 I'n), 6,5 (1H, a1, J=8,3 'y, 2,9
I'n), 6,61 (1H, 1, J=2,9 I'n), 6,78 (1H, 1, J=8,3 I'n).

CpaBHUTEIBHBIN TpUMeEp 26

bensun-4-0pomMOyTHUpaT

K cmecu 4-6pommacisiHoi kucimoThI (1 1), 6ensunoBoro crmpra (0,65 1) u
Tpudenumndocduna (1,57 r) B rerparuapodypane (12 mi) nodasiasu
nuaTUIa3oauKkapookcunat (40% TomyoIbHBIN pacTBOD, 2,88 MII) U CMeCh MepeMeInBalIv
IIpY KOMHATHOM TeMmIepaType B TeueHue 3 yacoB. PeakimoHHy10 cMech BBUIMBAIIM B BOJY U
MOJIYYEHHYIO CMECh IKCTPAarupoOBaIIi TUITUIIOBBIM 3PUPOM. DKCTPAKT IMIPOMBIBAIIA BOAOM U
HACBIIIEHHBIM PACTBOPOM COJIM Y CYIIMJIMA HaJl OE3BOAHBIM CyTb()aTOM MarHusl.
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PacTBopuTens yaansiv npu NHOHWKEHHOM JAAaBJIEHUM U OCTATOK OYMILAIA KOJOHOYHOM
XpomaTtorpadueii Ha CUIMKarese (3TI0eHT: H-HekcaH/atunanerat=20/1) ¢ morydyeHueM
YKa3aHHOTO B 3aroyioBke coeaunenus (0,69 r).

'H-sIMP (CDCl,) ¢ m.a.: 2,15-2,25 (2H, m), 2,56 (2H, 1, J=7,1 I'n), 3,46 (2H, T, J=6,5 '),
5,13 (2H, ¢), 7,25-7,4 (SH, m).

CpaBHUTENbHBIN TpuMep 27

4-({4-[3-(6eH3UI0KCMKAaPOOHWI)ITPOIIOKCH |-2-MeTUI(EHII } METUI)-5-U30 T POITHIL-3-
(2.3.4.6-TeTpa-O-nuBanousi-B-D-rarokonupaHo3uiokcu)- 1 H-nupazon

K pactBopy
4-[(4-TuapOoKCcU-2-MeTUII(PEHUIT)METUIT |-5-U30ITPOTTHII-3-
(2,3,4,6-TteTpa-O-nuBanoun-f3-D-raokonupanosunokcn)-1 H-nupaszona (0,2 ) B
N,N-mumetunopmamuse (3 mi) nodasism 6eH3uin-4-6pomoOyTupar (0,1 T), kapOoHaT
ne3us (0,18 r) ¥ KaTaJTUTUYECKOE KOJIMUECTBO MOAN/IA HATPUS U CMECH TIEpEMEIIMBAIIN ITPU
KOMHATHOM TeMIIepaType B TEUEHUE HOUU. PEaKMOHHYIO CMECh BbUIMBAJIM B BOAY U
MOJIYYEHHYIO CMECh 3KCTPArupoBaJid 3TUIALETATOM. DKCTPAKT MPOMBIBAJIM BOJIOW U
HACBIIEHHBIM PACTBOPOM COJIU U CYIIMJIU HaJl O€3BOIHBIM CYJIb(PAaTOM MArHHUSL.
PactBopuTens yaansiv npyu NOHWKEHHOM JIABJIEHUU U OCTATOK OYMILIATIN KOJIOHOYHOM
xpomaTtorpadueli Ha CUIMKarese (3TI0eHT: H-reKcan/aTunanerat=3/1-2/1) c moiyyeHueM
YKa3aHHOTO B 3arojioBke coequuenus (0,16 r).

'H-aMmP (CDCI,) ¢ m.a.: 1,04 (9H, ¢), 1,05-1,2 (33H, m), 2,05-2,15 (2H, m), 2,25 (3H, ¢),
2,56 2H, T, J=7,3 T'm), 2,7-2,85 (1H, m), 3,53 (2H, ¢), 3,8-3,9 (1H, m), 3,94 (2H, T, J=6,2 I'ny),
4,1 (1H, nn, J=12,5 'y, 4,1 '), 4,16 (1H, ax, J=12,5 I'y, 2,0 '), 5,13 (2H, ¢), 5,15-5,25 (2H,
M), 5,36 (1H, 1, J=9,6 I'n), 5,65 (1H, 1, J=8,1 I'm), 6,54 (1H, ox, J=8,5 I'y, 2,7 I'r), 6,64 (1H, 7,
J=2,7T'n), 6,81 (1H, 1, J=8,5 I'n), 7,25-7,4 (5H, m).

CpaBHUTEIBHBIN TpuMep 28

1.2-murunpo-4-[(4-nondenun)merun]-S-uzonponui-3H-nupaszon-3-on

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHUE TTOIyYalld ClIOCOOOM, OTMMCAHHBIM B
CpPaBHUTENILHOM MpuMepe 23, C UCMTOIb30BaHUEM 4-HOA0EH3UIOBOTO CIIUPTA BMECTO
(4-6eH3uITOKCH-2-MeTUII(heHUIT)MeTaHOoIA.

'"H-aMP (CD,OD) & m.a.: 1,12 (6H, 1, J=7,3 '), 2,8-2,95 (1H, m), 3,63 (2H, ¢), 6,9-7,0
(2H, m), 7,5-7,6 (2H, m).

CpaBHUTENbHBIN puMep 29
3-(2,3.4,6-terpa-O-anetna-f-D-ragakTonupaHo3uIoKc)-4-[(4-noabeHna)MeTrmI| -
S-nzonponwi-1H-nupaszon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTTMCAHHBIM B
CpaBHUTEJIBHOM MIpuMepe 12, ¢ UCIIOJIb30BaHUEM
1,2-muruapo-4-[(4-uoadenun)merun]-5-uzonponui-3H-nmupa3on-3-ona u
aneToOpoM-a-D-rajgakTo3bl BMECTO
4-{[4-(2-0eH3UITOKCUKAPOOHMIT-2-METHUIIITPOTIOKCH ) (DeHUIT | METHT } -
1,2-nuruapo-5-uzonponui-3H-nupa3on-3-oHa u aeToopoM-a-D-TIII0K03bl,
COOTBETCTBEHHO.

'"H-aMP (CDCI,) o m.a.: 1,15-1,2 (6H, m), 1,88 (3H, ¢), 1,99 (3H, ¢), 2,03 (3H, ¢), 2,18
(3H, ¢), 2,8-2,95 (1H, m), 3,58 (1H, #, J=16,0 I'm), 3,65 (1H, n, J=16,0 I'm), 4,0-4,1 (1H, M),
4,15-4,25 (2H, m), 5,09 (1H, ax, J=10,7 I'n, 3,5 '), 5,35-5,45 (2H, m), 5,56 (1H, 1, J=8,3 T'n),
6,85-6,95 (2H, m), 7,5-7,6 (2H, m).

CpaBHuUTEIbHBIN TTpuMep 30

{4-[2-(OeH3UITOKCUKAPOOHMI)ITOKCH |(PEHIMIT } METAHOT
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K pactBopy 3-[4-(rugpoxcumMeTnin)heHOKCH | TponmuoHoBOM KUcIoThI (0,98 1) u kapOoHaTa
kams (0,9 r) B N,N-mumerundopmamuze (5 min) modasisum oeHzuinopomus (0,65 mir) u
CMECh MEePEeMEIINBAJIM TPU KOMHATHOW TEMIIEpAType B TEUEHHUE HOUM. PeakKMOHHYIO CMECh
BBUJIMBAJIA B BOJIY U MOJIYYEHHYIO CMECh SKCTPATUPOBAIA JUITUIIOBBIM 3(PUPOM. DKCTPAKT
MIPOMBIBAJIM BOAOM U HACHIIIIEHHBIM PACTBOPOM COJIM U CYIIWIN HaJ O€3BOAHBIM CyIb(aToM
HaTpus. PacTBopuTenp yaaisiv npy NOHWKEHHOM JIABJIEHUM U OCTATOK OUMILIATIN
KOJIOHOUHOM XpomaTtorpadueil Ha cuIMKarese (31I0eHT: H-rekcan/aTunanerat=2/1-1/1) c
MMOJIyYEHUEM YKa3aHHOTO B 3arojioBke coeauHenus (1,1 r).

'H-aMmP (CDCl,) ¢ m.a.: 1,5-1,55 (1H, m), 2,85 (2H, T, J=6,4 I'n), 4,28 (2H, T, J=6,4 T'1),
4,62 (2H, 1, J=5,9 I'n), 5,18 (2H, c), 6,85-6,9 (2H, m), 7,25-7,4 (TH, m).

CpaBHUTEIbHBIN TpuMep 31

4-ruApPOKCU-2-METUII0EH3AIbACT U

K pactBopy 4-6pom-3-metundenona (14 r) u N,N-qum3onponuiamusa (39,1 mi) B
muxiaopmeTane (150 M) 7o6aBISUIA XJIOPMETUIMETHIIOBBIN 3dup (11,4 MIT) TpU OXJTAXKACHUN
JIbJIOM M CMECh NIEPEMEILIMBAIIM ITPY KOMHATHON TEMIIEPATYPE B TEUEHUE S5 THEM.
PeakunoHHy10 cMeCh BBUIMBAJIA B HACBIILIEHHBII BOAHBINM PACTBOP JIMMOHHOW KUCIIOTHI U
MOJIyUYEHHYIO0 CMECh IKCTPATUPOBAIIU AUITUIOBBIM 3(PUPOM. DKCTPAKT MOCIETOBATEIHLHO
MPOMBIBAJIM BOJIOH, | MOJIB/JT BOHOT'O PACTBOPA TMAPOKCUAA HATPUS, BOJIOW U
HACBIIEHHBIM PACTBOPOM COJIU U CYIIWIIM HAJl OE€3BOIHBIM CYJIb(ATOM HATPHUSL.
PactBopuTens yaansiv npyu NOHWKEHHOM JIABJICHUU U MTOJIydasin
4-6poM-3-MeTui- 1-(MeTokcuMeTokcH)0eH30i1 (16,7 r). [ToayueHHOE BelecTBO pacTBOPSUIU B
terparuapodypane (250 mi). K pacrBopy nobasisiii H-OyTHILUATHIA (2,64 MOJIB/IT PaCTBOP
B H-rekcase, 32,7 mi) npu -78°C B atMocdepe aproHa u cMech IepeMeIInBaIu Ipyu TOM ke
TeMIiepatype B TeueHue 15 MunyT. K peakupoHHoN cMecu 100aBiIsiu
N,N-mumetrnpopmamus (16,6 M) U CMeCh TIEpeMEITUBAIIN TTPU OXJIAXKICHUU JIbJIOM B
teueHue | yaca. PeakilMOHHYI0 CMeCh BBUIMBAJIM B HACBIIICHHBIN BOJIHBIN pacTBOP
AMMOHUMXJIOPUIA U TTOJTYUEHHYIO CMECh IKCTPATUPOBAIIU TUITUIOBBIM 3(PUPOM. DKCTPAKT
MIPOMBIBAJIM HACBIIIIEHHBIM BOJHBIM PACTBOPOM OMKapOOHATA HATPUS U HACHIIIIEHHBIM
PACTBOPOM COJIM U CYIIUIU HaJ OE3BOIHBIM CyJbpaToM HaTpus. PacTBOpUTEND YaasIu
MPU MOHWKEHHOM JABJICHUU U TIOJIy4asiu 2-MeTUI-4-(MEeTOKCUMETOKCH )oeH3anbaerusa (12,9
r). [TomydeHHOE BEIIeCTBO pacTBOPSIIM B cMecH TeTparuapodypana (70 mur) u metanomna (10
mi1). K pactBopy 100aBIsiiIM KOHIEHTPUPOBAHHYIO XJIOPUCTOBOJOPOIHYIO KUCTIOTY (6 M) U
cMech nepeMernmBalii pu 50°C B Teyenue 1,5 yacoB. PeakiMoHHYI0 cMeCh BBUIMBAJIM B
HACBILIEHHBIN BOAHBIN pacTBOp OMKapOOHATA HATPUS U MOJIYYEHHYIO CMECh
9KCTPArupoBaId ITUIALETATOM. DKCTPAKT MIPOMbIBAJIM HACBIIIIEHHBIM PACTBOPOM COJIM U
CYIIMJIM HaJl O€3BOTHBIM CyJIb(PaToM HATpuUs. PacTBOpUTENb yIaISIU MPY TOHWKEHHOM
naBeHud. OctaTok pactBopsud B aTunanerarte (30 mi), Harpesasi ipu 60°C. K pacrBopy
OCTOPO’KHO 100aBsM H-rekcad (100 MiT) U cMech MepeMeNIMBalId MPU TOM ke TeMIlepaType
B TeueHue 10 MuHyT. CMech oxmaxaaiau 10 KoMHaTHON Temnepatypsl. K cmecu nobamnsnu
H-rekcaH (170 MJT) ¥ TOJTyYeHHYIO CMeCh MepeMEIIMBaId B TeueHre Houl. OcakIeHHbIE
KPUCTAJUIBI COOMpau GUIbTPOBAHUEM, IPOMBIBAIIM H-TEKCAHOM U 3aTeM CYIIUIIU ITPU
ITOHW)KEHHOM JIaBJICHUH, I10JIy4as YKa3aHHOE B 3ar0JIOBKE coeuHeHue (5,6 1).

'"H-sIMP (CDCl,) ¢ m.a.: 2,63 (3H, ¢), 5,47 (1H, ¢), 6,7 (1H, 1, J=2,3 'n), 6,79 (1H, oz, J=
8,41y, 2,31, 7,73 (1H, 0, J=8,4 '), 10,11 (1H, ¢).

CpaBHUTENbHBIN TpuMep 32

4-(2-KapOOKCUITOKCH)-2-METUI0EH3AIbACT UL

K cMmecu 4-runpoxcu-2-metuindensanbaeruaa (5 r) u Tper-oyTokeuaa kaaus (4,12 1) B
teTparuapodypane (60 M) 7o6aBIIM B-MIPONMUOIAKTOH (4,6 MIT) U CMECh NTepeMEITUBAIIH
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IPpU KOMHATHOM TeMIepaType B TeueHue 4 yacoB. PeakMOHHYI0 CMECh BbUIMBAJIU B |
MOJIb/JI XJIOPUCTOBOJOPOAHOMN KUCIOTHI U TOIYYEHHYIO CMECh 9KCTPArupoBaiu
3TUJIALETATOM. DKCTPAKT MIPOMBIBAJIA BOJOUM U HACBIIIEHHBIM PACTBOPOM COJIM U CYLIWIN
HaJ 0e3BOAHBIM CylIb(}aToM HaTpus. PacTBopUTenb yaaIsuid Mpy MOHWKEHHOM JABJICHUU.
OcTtaTok cycneHaIupoBaiM B cMecu atuinanerata (20 mit) 1 H-rekcasa (100 m).
HepactBopusiieecs BeiecTBo cobupanu GuabTpoBaHUEM, TPOMbBIBATIU H-TEKCAHOM U
CYIIWIM IIPU MIOHM)KEHHOM JABJICHUH, I10J1y4as YKa3aHHOE B 3ar0JIOBKE coeauHenue (7,2 1).

'H-IMP (CDC13) o m.a.: 2,65 (3H, ¢), 2,89 (2H, T, J=6,4 I'n), 4,32 (2H, 1, J=6,4 T'1y), 6,76
(1H, x, J=2,5Tn), 6,85 (1H, ox, J=8,7 I'u, 2,5 I'y), 7,76 (1H, 1, J=8,7 '), 10,12 (1H, ¢).

CpaBHUTEIBHBIN IpuMep 33

4-[2-(GeH3UITOKCUKAPOOHMIT)ITOKCH |-2-METUIOEH3AIbICT U

K cycrnien3uu 4-(2-kapOOKCUITOKCH)-2-MeTHIIOeH3 b aeruaa (7,2 r) u kapooHaTta
kamus (14,3 1) B N,N-mumetundopmamuzae (70 Mir) gooaBiasiiu 6eH3uI0pomu (8,2 M) mpu
KOMHATHOH TeMIlepaType U CMeCh IepeMeIIMBaIi B TeUeHUE HOul. PeakiimoHHy10 cMech
BBUIMBAJIM B BOAY U ITOJIYYECHHYIO CMECh IKCTPAarupoBalid JUITUIOBBIM 3PUPOM. DKCTPAKT
MIPOMBIBAJIM BOJIOM M HACBIIIIEHHBIM PACTBOPOM COJIM U CYIIMIIM HaJ O€3BOIHBIM CYJIb(haToOM
HaTpus. PacTBopuTensb yaaisiim py NOHW)KEHHOM JIABJIEHUM U OCTATOK OYMIIAJIN
KOJIOHOYHOM XpomaTtorpadueil Ha cuIMKarese (31I0eHT: H-rekcan/sTunanerat=4/1-3/1) c
MOJIyYeHUEM YKa3aHHOT'O B 3aroJjIoBKe coeaquHeHus (6,47 r).

'"H-IMP (CDC13) o m.a.: 2,64 (3H, ¢), 2,88 (2H, T, J=6,3 I'n), 4,34 (2H, T, J=6,3 '), 5,19
(2H, ¢), 6,73 (1H, 1, J=2,4 T'n), 6,83 (1H, nn, J=8,5 I'u, 2,4 I'n), 7,3-7,4 (5H, m), 7,75 (1H, 1, J=
8,5 I'm), 10,12 (1H, ¢).

CpaBHUTENBHBIN TpuMep 34

{4-[2-(0eH3UITOKCUKAPOOHMI)ITOKCH ]| -2-MeTHII(DEHWIT }MEeTaH O

Yka3aHHOE B 3aT0JIOBKE COEIMHEHHME TTOJTydalld CITOCOOOM, OTTMCAHHBIM B CPAaBHUTEITHOM
npumepe 10, ¢ UCroIb30BaHUEM
4-[2-(OeH3UITOKCUKAPOOHMIT)ITOKCHU | -2-METUIIOCH3aIbIETHAA BMECTO
4-(2-6eH3UITOKCUKAaPOOHUIT-2-METUIIITPOTIOKCH) OeH3alIbIeTu/Ia.

'"H-aMP (CDC13) ¢ m..: 1,38 (1H, T, J=5,7 T'n), 2,35 (3H, ¢), 2,84 (2H, 1, J=6,4 T'nn), 4,26
(2H, 1, J=6,4 T'n), 4,63 (2H, n, J=5,7 '), 5,18 (2H, ¢), 6,7-6,75 (2H, m), 7,22 (1H, n, J=8,2 '),
7,3-7,4 (5H, m).

CpaBHUTEIBHBIN IpUMep 35

4-({4-[2-(6eH3UTOKCUKAPOOHUIT)ITOKCHU |(DEHNUIT } METHIT)-
1,2-muruapo-5-uzonponun-3H-nrupa3on-3-ox

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTTMCAHHBIM B
CpaBHUTEIBbHOM IipuMepe 11, ¢ uCIOJIb30BaHUEM
{4-[2-(0eH3mIOKCUKapOOHMIT)3TOKCH | (DEHMIT } METAHOJIA BMECTO
[4-(2-OeH3uToKCMKapOOHMUII-2-METUIITPOITOKCH ) (heHUIT |]MeTaHOJIa.

'H-aMP (I[MCO—d6) ¢ m.a.: 1,05-1,1 (6H, m), 2,75-2,85 (3H, M), 3,5 (2H, ¢), 4,16 2H, T,
J=5,9 I'm), 5,14 (2H, ¢), 6,75-6,8 (2H, m), 7,0-7,05 (2H, m), 7,3-7,4 (5H, m).

CpaBHUTEIBHBIN TpuMep 36

4-({4-[2-(0eH3MITOKCUKAPOOHMI)ITOKCH | -2-MEeTHII(DEHWIT } METHI )-

S-nzonponui-3H-nupazon-3-oxn

VYka3aHHoOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CpaBHUTEIBHOM mpuMepe 11, ¢ UCIoIb30BaHUEM
{4-[2-(0eH3MITOKCUKapOOHUIT)3TOKCH |-2-MeTUITI(DEHUIT } METaHOJIa BMECTO
[4-(2-OeH3uToKCcMKapOOHUII-2-METHUIITPOITOKCH ) (heHUIT |]MeTaHOJ1a.
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'H-aMmP (CDC13) 8 m.a.: 1,12 (6H, 1, J=6,8 '), 2,3 (3H, ¢), 2,75-2,9 (3H, M), 3,6 (2H, ¢),
4,23 2H, 1, J=6,2 I'm), 5,17 (2H, ¢), 6,62 (1H, o, J=8,5 I'n, 2,7 I'n), 6,7 (1H, n, J=2,7 I'r), 6,94
(1H, m, J=8,5 T'm), 7,25-7,4 (5H, m).

CpaBHUTEIbHBIN ipuMep 37

3-(2.3.4.6-Terpa-O-anetui-B-D-TIIOKONUPAH O3UIT0KCH)-4-({4-

[2-(GeH3UITOKCUKAPOOHWIT)ITOKCH ] DeHUI } MeTHIT)-S5-n30onporui- 1 H-nupazon

VYka3aHHOE B 3ar0JIOBKE COEIMHEHME TTOJTyYalid CTOCOOOM, OTTMCAHHBIM B
CpaBHUTEJIBHOM MIpuMepe 12, ¢ UCIIOJIb30BaHUEM
4-({4-[2-(6eH3UITOKCUKaPOOHMIT)ITOKCH | (DeHNIT } METHIT)-
1,2-nuruapo-5-uzonponui-3H-nupa3on-3-oHa BMECTO
4-{[4-(2-6eH3UTOKCUKaPOOHUI-2-METUIIITPOTTOKCH ) PeHUIT [METHIT } -
1,2-nuruapo-5S-uzonponwi-3H-nupazon-3-oxa.

'"H-IMP (CDCL,) s m.a.: 1,1-1,2 (6H, m), 1,87 (3H, ¢), 2,01 (3H, ¢), 2,03 (3H, ¢), 2,06 (3H,
©), 2,82 (2H, T, J=6,4 I'm), 2,85-2,95 (1H, m), 3,57 (1H, 1, J=15,9 '), 3,63 (1H, 1, J=15,9 I'n),
3,8-3,9 (1H, m), 4,1-4,15 (1H, m), 4,22 2H, 1, J=6,4 I'n), 4,31 (1H, an, J=12,4 ', 4,0 I'n), 5,16
(2H, ¢), 5,2-5,3 (3H, m), 5,58 (1H, 1, J=7,6 I'nm), 6,7-6,8 (2H, m), 7,0-7,05 (2H, m), 1,3-1,4 (5H,
M).

CpaBHUTEIbHBIN puMep 38

3-(2.3.4,6-Terpa-O-anetun-pB-D-ragrakTonMpaHO3UIOKCH)-4-({4-
[2-(GeH3uIIoKCcMKapOOHUIT)ITOKCH | (DeHMII } METHIT)-S-n3onpormi- 1 H-upason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTIMCAHHBIM B
CpaBHUTEJIBHOM MIpuMepe 12, ¢ UCIIOJIb30BaHUEM
4-({4-[2-(0eH3UITOKCUKaPOOHMIT)3TOKCH | (PSHMIT } METHIT)-
1,2-nuruapo-5-uzonponui-3H-mupa3omn-3-oHa u aneToopoM-a-D-ragakTo3bl BMecTo 4-{[4-
(2-6eH3UITOKCUKAPOOHMIT-2-METUITITPOITOKCH ) (DEHUIT |[METHIT } -
1,2-gurunapo-5-uzonponui-3H-nmupa3omn-3-ona u anerodbpom-a-D-Troko3sl,
COOTBETCTBEHHO.

'H-aMP (CDCl,) ¢ m.a.: 1,1-1,2 (6H, m), 1,88 (3H, ¢), 1,99 (3H, ¢), 2,02 (3H, ¢), 2,17 (3H,
), 2,8-2,9 (3H, m), 3,58 (1H, 1, J=16,1 I'm), 3,65 (1H, 1, J=16,1 I'm), 4,0-4,25 (5H, m), 5,09 (1H,
an, J=10,4 I'n, 3,5 I'm), 5,17 (2H, ¢), 5,4-5,45 (2H, m), 5,55 (1H, 1, J=8,2 '), 6,7-6,8 (2H, m),
7,0-7,05 (2H, m), 7,25-7,35 (5H, m).

CpaBHUTEIBHBIN TpuMep 39

3-(2.3.4,6-Terpa-O-anetui-f-D-T10KonMpaH 03uI0KCcH)-4-({4-
[2-(6eH3UITOKCUKAPOOHUII)ITOKCH|-2-MeTUI(GEHN } METHIT)-5-u3onponui- 1 H-nupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTTMCAHHBIM B
CpaBHUTEJIBHOM MIpuMepe 12, ¢ UCIIOJIb30BaHUEM
4-({4-[2-(6eH3UITOKCUKapPOOHMUIT)3TOKCH |-2-MEeTUIT(PEHUIT } METHI)-
S-uzonponui-3H-nupazos-3-oHa BMECTO
4-{[4-(2-0eH3UITOKCUKAaPOOHMIT-2-METHUIIITPOTIOKCH ) (DeHUIT | METHIT } -
1,2-nuruapo-5S-uzonponuwi-3H-nupazon-3-oxa.

'H-aMP (CDCI,) 6 m.a.: 1,05-1,15 (6H, m), 1,8 (3H, ¢), 1,99 (3H, ¢), 2,02 (3H, ¢), 2,06 (3H,
), 2,25 (3H, ¢), 2,7-2,85 (3H, m), 3,49 (1H, 1, J=16,2 I'n), 3,59 (1H, n, J=16,2 I'm), 3,8-3,9 (1H,
M), 4,12 (1H, oo, J=12,4 T'u, 2,3 T'm), 4,21 (2H, T, J=6,6 T'n), 4,3 (1H, am, J=12,4 ', 4,0 '),
5,15-5,3 (5H, m), 5,56 (1H, n, J=8,0 '), 6,57 (1H, ax, J=8,5 'y, 2,4 I'n), 6,67 (1H, 1, J=2,4
I'm), 6,8 (1H, 1, J=8,5 I'n), 7,25-7,4 (S5H, m).

CpaBHUTEIbHBIN TTpuMep 40

3-(2.3.4.6-TeTpa-O-anetus-B-D-TIroKONUpaH 03UIT0KCH)-4-{ [4-
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(2-kapOOKCHMITOKCH)heHnT IMeTH } -5-n3onpomui-1 H-upaszon

VYkazaHHOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CpaBHUTEIbHOM IipuMepe 13, ¢ UCIIOJIb30BAaHUEM
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uiokcu)-4-({4-
[2-(6eH3uIToKcMKapOOHMIT)ITOKCH | (DeHMIT } METHIT)-S-u3onponuii- 1 H-mupa3omna BMecTo
3-(2,3,4,6-Terpa-O-auetusi-B-D-rirokonupaHo3uaiokcu)-4-({4-
(2-6eH3UITOKCUKAPOOHMIT-2-METUITITPOITOKCH ) (heHUI [METHI } -5-u3onponui- 1 H-nupa3zona u
TUAPOXJIOpH/IA TIIMIMHAMUIA, COOTBETCTBEHHO.

'H-IMP (CD3OD) o m.a.: 1,1-1,15 (6H, m), 1,89 (3H, ¢), 1,97 (3H, ¢), 2,0 (3H, ¢), 2,02 (3H,
¢), 2,71 2H, 1, J=6,2 I'), 2,85-2,95 (1H, m), 3,6 (2H, ¢), 3,9-3,95 (1H, ™M), 4,1-4,15 (1H, m),
4,18 2H, 1, J=6,2 I'm), 4,3 (1H, on, J=12,4 I'n, 4,0 '), 5,05-5,15 (2H, m), 5,25-5,35 (1H, m),
5,48 (1H, m, J=8,0 I'm), 6,75-6,8 (2H, m), 7,0-7,05 (2H, m).

CpaBHuTenbHBIN TpuMep 41

3-(2.3.4.6-Terpa-O-anetun-pB-D-ragakTONUPaHO3UIOKCH)-4-{ [4-
(2-kapOOoKCUITOKCH)(heHmT |MeTHI } -5-n3omnporwi- 1 H-mupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTIMCAHHBIM B
CpaBHUTEIbHOM IipuMepe 13, ¢ UCIIOJIb30BAaHUEM
3-(2,3,4,6-Tterpa-O-auetusi-B-D-ragak TonupaHo3uIoKcH)-4-({4-
[2-(6eH3uIToKCMKapOOHMT)ITOKCH | (DeHMIT } METHIT)-S-u3onponuii- 1 H-mupa3omna BMecTo
3-(2,3,4,6-Terpa-O-auetusi-B-D-rirokonupaHo3uaokcu)-4-({4-
(2-6eH3UITOKCUKAPOOHMIT-2-METUITITPOITOKCH ) (heHMI | MeTH } -5-uzonponui- 1 H-mupa3zona.

'"H-saMP (CD3OD) 4 m.o.: 1,1-1,2 (6H, m), 1,9 (3H, ¢), 1,95 (3H, ¢), 1,99 (3H, ¢), 2,16 (3H,
©), 2,71 2H, 1, J=6,1 I'm), 2,85-2,95 (1H, m), 3,61 (2H, c), 4,05-4,2 (5H, M), 5,19 (1H, nx, J=10,4
I'y, 3,5 I'm), 5,25-5,35 (1H, m), 5,4-5,45 (1H, m), 5,46 (1H, a, J=8,1 I'm), 6,75-6,8 (2H, M), 7,0-
7,05 (2H, m).

CpaBHUTEIBHBIN IpuMep 42

3-(2.3.4.6-Terpa-O-anetui-p-D-riIroKonupaH 03uI0KcH)-4-{ [4-(2-kapOOKCUITOKCH)-
2-MeTWI(EHUIT [METHII } -5-n3onponui- 1 H-mupa3zon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalid CIOCOOOM, OTTMCAHHBIM B
CpaBHUTEIIBHOM MpuMepe 13, ¢ UCMOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uaiokcu)-4-({4-
[2-(6eH3uITOKCMKapOOHUIT)ITOKCH]-2-MeTUI(DEeHMIT } MeTH )-5-u3onponui- 1 H-mupasona
BMECTO
3-(2,3,4,6-Terpa-O-auetun-p-D-riokonupaHo3uaokcu)-4-({4-
(2-6€eH3UITOKCUKAaPOOHUIT-2-METHIIITPOTIOKCH) (heHUIT |[MeTH } -5-u3omnponui- 1 H-mupaszomna.

'"H-aMP (CD3OD) 4 m.o.: 1,1-1,15 (6H, m), 1,82 (3H, ¢), 1,96 (3H, ¢), 2,0 (3H, c¢), 2,02 (3H,
¢), 2,26 (3H, ¢), 2,7 (2H, T, J=6,2 T'm), 2,75-2,9 (1H, m), 3,53 (1H, 1, J=16,4 I'n), 3,58 (1H, 1, J=
16,4 I'm), 3,85-3,95 (1H, m), 4,08 (1H, an, J=12,4 I'n, 2,4 I'n), 4,17 (2H, T, J=6,2 I';y), 4,28 (1H,
an, J=12,4 I'u, 4,1 I'n), 5,0-5,15 (2H, m), 5,27 (1H, T, J=9,6 I'n), 5,43 (1H, 1, J=7,9 I'), 6,61
(1H, oo, J=8,5 T, 2,5 I'n), 6,71 (1H, g, J=2,5 '), 6,77 (1H, 1, J=8,5 I'm).

CpaBHUTENbHBIN TpUMep 43

4-({4-[3-KapOOKCUITPOITOKCH ) 2-Me THII( EHIUIT |METHI } - 5-M30ITPOITHII-3-
(2.3.4.6-teTpa-O-nuBanouna-f-D-rirokonupano3unokck)-1 H-nupason

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CPABHUTEIIBHOM IIpUMEpE 25, ¢ UCTTOJIb30BAHUEM
4-({4-[3-(0eH3UIOKCHKaPOOHUI ) TPOTIOKCH |-2-MeTHIT(DEHIIT } METHIT)-5-U30TTPOITHII-3-
(2,3,4,6-TteTpa-O-nuBanoun-f3-D-rooxkonupano3unokcen)- 1 H-nupaszomna BMecto
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4-[(4-0eH3UITOKCH-2-MEeTHUII(PESHIIT)METHIT |- 5-U30TTPOTTHII-3-
(2,3,4,6-TteTpa-O-nuBanoun-f3-D-raokonupano3unokcn)-1 H-nupaszomna.

'H-sIMP (CDCI,) ¢ m.a.: 1,04 (9H, ¢), 1,05-1,2 (33H, m), 2,05-2,15 (2H, m), 2,25 (3H, ¢),
2,5-2,6 (2H, m), 2,7-2,8 (1H, m), 3,52 (2H, c¢), 3,8-3,9 (1H, m), 3,95-4,0 (2H, m), 4,05-4,15 (1H,
M), 4,17 (1H, nn, J=12,4 T'u, 1,9 I'y), 5,15-5,3 (2H, m), 5,36 (1H, T, J=9,4 T'n), 5,53 (1H, 1, J=8,3
I'm), 6,57 (1H, an, J=8,4 I'n, 2,7 I'm), 6,67 (1H, 1, J=2,7 I'n), 6,81 (1H, 1, J=8,4 I'r).

CpaBHUTENBbHBIN TpuMep 44

lunpoxnopua 6eH3us-2-aMUHO-2-MEeTUANPONMOHATA

K pactBopy 2-(TpeT-0yTOKCUKapOOHUIAMUHO)-2-METUITTPONHUOHOBOM KUCIOTHI (4,06 T)
B N,N-mumetunpopmamue (40 M) nodasisiiii kapooHaT kanus (4,15 1) u 6eH3uI0poMu/I
(2,85 MJT) ¥ cMeCh TIepeMelInBaId P KOMHATHON TEMIIEPATYPE B TEUEHHUE 2 YACOB.
PeakumoHHy10 CMECH BBIJIMBAJIA B BOAY U MOJYYEHHYIO CMECh SKCTPATUPOBAIIN
3TUJIALETATOM. DKCTPAKT MPOMBIBAIIA BOJOU U HACBIIIIEHHBIM PACTBOPOM COJIM U CYLIWIH
HaJ 0e3BOAHBIM CyJib(}aToM HaTpus. PacTBopUTenb yaaIsuid Mpy MOHWKEHHOM JABJICHUU.
Ocratox (TBep/plil) 00padaThIBAIU H-TEKCAHOM U coOupau punbTpoBanueMm. Kpucrasmib
CYLLIWIU MTPY TOHWKEHHOM JABJICHUU U MOJIydaid OeH3UI-2-(TpeT-0yTOKCUKapOOHUIAMUHO)-
2-metunnponuoHar (4,44 r). K noaydyeHHOMY
OeH3UIT-2-(TPeT-0yTOKCUKAaPOOHUITAMUHO)-2-MEeTUITPOIIMOHATY (4,44 1) 10OaBIIsIN
XJIOPUCTOBOJOPOAHYIO KUCITOTY (4 MOJIB/IT pacTBOp B 1,4-nMoKcaHe, 15 MIT) u cMech
MepeMeIIMBaJIu IPY KOMHATHON TEMIIEpATYPE B T€UEHUE HOUU. PeaKIIMOHHYIO CMECh
pa30aBIIsUIA AUITUIIOBBIM 3(DUPOM U MOJTyUEHHYIO CMECh TIepeMeIIUBaIi B TeueHue 1 yaca.
HepacrBopusiieecs BeliecTBO cobupanu GpuaibTpoOBaHUEM U TPOMBIBAIM TUITUIIOBBIM
3hUpOM, U 3aTeM CYIIUIN TPU MOHWKEHHOM JIaBJICHUH, ITOIy4yasi yKa3aHHOE B 3arOJIOBKE
coequHenue (3,4 r).

'H-aMmP (I[MCO-d6) s m.a.: 1,49 (6H, ¢), 5,25 (2H, ¢), 7,3-7,45 (5H, m), 8,54 (3H, 1mmp.c).

CpaBHUTEIBHBIN IpUMep 45

3-(2.3.4.6-Terpa-O-anetui-B-D-TII0KONUPaH O3UITOKCH)-4-[ (4-{2-
[1-GeH3unoKcUKapOOHUI-1-(METHUIT)ITUIKAPOAMONII|ITOKCH } -2-MeTUI(EHUIT)METHII |-

S-nzonponwi-1H-nMpazon

K pacrBopy
3-(2,3,4,6-Terpa-O-auetuii-B-D-rirokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-metuindeHun | MeTun }-5-uzonponui- 1 H-nmupaszona (0,14 r) 8 N,N-mumetundopmamue (3
MJT) JOOABJISIIN THIPOXTIOPUI OCH3UII-2-aMUHO-2-METHIIITpOoITMoHaTa (57 mr),
I-rugpokcuben3otTpuasost (31 Mr), THAPOXIOPUT
1-3mun-3-(3-aumeTunaMuHonponwn)kapooauumuaa (60 mr) u rpustuiiaMud (0,087 M) u
CMECh TMepeMellInBalid P KOMHATHOM TeMIiepaType B TeueHue 4 yacoB. PeakiiMoHHY1O0
CMECh BBUIMBAJIA B BOJIY U IMOJIYUYEHHYIO CMECh IKCTPATUPOBAJIM ITUIIALIETATOM. DKCTPAKT
MIPOMBIBAJIM BOJIOM M HACBIIIIEHHBIM PACTBOPOM COJIM U CYIIMIIM HaJ O€3BOIHBIM CYJIb(haTOM
HaTpus. PacTBopuTens yaaisiim py NOHWXKEHHOM JIaBJIECHUM M OCTATOK OYMINAJIN
KOJIOHOUHOM XpoMaTorpaduel Ha CUIMKarese (3II0eHT: AuxjaopMeTan/Mmetanon=40/1-20/1),
MoJIy4yas yka3zaHHoe B 3arojioBke coenuHenue (0,15 r).

'H-s1MP (CDCl,) ¢ m.a.: 1,1-1,15 (6H, m), 1,56 (6H, ¢), 1,81 (3H, ¢), 1,99 (3H, ¢), 2,02 (3H,
), 2,05 (3H, ¢), 2,25 (3H, ¢), 2,6 (2H, T, J=6,1 I'n), 2,75-2,85 (1H, m), 3,5 (1H, 1, J=16,7 I'n),
3,59 (1H, n, J=16,7 I'm), 3,8-3,9 (1H, m), 4,05-4,2 (3H, m), 4,29 (1H, am, J=12,5 T'u, 4,0 I'm),
5,1-5,3 (5H, m), 5,56 (1H, 1, J=8,1 I'n), 6,53 (1H, mwmp.c), 6,57 (1H, o, J=8,5 ', 2,5 '), 6,67
(1H, m, J=2,5T), 6,8 (1H, #, J=8,5 I'n), 7,25-7,4 (5H, m).

CpaBHUTENBHBIN TpUMep 46
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3-(2.3.4,6-Terpa-O-anetna-f-D-rirokonupaHo3uaoKcu)-4-[(4-{2-[(S)-

1 -(GEH3MITOKCUKAPOOHWIT)ITUITKAPOAMOUI | 3TOKCH } -2-MeTHIIDEHMUIT)METHII |-

S-uzonponui-1H-nupazon
VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClTIOCOOOM, OTTMCAHHBIM B

CpaBHUTEJIBHOM MpuMepe 45, ¢ UCIIOIb30BaHUEM COJIM OeH3UII-(S)-2-aMMHOTIPONTMOHATA U
TI-TOJIYOJICYIb(OHOBOM KMCIOTHI BMECTO THAPOXIIOPHIA
OCH3UII-2-aMUHO-2-METUIIITPOTIMOHATA.

'"H-IMP (CD,0D) o m.a.: 1,05-1,15 (6H, m), 1,38 (3H, 1, J=7,3 '), 1,82 (3H, ¢), 1,95 (3H,
), 2,0 (3H, ¢), 2,01 (3H, ¢), 2,25 (3H, ¢), 2,6-2,7 (2H, m), 2,75-2,9 (1H, m), 3,52 (1H, 1, J=16,5
I'm), 3,58 (1H, n, J=16,5 I'n), 3,85-3,95 (1H, m), 4,07 (1H, na, J=12,2 I'u, 2,5 I'n), 4,1-4,2 (2H,
M), 4,27 (1H, nn, J=12,2 I'u, 4,2 T'n), 4,4-4,5 (1H, m), 5,0-5,2 (4H, m), 5,28 (1H, T, J=9,5 I'ny),
5,43 (1H, o, J=7,9 T'n), 6,58 (1H, nn, J=8,5 I'y, 2,2 I'n), 6,69 (1H, 1, J=2,2 I'n), 6,76 (1H, 1, J=
8,5 I'm), 7,25-7,4 (5H, m).

CpaBHTEIbHBIN IIpuMep 47

4-[(4-{3-[1-0eH3uIoKCUKapOOHUI- | -(METUIT)ITUIIKAPOAMOWI |TPOTIOKCH } -

2-MeTWI(hEHUIT)METHII |-5-U30 I POITHII-3-
(2.3.4.6-teTpa-O-nuBanouna-f-D-rirokonupano3unokck)- 1 H-nupason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTIMCAHHBIM B
CpPaBHUTEJIBHOM MIpuMepe 45, ¢ UCIIOJIb30BaHUEM
4-{[4-(3-kapOOKCUTTPOTTOKCH)-2-METHUIPEHUIT JMETHII } -5-U30MTPOTIIII-3-
(2,3,4,6-TeTpa-O-nuBanous-f-D-raokonupano3unokcen)- 1 H-nupa3zona BMecTo
3-(2,3,4,6-Terpa-O-auetui-B-D-riokonupaHo3uI0Kcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MeTuideHun | MeTu }-5-uzonponui- 1 H-nmupa3zona

'"H-aMP (CD,0D) ¢ m.a.: 1,0-1,2 (42H, m), 1,52 (6H, ¢), 1,95-2,1 (2H, M), 2,25 (3H, ¢),
2,34 (2H, 1, J=7,3 T'm), 2,7-2,85 (1H, m), 3,52 (2H, ¢), 3,8-3,95 (3H, m), 4,05-4,2 (2H, m), 5,1-
5,25 (4H, m), 5,36 (1H, 1, J=9,1 T'), 5,65 (1H, n, J=8,3 I'n), 6,05 (1H, mmp.c), 6,53 (1H, 37, J=
8,2 I'm, 2,5 I'm), 6,65 (1H, m, J=2,5 T'), 6,81 (1H, 1, J=8,2 I'y), 7,25-7,4 (5H, m).

CpaBHUTEIbHBIN TpuMep 48

3-(2.3.4.6-Terpa-O-anetui-f-D-TII0KONUPaH 03UIT0KCH)-4-[(4-{2-
[1-kapOOoKCcH-1-(METHUIT)ITUIKAPOAMOWII |3 TOKCH } -2-MeTUII)EHUIT)METHIT |-
S5-n3onponwi-1H-nmpas3on

3-(2,3,4,6-Terpa-O-auetui-f3-D-TiroKonupaH 03uI0KcH)-4-[ (4-{ 2-
[1-6eH3unokcUKapOOHUII- 1 -(METHIT)3TUIIKAPOAMOUII | 3TOKCH } -2-METHUII(DEHUIT ) METHI |-
S-uzonponui-1H-nmupazon (0,15 r) pactBopsiiii B MeTanoie (5 mut). K pactBopy no6asisiiiu
nopoirkooopasubiii 10% namtaauii Ha yriie (50 Mr) ¥ cMech IIepeMENTMBAIIM ITPU
KOMHATHOM TeMIepaType B aTMochepe Boaopoaa B TeueHre Hour. HepacTBopuBIieecs
BEIIECTBO YIS (PUIIBTPOBAHUEM M PACTBOPHUTEINb (PUIIbTPATA YA ITPH MOHWKEHHOM
JTABJICHUM, TIOJTy4dasi yKa3aHHOE B 3arojioBke coequnenue (0,13 r).

'"H-aMP (CD,0D) ¢ m.a.: 1,05-1,15 (6H, m), 1,47 (6H, ¢), 1,82 (3H, ¢), 1,96 (3H, ¢), 2,0
(3H, ¢), 2,02 (3H, ¢), 2,26 (3H, ¢), 2,6 (2H, 1, J=6,3 T'n), 2,75-2,9 (1H, m), 3,52 (1H, 1, J=16,4
I'm), 3,58 (1H, o, J=16,4 I'm), 3,85-3,95 (1H, m), 4,07 (1H, o, J=12,4 ', 2,2 T'm), 4,16 QH, T, J=
6,3 I'n), 4,27 (1H, on, J=12,4 I'n, 4,0 I'm), 5,0-5,15 (2H, m), 5,28 (1H, 1, J=9,5 '), 5,43 (1H, 7,
J=8,2 I'm), 6,61 (1H, o, J=8,5 I'n, 2,6 I'm), 6,71 (1H, n, J=2,6 T'y), 6,77 (1H, 1, J=8,5T'w).

CpaBHUTENbHBIN TpUMep 49

3-(2.3.4,6-Terpa-O-anetui-f3-D-riIroKonupaH 03ua0KCcH)-4-[(4-{2-[(S)-
1-(kapOOKCH)ITUITKAPOAMOMI ]I TOKCH } -2-MeTUADEHIUT)METHI | -5-u3onponui- 1 H-nmupazon

VYka3aHHOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
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CPAaBHUTEIIBHOM TIpUMepe 48, ¢ UCTTOJIb30BAHUEM
3-(2,3,4,6-Tterpa-O-auetui-B-D-rnrokonupaHo3unokch)-4-[(4-{ 2-[(S)-
1-(GeH3UITOKCUKAapOOHMIT)ITUIIKAPOAMOMII |3 TOKCH } -2-METHUII(DEHUIT)METHI |-
S5-uzonponui- 1 H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f3-D-rioKonupaHo3uIoKCH)-
4-[(4-{2-[1-OeH3unokcuKapOOHUI- 1 -(METHIT)ITUIKAPOAMOUI |9 TOKCH } -
2-MeTUII(peHUIT)METHIT |-5-u3onporui- 1 H-mupaszona.

'"H-IMP (CD,OD) ¢ m.a.: 1,05-1,15 (6H, m), 1,39 (3H, 1, J=7,3 '), 1,82 (3H, ¢), 1,96 (3H,
), 2,0 (3H, ¢), 2,02 (3H, ¢), 2,26 (3H, ¢), 2,6-2,7 (2H, m), 2,75-2,9 (1H, m), 3,52 (1H, 1, J=16,6
I'm), 3,58 (1H, n, J=16,6 I'n), 3,85-3,95 (1H, m), 4,07 (1H, o, J=12,4 I'ny, 2,5 I'n), 4,1-4,25 (2H,
M), 4,27 (1H, o, J=12,4 I'u, 4,0 T'n), 4,4 (1H, 8., J=7,3 I'n), 5,0-5,15 (2H, m), 5,28 (1H, T, J=
9,4 T'n), 5,43 (1H, 1, J=8,0 I'n), 6,62 (1H, nn,J=8,3 I'u, 2,7 '), 6,72 (1H, #, J=2,7 I'n), 6,77 (1H,
o, J=8,3 I'm).

CpaBHuUTeIbHBIN TpuMep 50

4-[(4-{3-[1-kapOoOKcH-1-(METHIT)ITUAKAPOAMOWMII | IIPOTIOKCH } -2-MeTHUADEHUI)METHI |-
S-uzonponui-3-(2,3.4,6-terpa-O-anerun-f-D-riaokonupaHo3unokcu)- 1 H-nupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTIMCAHHBIM B
CpaBHUTEIbHOM IIpuMepe 48, ¢ UCITOJIb30BAHUEM
4-[(4-{3-[1-Oen3unokcukapOOHUI- 1 -(METHIT)ITUIIKAPOAMOWII JITPOITOKCH } -
2-MeTunhEHUT)METHI | -5-U30MPOTHII-3-
(2,3,4,6-TeTpa-O-nuBanioun-f3-D-rarokonupano3unokcen)- 1 H-nmupaszona BMecTo
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uIokcu)-4-[(4-{ 2-
[1-6eH3unokcuKapOOHUII- 1 -(METHIT )3 TUIIKAPOAMOUII | 3TOKCH } -2-METHUII(EHUIT ) METHI |-
5-uzonponui-1H-nmupazomna.

'"H-aMP (CD3OD) 4 m.a.: 1,05-1,2 (42H, m), 1,44 (6H, ¢), 1,95-2,05 (2H, M), 2,26 (3H, ¢),
2,35 (2H, 1, J=7,4 T'n), 2,75-2,85 (1H, m), 3,5-3,6 (2H, m), 3,9-4,0 (3H, m), 4,09 (1H, nn, J=12,4
I'u, 1,8 I'n), 4,17 (1H, an, J=12,4 'y, 4,2 I'n), 5,05-5,2 (2H, m), 5,39 (1H, T, J=9,5 I'n), 5,58 (1H,
1, J=7,9 I'n), 6,58 (1H, na, J=8,4 I'ny, 2,6 I'n), 6,7 (1H, 1, J=2,6 '), 6,8 (1H, 1, J=8,4 I'n).

CpaBHUTEIbHBIN TIpuMep 51

3-(2.3.4,6-Terpa-O-anetna-f3-D-ragrakTonMpaHO3UIOKCH)-4-[(4-{4-
[1-kapOoxcu-1-(MeTrum)ITUIKapOaMon |0y Tun } heHna)MeTnn|-5-u3omponui- 1 H-nmupazon

Cwmech 3-(2,3,4,6-TeTpa-O-anetusi-B-D-ragak TonupaHo3uIoKCH )-4-[ (4-noadeHUIT ) MeTHI |-
S-uzonponui-1H-nupazona (0,43 r), 4-NEeHTUHOBOU KUCIOTHI (94 Mr),
terpakuc(rpudenundochun)mamianus (0) (37 mr), noauaa kamus (1)(12 mMr) u
tpusTHiiamuHa (0,45 M) B TeTparuapodypane (5 Mi1) nepeMenimBaiy pyd KOMHATHOM
TeMIlepaType B aTMocdepe aproHa B TeueHUe Houu. PeaknmoHHy1o cMech BbIMBaM B 0,5
MOJIb/JT XJIOPUCTO-BOAOPOTHON KUCIIOTHI U IMOJIYYEHHYIO CMECh IKCTPArUPOBAIIU
ATUJIALIETATOM. DKCTPAKT MPOMBIBAJIA BOIOM U HACBIIIIEHHBIM PACTBOPOM COJIM U CYIIWIIU
HajJ 0€3BOAHBIM CyJIb(aTOM HAaTpHs. PacTBOpUTENh yIansivM Ipy MOHMKEHHOM JIaBJICHUU U
OCTAaTOK OYMINAIN KOJIOHOYHOM XpomaTorpadueil Ha cuiaukaresie (3II0eHT:
H-TeKCaH/3TuianeraT=1/2-3Tuianerar), nojaydas
3-(2,3,4,6-Tterpa-O-auetuin-p-D-ranakTonupaHo3uinoKkcH)-4-({4-

(4-xapOoxcuOyT- 1-unmm)penunmernn }-5-uzonpormui- 1 H-nmupazon (0,37 r). [ToayueHHoe
BeriecTBo pactBopsiid B N,N-mumetuiihopmamuze (6 mi). K pactBopy modaBiisiiii
TUIPOXJIOPUT OEH3UIT-2-aMUHO-2-MeTuinponuonata (0,15 ), 1-ruapoxcubeH3oTpuason (86
MT), TUApOXJIOpU 1-3Tui-3-(3-auMeTmnaMuHonponwi)kapooauumuaa (0,22 ) u
TpusdTHiIaMuH (0,32 MJT) ¥ CMECh TIEPEMEIIMBAIIM IIPU KOMHATHOM TEMIIEPATYPE B TCUCHUE
HOYM. PeakiMOHHYI0 cMech BbUIMBAJIM B (0,5 MOJIB/IT XJIOPUCTOBOAOPOTHON KUCIOTHI U
MOJIyYEHHYIO CMECh IKCTPArupoBalid 3TUIALETATOM. DKCTPAKT MOCIIe0BATEIbHO
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MPOMBIBAJIM BOJION, HACKIIIIEHHBIM BOJHBIM PACTBOPOM OMKapOOHATa HATPUS U
HACBIIIIEHHBIM PACTBOPOM COJIM U CYIIMJIN HaJl OE3BOIHBIM CYJIb(aTOM HATPHS.
PactBopuTenp yaansav npu NOHWKEHHOM JIABJICHUU U OCTATOK OYMINAJIA KOJIOHOYHOM
xpomaTtorpadueli Ha CUIMKarese (3TI0eHT: quxjaopMeTan/metanon=20/1), moayuas
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uiokcH)-4-[ (4-{4-
[1-6GeH3unokcuKkapOOHUI- 1 -(METHIT )3 TUIIKApOaMOunI |0y T- 1 -uHNIT } PpeHUIT)METHIT |-
S-uzonponui-1H-mupazon (0,36 r). D10 BemecTBo pacTBopsiiv B MetaHose (5 mi). K
pacTBOpy A00aBIsIM TopoinKkoobpa3ubiit 10% namnaauii Ha yrie (50 Mr) u cMech
TepeMelIrMBajIi Ipu KOMHATHON TeMIlepaType B aTMocepe Bogopoaa B TEUCHUE 2 YaCOB.
HepacTBopuBiieecs: BelecTBO yaaIsuIM GUIBTPOBAHUEM U PACTBOPUTEIDL (PUIIbTpaTa
yAQJISUIM TPY MOHWKEHHOM JABJIEHUU C MMOJIyYeHUEM YKa3aHHOTO B 3ar0JIOBKE
coemuHenus (0,31 r).

'H-aMP (CD,OD) & m.a.: 1,1-1,2 (6H, m), 1,44 (6H, ¢), 1,55-1,65 (4H, m), 1,88 (3H, ¢),
1,95 (3H, ¢), 1,99 (3H, ¢), 2,1-2,2 (5H, m), 2,5-2,6 (2H, m), 2,85-3,0 (1H, m), 3,55-3,7 (2H, m),
4,05-4,2 (3H, m), 5,19 (1H, nx, J=10,4 I'y, 3,5 I'n), 5,25-5,35 (1H, m), 5,4-5,45 (1H, m), 5,46
(1H, m, J=8,1 I'n), 7,0-7,1 (4H, m).

CpaBHUTEIBHBIN IpuMep 78

4-[(4-{2-[1-kapbamMou-1-(MeTUII)3TUIKAPOAMOUI | 3TOKCH } -2-MeTUII(HEHUIT)METUIT |-
3-(B-D-ratoxonupaHo3uaoKcu)-5-uzonponui- 1 H-nupason

K pactBopy
3-(2,3,4,6-Terpa-O-auetusi-B-D-rirokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-metundeHun|meTun }-5-uzonponui- 1 H-mupaszona (0,2 r) B N,N-mumetundopmamue (3
MJT) JOOABJISIN 2-aMUHO-2-METUIIIPOTTHOHAMUS (47 Mr), 1-ruapokcudber3oTpurason (50 mr),
rugpoxyiopun 1-3tui-3-(3-auMeTmiiaMuHonponuin)kapooauumuaa (118 mr) u
TpusdTHiIamMuHa (0,13 Mi1) U cMeCh NEPEMEIIMBAIIM ITPU KOMHATHOW TEMITEpAType B TCUEHUE
HOYM. PeakllMOHHYIO CMeCh BBIJIMBAJIM B BOAY U MOJYYEHHYIO CMECh IKCTPArupoOBaIU
3TUJIAETATOM. DKCTPAKT IMIPOMBIBAJIM BOJIOM U HACBIIIIECHHBIM PACTBOPOM COJIM U CYIIWIIUA
HaJ 0e3BOAHBIM CyNIb(aTOM HATpHs. PacTBOpUTENh yaaisIv Mpy MOHMKEHHOM JIaBJICHUU U
OCTAaTOK OYMINAJIM KOJIOHOYHOM XpoMmaTorpadueil Ha cuiaukaresie (3II0CeHT:
nuxyiopmeTran/meranon=20/1-10/1), monydas
3-(2,3,4,6-Tterpa-O-auetui-pB-D-rnokonupaHo3unokch)-4-[ (4-{ 2-

[1-kapOamMouII- 1 -(METHIT)ITUITKA POAMOUII | 3TOKCH } -2-METHII(DSHUIT ) METHIT |-
S-uzonponui- 1 H-nupazon (1,12 r). D10 BemecTBo pacTBopsuiv B MeTaHode (3 mi). K
pacTBOPY A00ABIISIIM METOKCUA HATpHs (28% MeTaHONIBHBIN pacTBOp, 0,06 MJI) U CMeCh
repeMelIrMBajIy pu KOMHATHON TeMIiepaType B TeueHue 1 yaca. K peakumoHHoO#M cMecu
JI00ABIISIA YKCYCHYIO KUCITOTY (0,1 MIT) U MOJIy4eHHYIO CMECh KOHIIEHTPUPOBAJIU ITPU
MTOHWKEHHOM JaBiieHnd. OCTaToOK OYMIavd TBepaoda3Ho sKcTpaknuers Ha ODS
(TPOMBIBOYHBIN PACTBOPUTENTD: TUCTUIUIMPOBAHHAS BOJA, SJIFOEHT: METAHOJT) U TTOJTy4asIu
YKa3aHHOE B 3arojioBKe coeuHeHue (80 mr).

'H-AMP (CD,0D) 5 m.a.: 1,05-1,15 (6H, m), 1,47 (6H, ¢), 2,29 (3H, ¢), 2,62 (2H, T, J=6,1
I'm), 2,75-2,85 (1H, m), 3,25-3,4 (4H, m), 3,6-3,75 (3H, m), 3,81 (1H, 1, J=11,9 I'n), 4,18 2H, T,
J=6,1I'n), 4,95-5,05 (1H, m), 6,63 (1H, nx, J=8,4 I'u, 2,4 I'n), 6,72 (1H, 1, J=2,4 I'n), 6,86 (1H,
o, J=8,4 I'm).

CpaBHUTEIBHBIN IpuMep 79

4-[(4-{2-[1-kapOamoni-1-(METHIT)ITUIKAPOAMOMI ]ITOKCH } PeHUIT)METHII]-
3-(B-D-riiroxonupaHo3uiI0KcH)-5-u3onponui-1 H-nupazon

VYka3aHHoOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CpPaBHUTEIIBHOM MpuMepe 78, ¢ UCIIOJIb30BaHUEM
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3-(2,3,4,6-Terpa-O-nuBanous-f3-D-rioKonupaH 03uI0Kcu)-4-{ [4-
(2-xapOoKCcUTTPOITOKCH)(heHUIT [MeTHI } -5-u3omnporui- | H-mupa3osna BMecTo
3-(2,3,4,6-Terpa-O-auetuii-B-D-rirokonupaHo3uI0Kcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MeTuideHu | MeTu }-5-uzomnponui- 1 H-mupaszona

'"H-s1MP (CD,OD) 4 m.o.: 1,5-1,15 (6H, m), 1,47 (6H, ¢), 2,63 (2H, 1, J=6,2 I'n), 2,85-2,95
(1H, m), 3,3-3,4 (4H, m), 3,6-3,75 (3H, m), 3,8-3,85 (1H, m), 4,19 (2H, T, J=6,2 I'ny), 5,05-5,1
(1H, m), 6,8-6,85 (2H, m), 7,1-7,15 (2H, m).

ITpumep 80

3-(f-D-riroxonupaH03uIoKcH)-4-[(4-{2-
[2-runpokcu-1,1-au(MeTHIT)3TUIKapOAMOMIT|3TOKCH } (DEeHUIT)METHIT |-
S-uzonponui-1H-nupazon

VYka3aHHoOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CpaBHUTEIIBHOM TTpUMeEpe 78, C UCTTOIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uiokcu)-4-{ [4-
(2-xapboxcunpornokcu)deHun|merun } -5-uzonponui- | H-nupazona u
2-aMUHO-2-METUJI- | -TponaHoiia BMECTO
3-(2,3,4,6-Terpa-O-auetuii-B-D-rirokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH)-
2-metundeHu|MeTun }-5-u3onponui- 1 H-nupaszona u 2-aMUHO-2-MeTUIITPONTMOHAMMU/IA,
COOTBETCTBEHHO.

'"H-IMP (CD,0OD) ¢ m.a.: 1,1-1,15 (6H, m), 1,27 (6H, ¢), 2,59 (2H, T, J=6,2 I'n), 2,85-2,95
(1H, m), 3,3-3,4 (4H, m), 3,57 (2H, ¢), 3,6-3,85 (4H, m), 4,16 (2H, T, J=6,2 I'n), 5,05-5,1 (1H,
M), 6,75-6,85 (2H, m), 7,05-7,15 (2H, m).

CpaBHUTEIBHBIN TTpUMeEp 52

1-(2-aMHUHO-2-METUATTPONNOHU )-4-METUIITUNEPA3ZUH

K pactBopy 2-0eH3unokcukapOOHUIAMUHO-2-METUITTPOTTMOHOBOM KUCIOTHI (2,37 T) B
terparuapodypane (20 mir) nodasisiu 1,1'-kapoonunouc-1H-umumazon (1,78 r) u cMech
NepeMelIrMBalIy Ipu KOMHATHOM TeMiiepaType B TeueHue 1 yaca. K peakunoHHo# cMecu
nobasisuu 1-metunnunepasuH (2,0 M) U cMech nepeMeruBaiy npu 40°C B TeueHue B
teueHue 3,5 qHel. K peakuyoHHON cMecH T00aBIIsIA METAHOJT U TTOJIyYEHHYIO CMECh
KOHIICHTPUPOBAJIM MIPU MOHWKEHHOM J1aBJIeHUU. OCTaTOK OYHIIAJIA KOJTOHOYHOM
xpomaTtorpadueli Ha CUIMKarese (3TI0eHT: quxjaopMeTan/mMetanon=20/1), moayuas
1-(2-6eH3uIToKCUKapOOHUITAMUHO-2-METUITPOTTUOHUI )-4-MeTunmnunepasut (1,99 ). 9to
BeIecTBO pacTBOpsiiv B MmeTaHosie (10 mir). K pactBopy mobaBnsim mopoimkooOpassseiii 10%

nasjaauid Ha yrie (0,4 T) U cMech NepeMENMBAIM TPY KOMHATHON TEMITEpAaType B
aTMocdepe Bojopoaa B TeueHue 3 yacoB. HepacTBopuBIIeecs BEIECTBO yIaISITN
(UITBTPOBAHNEM U PACTBOPUTENH (DUITBTPATA yIAIISUIA ITPY TTOHMKSCHHOM JaBIICHUH C
MMOJIyYEHUEM YKA3aHHOT'O B 3aroJjioBKke coeauHenus (1,14 r).

'H-AMP (CD,OD) ¢ m.a.: 1,39 (6H, ¢), 2,3 (3H, ¢), 2,44 (4H, T, J=5,1 T'w), 3,77 (4H,
LINUD.C).

CpasuurenbHbiit [Tpumep 53

2-(2-aMHUHO-2-METUIITPONUOHUIAMHUHO )3ITAHOJI

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHUE TTOIyYalid ClIOCOOOM, ONMMCAHHBIM B
CPaBHUTEIIBHOM MPUMEPE 52, C UCMIOIBb30BAHUEM 2-aMUHOITAHOJIA BMECTO
I-MeTunnunepasvHa.

'H-aMP (CD,OD) ¢ m.a.: 1,31 (6H, ¢), 3,25-3,35 (2H, m), 3,6 (2H, T, J=5,8 I'y).

ITpumep 81
3-(3-D-raroxonupaHo3uiIoKeu)-S-uzonponuia-4-{ [(4-(2-{1-
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[(4-MeTunnunepasut-1-ui)kapooHum]-
1-(MeTua)3TunKapOamMown }3Tokcu)enni Merni } - 1 H-mupason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 78, ¢
WCITOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetusi-B-D-rirokonupaHo3uiokcu)-4-{ [4-
(2-xapbokcuITOKCH)heHMT |MeTu }-5-u3onponui- 1 H-nmupazona u
1-(2-aMHUHO-2-METUITTPONUOHU )-4-METUIITTATIEPA3UHA BMECTO
3-(2,3,4,6-Terpa-O-auetuin-p-D-riokonupaHo3unokcu)-4-{ [4-(2-kapOOKCUITOKCH)-
2-metundeHu|MeTun }-5-u3onponui- 1 H-nupazona u 2-aMUHO-2-MeTUIITPONTMOHAMU/IA,
COOTBETCTBEHHO.

'"H-saMP (CD,OD) 4 m.a.: 1,05-1,2 (6H, m), 1,45 (6H, ¢), 2,2 (3H, ¢), 2,3-2,5 (4H, m), 2,6
(2H, 1, J=5,7 '), 2,85-2,95 (1H, m), 3,3-3,4 (4H, m), 3,6-3,9 (8H, m), 4,18 (2H, T, J=5,7 I'n),
5,05-5,1 (1H, m), 6,75-6,85 (2H, m), 7,1-7,15 (2H, m).

ITpumep 82

3-(B-D-ranakTonupaHo3WIOKCH)-5-u3omponun-4-{ [4-(2-{1-
[(4-MeTnnnunepas3uH-1-wi)kapOooHuI -
1-(MeTum)3TUIKapOaMonn } 3Tokcn)dhenun | metnn } - 1 H-mpazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 78, ¢
KCITOJIb30BAHUEM
3-(2,3,4,6-Tterpa-O-auetui-B-D-ragak TonupaHo3uIoKcH)-4-{ [4-
(2-xapbokcuITOKCH)heHMT |MeTu }-5-uzonponui- 1 H-nupazona u
1-(2-aMHUHO-2-METUITTPONUOHU )-4-METUIITTATIEPA3UHA BMECTO
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uIoKcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MeTWI(PESHWUIT |METHII }-5-u3onponuii- | H-upasona v 2-aMUHO-2-METHIIITPOINTMOHAMU/IA,
COOTBETCTBEHHO.

'"H-IMP (CD,0OD) 6 m.a.: 1,05-1,2 (6H, m), 1,45 (6H, ¢), 2,17 (3H, ¢), 2,35 (4H, mup.c),
2,6 2H, 1, J=5,6 T'n), 2,85-2,95 (1H, m), 3,52 (1H, axa, J=9,7 I'y, 3,2 I'n), 3,55-3,9 (11H, m),
4,18 2H, T, J=5,6 T'm), 5,08 (1H, a, J=7,6 I'n), 6,75-6,85 (2H, m), 7,05-7,2 (2H, m).

IIpumep 83

3-(3-D-raroxonupaHo3unokcu)-4-[(4-{2-[1-(2-ruipoKCUITUIKApOAMOUII)-
1-(MeTum)3TUIKapOaMOnI |3TOKCH } heHmm)MeTra ]-S-u3onponui- 1 H-nmupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IipuMepe 78, ¢
KCIIOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetun-p-D-riokonupaHo3unokcu)-4-{ [4-
(2-xapOOKCUITOKCH)PEHMIT |METHII }-5-u3omponi- 1 H-upazona u
2-(2-aMUHO-2-METUJITTPONMUOHUIIAMHHO )3TAHOJIA BMECTO
3-(2,3,4,6-Terpa-O-auetun-f-D-riokonupaHo3unokcu)-4-{ [4-(2-kapOOKCUITOKCH)-
2-meTtundeHu|MeTun }-5-u3onponui- 1 H-nupasna u 2-aMUHO-2-MeTUIITPONTMOHAMU/IA,
COOTBETCTBEHHO.

'"H-aMP (CD,0D) ¢ m.a.: 1,1-1,15 (6H, m), 1,45 (6H, ¢), 2,63 (2H, 1, J=6,2 I'ny), 2,85-2,95
(1H, m), 3,24 (2H, T, J=5,9 I'n), 3,3-3,4 (4H, m), 3,51 (2H, 1, J=5,9 I'), 3,6-3,85 (4H, m), 4,19
(2H, 1, J=6,2 I'), 5,05-5,1 (1H, ™), 6,8-6,85 (2H, m), 7,1-7,15 (2H, m).

IIpumep 84

3-(B-D-riaroxonupaHo3unokcn)-4-[(4-{2-[(S)-
2-TUAPOKCH- | -(METUIT)ITUIKAPOAMOUI |ITOKCH } heHUIT)MeTH | -S-u3onponui- 1 H-nupason

VYkazaHHoOe B 3ar0JIOBKE COE€IMHEHME TTOJTydalld CIOCOOOM, OITMCAHHBIM B IipuMepe 78, ¢
HCITOJTb30BAaHUEM
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3-(2,3,4,6-Terpa-O-auetun-p-D-rinokonupaHo3uaokcu)-4-{ [4-
(2-xapOOKCUITOKCH)(PeHMIT |METHII }-5-u3omponi- 1 H-upazona u

(S)-2-amuHo- 1-nmponaHosna BMecTo 3-(2,3,4,6-teTpa-O-auetus-f3-D-rioKonupaH03uI0KCcH )-4-
{[4-(2-kapOOKCUAITOKCH )-2-MeTUIDEeHUIT |]MeTHI } -5-u3onponui- 1 H-mupazomna u
2-aMHUHO-2-METHUIIITPOIMMOHAMM/IA, COOTBETCTBEHHO.

'"H-saMP (CD,OD) ¢ m.a.: 1,1-1,15 (9H, m), 2,55-2,65 (2H, m), 2,85-2,95 (1H, m), 3,3-3,4
(4H, m), 3,44 (1H, nn, J=10,9 I'u, 5,7 I'), 3,4 9 (1H, ax, J=10,9 I'y, 5,6 I'), 3,6-3,75 (3H, m),
3,8-3,85 (1H, m), 3,9-4,0 (1H, m), 4,15-4,25 (2H, m), 5,0-5,1 (1H, m), 6,75-6,85 (2H, M), 7,05-
7,15 (2H, m).

ITpumep 85

3-(3-D-raroxonupaHo3uiaoKcu)-S-uzonponui-4-{ [4-(2-{1-

[(4-MeTunnunepasuH- 1-uia)kapOoHMI]-1-(MEeTUI)3 TUIKAPOAMOWIL } STOKCH)-

2-metundenun|merun }-1H-nupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IipuMepe 78, ¢
HCIIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetusi-B-D-riroKkonupaHo03uIokcu)-4-[(4-{ 2-
[1-xkapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT)METHIT |-

S5-uzonponuii-1 H-nmupazona u 1-metunnunepasuHa BMECTO
3-(2,3,4,6-Terpa-O-auetusi-B-D-riokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-metundeHu|MeTun }-5-u3onponui- 1 H-nupazona u 2-aMUHO-2-MeTUIITPONTMOHAMU/IA,
COOTBETCTBEHHO.

'"H-saMP (CD3OD) ¢ m.a.: 1,1-1,15 (6H, m), 1,45 (6H, ¢), 2,18 (3H, ¢), 2,29 (3H, ¢), 2,36
(4H, mmp.c), 2,6 2H, T, J=5,7 '), 2,75-2,85 (1H, m), 3,25-3,4 (4H, m), 3,55-3,75 (7TH, m), 3,82
(1H, o, J=11,8 T'm), 4,17 (2H, T, J=5,7 '), 5,0-5,15 (1H, m), 6,63 (1H, ax, J=8,4 I'y, 2,5 I'ny),
6,71 (1H, o, J=2,5 I'), 6,87 (1H, 1, J=8,4 I'm).

ITpumep 86

3-(f-D-riroxonupaH03uIoKcH)-4-[(4-{2-
[2-Tuapokcu-1,1-6Mc(THaPOKCUMETHI )3 TUIIKAPOAMOWI |9TOKCH } -2-MeTHII(PEHUI ) METHII |-

S-nzonponwi-1H-nMpazon

VYka3zaHHOE B 3ar0JI0BKE COEAMHEHHE MTOIyYalli ClIOCOOOM, OMUCAHHBIM B IpuMepe 78, ¢
MCIOJIb30BaHUEM TPUC(TUAPOKCUMETHII)AMUHOMETAHA BMECTO
2-aMUHO-2-METUIIITPOIIMOHAMMUIA.

'"H-aMP (CD,OD) ¢ m.m.: 1,05-1,15 (6H, m), 2,29 (3H, ¢), 2,68 (2H, T, J=6,1 I'n), 2,75-
2,85 (1H, m), 3,25-3,4 (4H, m), 3,6-3,75 (9H, m), 3,81 (1H, 1, J=12,0 I'n), 4,18 (2H, T, J=6,1
I'm), 5,0-5,05 (1H, m), 6,65 (1H, nn, J=8,4 I'y, 2,3 I'n), 6,74 (1H, a, J=2,3 I'n), 6,86 (1H, 1, J=8,4
I'm).

Ipumep 87

3-(f-D-riroxonupaH03uIoKcH)-4-[ (4-{2-

[2-ruapoxcu-1,1-1u(MEeTHIT)3 TUIKaPOAMOUI |3 TOKCH } -2-Me THIIDEHUIT )METHII |-
S-nzonpnui- 1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEIMHEHHE MTOIYYalli ClIOCOOOM, ONMUCAHHBIM B IpuMepe 78, ¢
WCITOJIb30BAHUEM 2-AaMUHO-2-METHUJI- | -ITpONaHojIa BMECTO 2-aMUHO-2-METUIIITPOIIMOHAMUIA.

'"H-aMP (CD,OD) ¢ m.m.: 1,05-1,2 (6H, m), 1,27 (6H, ¢), 2,29 (3H,c), 2,58 (2H, T, J=6,2
I'w), 2,75-2,85 (1H, m), 3,2-3,4 (4H, m), 3,57 (2H, ¢), 3,6-3,75 (3H, m), 3,82 (1H, 1, J=11,9 I'n),
4,16 (2H, T, J=6,2 I'n), 4,95-5,05 (1H, m), 6,62 (1H, o, J=8,4 I'y, 2,00 I'y), 6,72 (1H, 1, J=2,0
I'm), 6,86 (1H, 1, J=8,4 I'n).

ITpumep 88
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3-(B-D-riroKonmpaHo3uIoKkcn)-4-[(4-{2-

[2-ruapoKCcH- 1 -THAPOKCUMETHII- | -(METHIT)ITUITKAPOAMOUI | 3TOKCH } -2-MeTHII(DEHUT ) METHII |-

S-uzonponui-1H-nupazon
VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClTIOCOOOM, OTTMCAHHBIM B

CPaBHUTEJIBHOM IIpUMepe 78, ¢ UCTIOJIb30BAHUEM 2-aMUHO-2-METHII- 1,3-IIponananona
BMECTO 2-aMUHO-2-METUIITPOITMOHAMUA.

'H-aMmP (CD,OD) ¢ m.a.: 1,1-1,15 (6H, m), 1,25 (3H, ¢), 2,29 (3H, ¢), 2,63 (2H, T, J=6,2
I'm), 2,75-2,85 (1H, m), 3,25-3,4 (4H, m), 3,6-3,7 (TH, m), 3,81 (1H, 1, J=11,8 'u), 4,17 (2H, T,
J=6,2 I'n), 5,0-5,05 (1H, m), 6,63 (1H, ox, J=8,4 I'u, 2,4 I'y), 6,73 (1H, 1, J=2,4 I'n), 6,86 (1H,
o, J=8.,4 T'm).

ITpumep 89

3-(B-D-riroKonupaHo3uinokcu)-4-[(4-{2-[1-{[4-

(2-TUIPOKCUATUIT)TUIIEPA3UH- | -WJTJKapOOHMI } - 1-(METHUI)ITUIIKAPOAMOUIT | ITOKCH } -
2-MetundeHuI)MeTrI|-5-uzonponui- 1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEMHEHUE TTOTy4Yalld ClIOCOOOM, OMUCAHHBIM B IpuMepe 78, ¢
UCIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-fB-D-rioKonupaHo3uIoKkcu)-4-[(4-{ 2-
[1-xkapOoKcH-1-(METHIT)ITUIIKApOAMOMIT)ITOKCH } -2-MeTHII(PEHUIT)METHIT |-
S-uzonponui- 1 H-nupazona u 1-(2-ruIpOKCUITUI ) TUTIEPA3UHA BMECTO
3-(2,3,4,6-Terpa-O-auetusi-B-D-rirokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MeTtundeHu|MeTun }-5-u3onponui- 1 H-nupaszona u 2-aMUHO-2-MeTUIITPONTMOHAMU/IA,
COOTBETCTBEHHO.

'"H-aMP (CD,0D) ¢ m.m.: 1,05-1,2 (6H, m), 1,45 (6H, ¢), 2,3 (3H, ¢), 2,35-2,55 (6H, m),
2,6 2H, 1,J=5,7 '), 2,75-2,9 (1H, m), 3,25-3,4 (4H, m), 3,57 (2H, 1, J=5,8 I'n), 3,6-3,8 (7H,
M), 3,82 (1H, n, J=11,9 I'n), 4,17 (2H, 1, J=5,7 '), 5,0-5,05 (1H, m), 6,63 (1H, nn, J=8,4 I'u, 2.4
I'm), 6,71 (1H, 1, J=2,4 T'n), 6,87 (1H, 1, J=8,4 T'm).

ITpumep 90

3-(3-D-raroxonupaHo3unokcu)-4-[(4-{2-[1-(2-ruApOoKCUITUIKAPOAMOWIT)-
1-(METHIT)ITUIKAPOAMOWI |3TOKCH } -2-MeTUIGeHUT)MeTuI]-5-n3onponui- | H-nupaszon

VYka3zaHHOE B 3ar0JI0BKE COEAMHEHHE MTOIyYalli ClIOCOOOM, OMUCAHHBIM B IpuMepe 78, ¢
UCIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-f-D-riroKonupaHo3uIoKcu)-4-[(4-{ 2-
[1-xkapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT) METHIT |-

S-uzonponui-1 H-nmupasona u 2-aMMHO3TaHOJIa BMECTO
3-(2,3,4,6-Terpa-O-auetuin-f-D-riokonupaHo3unokcu)-4-{ [4-(2-kapOOKCUITOKCH)-
2-MeTWI(PESHWUIT |METHII }-5-u3onponuii- 1 H-mupasona u 2-aMUHO-2-METHIIITPOINTMOHAMU/IA,
COOTBETCTBEHHO.

'"H-IMP (CD,OD) ¢ m.m.: 1,05-1,15 (6H, m), 1,45 (6H, ¢), 2,29 (3H, ¢), 2,63 (2H, T, J=6,2
I'w), 2,75-2,85 (1H, m), 3,24 (2H, T, J=5,9 I'n), 3,3-3,4 (4H, m), 3,51 (2H, 1, J=5,9 I'n), 3,6-3,7
(3H, m), 3,82 (1H, 1, J=12,0 I'n), 4,18 (2H, T, J=6,2 I'n), 5,0-5,05 (1H, m), 6,64 (1H, nx, J=8,4
Iy, 2,4 I'n), 6,74 (1H, 1, J=2,4 I'n), 6,86 (1H, 1, J=8,4 I'n).

IMpumep 91

3-(B-D-rmoxonupaHo3unokcn)-4-[(4-{2-[1-(3-ruipokcunponuakapoaMoun)-
1-(METHIT)ITUIKAPOAMOWI |3TOKCH } -2-MeTUIGeHUT)MeTuI]-5-u3onponui- | H-nupaszon

VYka3zaHHOE B 3ar0JI0BKE COEAMHEHHE MTOIyYalli ClIOCOOOM, OMUCAHHBIM B IpuMepe 78, ¢
UCII0JIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetun-f-D-riuokonupaHo3unokcu)-4-[(4-{2-
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[1-kapOoKcH-1-(METHIT)ITUITKAPOAMOUIT)3TOKCH }-2-MEeTHII(PEHUIT ) METHIT |-
S-uzonponui-1 H-nmupazona u 2-aMuHoO- 1 -mponanosia BMECTO
3-(2,3,4,6-Terpa-O-auetuii-B-D-rirokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH)-
2-MetundeHu|MeTun }-5-u3onponui- 1 H-nupaszona u 2-aMUHO-2-MeTUIITPONUOHAMMU/IA,
COOTBETCTBEHHO.

'H-aMP (CD,OD) & m.a.: 1,05-1,15 (6H, m), 1,45 (6H, ¢), 1,55-1,65 (2H, m), 2,29 (3H, ¢),
2,62 (2H, T, J=6,1 T'n), 2,75-2,85 (1H, m), 3,2 (2H, T, J=6,6 I'n), 3,25-3,4 (4H, m), 3,51 2H, 1, J=
6,2 I'n), 3,6-3,7 (3H, m), 3,82 (1H, 1, J=12,0 I'n), 4,18 (2H, 1, J=6,1 '), 5,0-5,15 (1H, m), 6,64
(1H, nn, J=8,4 I'y, 2,3 I'n), 6,73 (1H, a, J=2,3 T'n), 6,87 (1H, 1, J=8,4 T'n).

Ipumep 92

4-[(4-{2-[(S)-1-(kapOaMONIT)ITUIKAPOAMOUI |3 TOKCH } -2-MeTHUII(DEHUT)METHII |-
3-(B-D-riroxonupaHo3uiI0KcH)-5-u3onponui-1 H-nmupazon

VYka3zaHHOE B 3ar0JI0BKE COEAMHEHHE TOIyYalld CIIOCOOOM, OIMMCAHHBIM B IpuMepe 78, ¢
UCIIOJIb30BaHUEM THIPOXJIOpUaa L-alaHMHAMKIa BMECTO 2-aMHUHO-2-METHUIIITPOITHOHAMHM/IA.
'H-gMmP (CD3OD) 8 m.u.: 1,1-1,15 (6H, m), 1,36 (3H, 1, J=7,2 T'n), 2,29 (3H, c), 2,6-2,85

(3H, m), 3,3-3,4 (4H, m), 3,6-3,7 (3H, m), 3,81 (1H, g, J=12,1 I'm), 4,15-4,25 (2H, m), 4,36 (1H,
KB., J=7,2 I'n), 5,0-5,05 (1H, m), 6,62 (1H, mx, J=8,4 'y, 2,5 I'n), 6,72 (1H, 1, J=2,5 '), 6,86

(1H, 1, J=8,4 T').
ITpumep 93
3-(B-D-riroxonupaHo3uinoKcH)-4-[4-{2-[(S)-1-
(2-rUaPOKCUI TIIIKAPOAMOWMI)3TUIKAPOAMOWI|9TOKCH } -2-MeTUI(DEHUIT ) METHII |-

5-n3zonponui-1 H-mmpason

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IipuMepe 78, ¢
UCII0JIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-p-D-rnrokonupaHo3unokcn)-4-[(4-{ 2-[(S)-
1-(kapOOKCH)ITHIIKAPOAMOUII |3TOKCH } -2-MeTueHrmT)MeTu |-5-uzonponui- 1 H-nmupazomna
1 2-aMUHOA3TAHOJIa BMECTO
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MeTWI(PESHWUIT |METHII }-5-u3onponuii- | H-upasona u 2-aMUHO-2-METHIIITPONTMOHAMU/IA,
COOTBETCTBEHHO.

'H-aMP (CD,0D) ¢ m.a.: 1,05-1,15 (6H, m), 1,34 (3H, 1, J=7,2 T'n), 2,29 (3H, ¢), 2,67 (2H,
T, J=6,1 I'm), 2,75-2,85 (1H, m), 3,2-3,4 (6H, m), 3,55 (2H, T, J=5,8 I'n), 3,6-3,7 (3H, m), 3,82
(1H, n, J=12,0 I'n), 4,19 (2H, 1, J=6,1 '), 4,3 5 (1H, kB., J=7,2 '), 4,95-5,05 (1H, m)f 6,63
(1H, oo, J=8,4 IT'u, 2,3 I'n), 6,73 (1H, g, J=2,3 I'n), 6,86 (1H, 1, J=8.,4 I'm).

Ipumep 94

4-[(4-{2-[(S)-1-xapOaMouI-2-TUAPOKCUITUIKAPOAMOMII |3 TOKCH } -2-METHUII(DEHUT ) METHI |-
3-(B-D-ratoxonupaHo3uaoKcu)-S-u3onponui- 1 H-nupason

VYka3aHHOE B 3ar0JI0BKE COSMHEHHE TMOTyYaad CliocoO0M, ONMCAHHBIM B TipuMepe 78, ¢
UCIIOJIB30BAaHUEM THApOXIopuaa L-cepuHaMuia BMECTO 2-aMHHO-2-METHITPOITMOHAMUIA.

'"H-aMP (CD,OD) ¢ m.x.: 1,05-1,2 (6H, m), 2,29 (3H, ¢), 2,65-2,9 (3H, m), 3,25-3,4 (4H,
M), 3,55-3,9 (6H, m), 4,21 (2H, T, J=6,0 ), 4,4-4,5 (1H, m), 4,95-5,05 (1H, m), 6,64 (1H, 11, J=
8,3 'y, 2,2 I'm), 6,73 (1H, 1, J=2,2 T'), 6,86 (1H, m, J=8,3 I'm).

IMpumep 95

3-(B-D-TIr0KONMpaHO3UI0KCH )-4-[(4-{2-
[2-rrnpoxcH- 1 -(TUAPOKCUMETHIT)ITUIIKAPOAMOWII |9 TOKCH } -2-MeTUII(EHMIT ) METHII |-

5-n3onponui-1 H-mmpason

ShﬁBaHHOCBZMIOHOBKCCOCHHHCHHGHOquaHHCHOCO6OM,OHHC&HHBHJB
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CPABHUTEJIBHOM IIpUMepe 78, ¢ UCITOJIb30BAHUEM 2-aMUHO- 1,3-TpOoNaHIMoJIa BMECTO
2-aMHUHO-2-METUITPONTIMOHAMU/IA.

'"H-s1MP (CD,OD) o m.a.: 1,05-1,15 (6H, m), 2,29 (3H, ¢), 2,65 (2H, T, J=6,2 '), 2,75-
2,85 (1H, m), 3,3-3,4 (4H, m), 3,55-3,7 (7TH, m), 3,86 (1H, 1, J=11,6 '), 3,9-4,0 (1H, m), 4,19
(2H, T, J=6,2 I'nm), 4,95-5,05 (1H, m), 6,63 (1H, o, J=8,4 I'n, 2,4 '), 6,72 (1H, 1, J=2,4 '),
6,86 (1H, 1, J=8,4 I'y).

ITpumep 96

3-(3-D-raroxonupaHo3unokcun)-4-[4-{2-[(S)-1-
(3-TUIPOKCUTIPONTUIAKAPOAMOWIT)ITUIKAPOAMOUT|ITOKCH } -2-MeTHIIDEHUT ) METUIT |-
S-uzonponui-1H-nupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B IipuMepe 78, ¢
HCIOJIb30BaHUEM
3-(2,3,4,6-Tterpa-O-auetui-p-D-rnrokonupaHo3uiokcn)-4-[(4-{ 2-[(S)-
1-(kapOOKCH)ITUIIKAPOAMOUII |3TOKCH } -2-MeTudeHrT)MeTu |-5-uzonponui- 1 H-nmupa3zomna
U 3-aMuHO- 1-nipornanoia BMecto 3-(2,3.4,6-terpa-O-auetui-B-D-rrokonupaHo3UI0KCH)-4-
{[4-(2-kapOOKCUITOKCH )-2-MeTUIDEeHUIT |]MeTH } -5-u3onponui- 1 H-mupazomna u
2-aMUHO-2-METUJIITPONMMOHAMMU/IA, COOTBETCTBEHHO.

'"H-IMP (CD,OD) ¢ m.a.: 1,05-1,15 (6H, m), 1,34 (3H, 1, J=7,2 I'n), 1,6-1,7 (2H, M), 2,29
(3H, ¢), 2,66 (2H, T, J=6,2 T'), 2,75-2,85 (1H, m), 3,2-3,4 (6H, m), 3,54 (2H, T, J=6,2 I'n), 3,6-
3,7 (3H, m), 3,82 (1H, 1, J=11,6 T'n), 4,19 (2H, T, J=6,2 I'n), 4,32 (1H, kB., J=7,2 '), 5,0-5,05
(1H, m), 6,63 (1H, ax, J=8,4 I'y, 2,5 I'n), 6,72 (1H, x, J=2,5 I'n), 6,86 (1H, 1, J=8,4 I'n).

Ipumep 97

3-(B-D-ramakronupaHo3unokcu)-4-[(4-{4-[1-{[4-

(2-TUAPOKCUATUI)TUTIEPA3HH- 1 -1 JkapOOHMIT } -
1-(MeTum)3TUIKapOaMona |0y T } beHuI)MeTr |-S-u3onponui- 1 H-nmupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IipuMepe 78, ¢
KCITOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uiokcu)-4-[ (4-{4-
[1-kapOokcH-1-(MeTrIT)aTHIIKapOaMou |0y Tun } peHmIT)MeTHI | -S-u3orponui- 1 H-mupasomna
Y 1-(2-ruApOKCUITHI ) TTUIIEPA3UHA BMECTO
3-(2,3,4,6-Terpa-O-auetuii-B-D-rirokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MetundeHu|MeTun }-5-uzonponui- 1 H-nupaszona u 2-aMUHO-2-MeTUIITPONUOHAMU/IA,
COOTBETCTBEHHO.

'H-aMP (CD,0D) 4 m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,55-1,65 (4H, m), 2,18 2H, T, J=
6,8 I'm), 2,4-2,65 (8H, m), 2,85-2,95 (1H, m), 3,5-3,8 (13H, m),3,85-3,9 (1H, m), 5,08 (1H, 1, J=
7,8 I'n), 7,04 2H, n, J=8,0 I'n), 7,1 (2H, A, J=8,0 I'n).

ITpumep 98

3-(B-D-ranakTonupaHo3uIOKCH)-5-u30onponui-4-{ [4-(4-{1-
[(4-MeTunnunepasuH-1-uin)kapooHuI]-
1-(MeTum)aTUIKapOaMounn } Oy Tu)dheru merun } - |H-mupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OITMCAHHBIM B IipuMepe 78, ¢
WCITOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uinokcu)-4-[ (4-{4-
[1-kapOokcH-1-(MeTrT)aTUIIKapOaMou |0y Tun } peHmIT)MeTHI | -S-u3orporui- 1 H-mupasomna
u 1-metunmnunepasuda smecto 3-(2,3.4,6-rerpa-O-auetun-f-D-rinokonupaHo3uiokch)-4-{ [4-
(2-kapOOKCUITOKCH)-2-MeTHII(DeHMT [ MeTHI } -5-u3onporui- 1 H-mupazona u
2-aMHUHO-2-METUJIITPONMUOHAMHU/IA, COOTBETCTBEHHO.
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'H-aMP (CD,0D) & m.a.: 1,05-1,15 (6H, m), 1,41 (6H, ¢), 1,55-1,65 (4H, m), 2,18 (2H, T, J=

6,9 I'n), 2,24 (3H, ¢), 2,35 (4H, mup.c), 2,57 (2H, 1, J=6,6 I'w), 2,85-2,95 (1H, m), 3,45-3,8 (11H,
M), 3,85-3,95 (1H, m), 5,08 (1H, 1, J=7,7 I'n), 7,04 (2H, 1, J=7,9 I'n), 7,1 (2H, 1, J=7,9 I'n).

(METWIT)ITUIIKAPOAMOWI } 9TOKCH)-2-MeTrindennnMetun } - | H-mpaszon
K pacrBopy

3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uIokcu)-4-[(4-{ 2-
[1-kapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT) METHIT |-
S-uzonponui- 1 H-mupazona (40 mr) B N,N-numetundopmamuse (1 mir) 1o6aBisiiu
1-6en3unnunepasut (12 mr), 1-rTuIpoKCUOEH30TPUA30I (8 MT), TUAPOXIOPULL
1-3mun-3-(3-auMmeTunaMuHonponwt)kapooauumuaa (16 mr) u rpustuiiaMut (0,023 M) u
CMECh MEePEeMEIINBAJIM TPU KOMHATHOW TEMIIEPAType B TEUEHHUE HOUU. PEaKMOHHYIO CMECh
BBUIMBAJIM B BOAY U MOJIYYEHHYIO CMECh 3KCTPArUpPOBAIA STUIALETATOM. DKCTPAKT
MIPOMBIBAJIM BOAOM U HACHIIIIEHHBIM PACTBOPOM COJIM U CYIIWIN HaJ O€3BOAHBIM CyIb(aToM
HaTpus. PacTBopuTenp yaaasiv npy NOHWKEHHOM JTaBJICHUU U OCTATOK OYMILATIU
KOJIOHOYHOM XpoMaTorpadueri Ha cuiMKarese (3JIFOeHT: auxjiopmeran/mMeranon=30/1-15/1),
C IOJIy4YEeHHEM

3-(2,3,4,6-Terpa-O-auetu-p-D-rinrokonupano3unokcu)-4-{ [4-(2-{ 1-
[(4-6en3unmunepa3uH- 1-un)KapOoHUII |- 1-(METHUIT) I TUIIKapOAMOKIT } 3STOKCH)-
2-meTtuideHun | MeTu }-5-uzonponui- 1 H-mupa3zon (31 Mr). DTo BEIecTBO pacTBOPSUIM B
MetaHoue (3 mi). K pactBopy nobaBinsiiiv MeTokcua HaTpus (28% MeTaHOIbHbINM PACTBOD,
0,02 MJ1) M cMech TTepeMENIMBAIIM TP KOMHATHOM TemriepaTtype B TeueHue 1 yaca. K
PeaKMOHHOM cMecH 00BN YKCYCcHYI0 KUCTOTY (0,04 mun). [TonydyeHHyr0 cMech
KOHIEHTPUPOBAJIH ITPU MTOHMWKEHHOM JIaBJICHUH U OCTATOK OYMIIAId TBepAO(ha3HON
akcTpakuuert Ha ODS (IIpOMBIBOYHBIN PACTBOPUTENb: JUCTUIUIMPOBAHHASA BOJA, JJIIOCHT:
METAHOJI), ToJIy4das

4-{[4-(2-{1-[(4-6en3unmnunepasunt- 1 -un)kapOooHua - 1 -(METHIT)3TUIIKaPOAMOMIT } STOKCH)-
2-metundeHun|Metun }-3-(f-D-rimrokonupaHo3uiokcH)-S-uzonponui-4- | H-nupazon (24 mr).
DTO BellecTBO pacTBopsiid B MeTaHose (3 mu). K pactBopy no0asisiiu

nopoikooopasubii 10% namwtaauii Ha yriie (10 Mr) ¥ cMech epeMENTMBAIIM ITPH
KOMHATHOM TeMmIiepaTtype B atMmocdepe Boopoaa B TeueHre Houl. HepacTtBopusieecs
BEIIECTBO yJAJISUTM TPU MOHWKEHHOM JIAaBJIEHUM U PACTBOPUTENb (PUIbTpATA YAAJISIIU TPU
TMOHW)KEHHOM JIABJIEHUH C TIOJIyYEHHEM YKA3aHHOT'O B 3ar0JI0BKe coelMHEeHUs (20 MT).

'H-aMP (CD3OD) o m.a.: 1,05-1,15 (6H, m), 1-45 (6H, ¢), 2,3 (3H, ¢), 2,5-2,9 (7TH, m),
3,25-3,4 (4H, m), 3,45-3,75 (7TH, m), 3,81 (1H, 1, J=11,5T1), 4,17 (2H, T, J=5,7 T'mm), 4,95-5,05
(1H, m), 6,62 (1H, ax, J=8,4 I'y, 2,5 I'n), 6,71 (1H, 1, J=2,5 I'y), 6,86 (1H, 1, J=8,4 I'n).

ITpumep 100

1-(MeTum)aTUIKapOamonn } Oytum)dhenuimernn } - |H-upazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalld CIOCOOOM, OITMCAHHBIM B IipuMepe 99, ¢
HCITOJTb30BAaHUEM
3-(2,3,4,6-Terpa-O-auetun-pB-D-ranakronupaHo3unokcu)-4-[(4-{4-
[1-kapOokcH-1-(MeTrT)aTUIKapOaMoniT|0yTun } hermnm)meTni |-5-u3zomnponui- 1 H-nmupazona
BMECTO
3-(2,3,4,6-Tterpa-O-auetui-B-D-rinokonupaHo3unokch)-4-[ (4-{ 2-
[1-kapOoKcH-1-(METHIT)ITUITKAPOAMOUI |3 TOKCH } -2-MEeTHIT(PEHUIT ) METHIT |-
S-uzonponui-1 H-mupazona.
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'H-IMP (CD3OD) 6 m.a.: 1,05-1,15 (6H, m), 1,41 (6H, ¢), 1,5-1,65 (4H, m), 2,17 (2H, 1, J=
7,1 T'n), 2,58 2H, T, J=6,8 T'n), 2,72 (4H, mmp.c), 2,85-2,95 (1H, m), 3,45-3,8 (1H, m), 3,8-3,9
(1H, m), 5,08 (1H, g, J=7,7 I'y), 7,04 (2H, x, J=8,0 I'm), 7,1 (2H, 1, J=8,0 I'u).

ITpumep 101

4-[(4-{2-[(S)-5-amuHO- 1 -(KapOaMOUI)IEH TUIKAPOAMOWII |3 TOKCH } -2-METHII(ESHUIT )METHIT |-

3-(B-D-rirokonupaHo3uI0KCeH)-5-u3onponui-1 H-nupazon

VYkazaHHoOe B 3ar0JIOBKE COEIMHEHME TTOJTydalld CIOCOOOM, OITMCAHHBIM B IipuMepe 99, ¢
HCIIOJIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MetundeHuT|MeTun }-5-u3onponui- 1 H-nupaszona u rugpoxiaopuaa
(S)-2-amMuHO-6-(0eH3UITOKCUKapOOHMUIAMUHO ) TeKCaHAMUIAa BMECTO
3-(2,3,4,6-terpa-O-auetui-B-D-rinokonupaHo3unokcu)-4-[ (4-{ 2-
[1-xkapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT) METHIT |-
S-uzonponui-1H-mupazomna u 1-6eH3unnuIepasuia, COOTBETCTBEHHO.

'"H-aMP (CD3OD) é m.u.: 1,1-1,2 (6H, M), 1,3-1,95 (6H, m), 2,3 (3H, ¢), 2,6-2,9 (5H, m),
3,3-3,4 (4H, m), 3,6-3,7 (3H, m), 3,82 (1H, n, J=11,8 '), 4,15-4,25 (2H, m), 4,38 (1H, na, J=9,3
I'u, 4,8 I'm), 5,0-5,05 (1H, m), 6,62 (1H, o, J=8,4 I'u, 2,5 I'n), 6,72 (1H, g, J=2,5T'1), 6,86 (1H,
o, J=8,4 T'm).

IMpumep 102

4-[(4-{2-[(S)-5-amMrHO-5-(KapOaMOUI)IEH TUIKAPOAMOWII |3 TOKCH } -2-MEeTHII()ESHUIT )METHIT |-

3-(B-D-ratoxonupaHo3uaoKcu)-5-uzonponui- 1 H-nupason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B mipuMepe 99, ¢
WCITOJTb30BAaHUEM
3-(2,3,4,6-Terpa-O-auetui-B-D-rirokonupaHo3uiokcu)-4- { [4-(2-kapOOKCUITOKCH)-
2-MeTtundeHu|MeTun }-5-u3onponui- 1 H-nupaszona u rugpoxiaopuaa
(S)-6-amuHO-2-(0eH3UITOKCUKapOOHMUIAMUHO )TeKCaHAMUIa BMECTO
3-(2,3,4,6-terpa-O-aueTui-B-D-rnrokonupaHo3uToKch)-4-[ (4-{ 2-
[1-kapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT) METHIT |-
S-usnponui-1H-nupazona u 1-6eH3umnuepasuia, COOTBETCTBEHHO.

'H-IMP (CD3OD) 8 m.a.: 1,05-1,15 (6H, m), 1,3-1,8 (6H, M), 2,29 (3H, ¢), 2,59 2H, 1, J=
6,1 I'm), 2,75-2,85 (1H, m), 3,21 (2H, 1, J=6,9 I'n), 3,3-3,4 (5H, ™), 3,6-3,7 (3H, m), 3,81 (1H, x,
J=11,5Tm), 4,18 (2H, T, J=6,1 I'n), 5,0-5,05 (1H, m), 6,62 (1H, nx, J=8,4 I'y, 2,4 I'y), 6,71 (1H,
o, J=2,4T'n), 6,86 (1H, 1, J=8,4 I'my).

ITpumep 103

(MeTHI)3TUIIKapOaMou Jiponui)-2-Metuiadernn | merwi } - 1 H-nmupaszon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B mipuMepe 99, ¢
KCITOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetun-p-D-rmokonupaHo3unokcu)-4-[(4-{3-
[1-kapOoKcH-1-(METHIT)3TUITKAPOAMOUII | ITPOTIHIT } -2-Me THIT(DEHMIT [METHIT |-
S-uzonponui-1H-nmupazona u 1-(0eH3MI0KCUKapOOHWI)TUTIEpAa3uHa BMECTO
3-(2,3,4,6-Terpa-O-auetui-pB-D-rirokonupaHo3uIokcu)-4-[(4-{ 2-
[1-kapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT)METHIT |-
S-uzonponui-1H-nmupazona u 1-6eH3unnunepasuia, COOTBETCTBEHHO.

'H-aMP (CD,OD) ¢ m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,16 2H, T, J=
7,2 I'n), 2,3 (3H, ¢), 2,55 2H, 1, J=7,5 '), 2,65-2,9 (5H, m), 3,2-3,45 (4H, m), 3,5-3,9 (8H, m),
4,95-5,05 (1H, m), 6,8-6,9 (2H, m), 6,9-7,0 (1H, m).
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Ipumep 104
4-{[4-(3-{1-[(S)-5-amuHO0-5-(kapOaMoOUN)IIEH TUIKAPOAMOWI |-

1-(MeTHI)3TUIKApOaMOWI J1iponni) e IMeThi }-3-(B-D-razakTonupaH O3UIOKCH)-
S5-n3onponwi-1H-nmpason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B mipuMepe 99, ¢
HCIIOJIb30BaHHUEM
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uinokcu)-4-[ (4-{ 3-

[1-kapOoKcH- 1 -(METHIT)3THITKapOaMOWIT | ITPOTIHIT } heHUIT)METHIT|-5-u3onporui- | H-mupa3zona
U ruapoxiaopuaa (S)-6-aMuHO-2-(0eH3UWTOKCHKapOOHUIIAMMHO )TeKCAaHAMM/IA BMECTO
3-(2,3,4,6-Tterpa-O-aueTui-B-D-rmrokonupaHo3uToKcH)-4-[ (4-{ 2-
[1-xkapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT) METHIT |-
S-uzonponui-1H-mupazona u 1-6eH3uInuIepasuia, COOTBETCTBEHHO.

'"H-aMP (CD,0D) 4 m.a.: 1,1-1,2 (6H, m), 1,2-1,6 (11H, m), 1,6-1,75 (1H, m), 1,8-1,9 (2H,
M), 2,19 2H, 1, J=7,8 I'm), 2,58 (2H, T, J=7,7 '), 2,85-2,95 (1H, m), 3,1-3,25 (2H, m), 3,25-
3,35 (1H, m), 3,52 (1H, ax, J=9,7 I'u, 3,4 I'm), 3,55-3,65 (1H, m), 3,65-3,8 (SH, M), 3,86 (1H, &,
J=3,1Tm), 5,08 (1H, g, J=8,0 I'), 7,0-7,15 (4H, m).

ITpumep 105

(METUII)TUIIKAPOAMOWI }ITPOIIOKCH)-2-MeTrindeHna Metu } - | H-mpazon

K pactBopy
4-[(4-{3-[1-kapOoKcH- 1 -(METHIT)ITUIKAPOAMOMII |TTIPOTIOKCH } -2-METUII(HEHUIT ) METHI |-
S-uzonponui-3-(2,3,4,6-terpa-O-nuBanoun-f-D-riaokonupano3unokcen)- 1 H-nupasomna (0,12
r) B N,N-mumerundopmamuae (3 mi) modasisimm 1-(0eH3MITOKCHKapOOHUIT)ITUITEpas3uH (43
Mr), 1-rugpokcudeH30Tpuasolt (19 mMr), THAPOXIOPUI
1-3mun-3-(3-aumeTunaMuHonponwi)kapooauumuaa (50 mr) u rpustuiaMut (0,027 M) u
CMECh IepeMelIMBaJIv IIPU KOMHATHOM TEMIIEpaType B TEUEHUE HOUU. PEaKIIMOHHYIO CMECh
BBUIMBAJIM B BoAy. OcakA€HHbIE KPUCTAJUTBI COOUpaIN (GUILTPOBAHUEM, 3aTEM ITPOMBIBAIIN
BOJOM Y CYIIMIIM MPY MMOHWKEHHOM JABJICHUH, MTOTyYas
4-[(4-{3-[1-{[4-(OeH3MIOKCUKAPOOHWI)TUIIEPa3UH- 1 -UT|KapOOHMIT } -
1-(MEeTHIT)3 THITKapOAMOWIT | TPOTIOKCH } -2-METHII(PESHHUIT)METHII |- 5-U30TTPOTTHII-3-
(2,3,4,6-TteTpa-O-nuBanoun-f3-D-rorokonupanosunoken)- 1 H-nupason (0,14 r). Ito
BEIIIECTBO pacTBOPsUIM B aTaHoiie (4 mit). K pactBopy nob6asisiiim nmopoiikoodpasubiit 10%
najuraguii Ha yriie (30 Mr) ¥ CMECh IepEMELLIMBAJIA IIPU KOMHATHOR TEMIIEPATYPE B
atmocdepe Bojopoaa B TeueHue 1,5 yaca. HepacTBopuBIeecs: BeIecTBO yaaISIIH
(GUITBTPOBAHUEM U PACTBOPUTENH (GUITBTPATA YAAISIIM ITPU TTOHWKESHHOM JIaBJIICHUH.
OcTaToK OUMIIAIM KOJIOHOYHOM XpoMaTorpadueit Ha CuiIMKarese (3JI0CHT:
nuxyiopMmeran/meranon=10/1-5/1), monyyas
S-uzonponui-4-{[4-(3-{ 1-[(nmunepa3us-1-un)kapOooHu } -
1-(MeTHIT)3 THITKapOAMOWIT } TTPOITOKCH)-2-MeTHII(DSHUIT |METHIT }-3-
(2,3,4,6-TteTpa-O-nuBanioun-f3-D-rarokonupano3unokcn)-1 H-nupazon (89 mr). Oto
BEIIIECTBO PacTBOPsIM B MeTaHoie (6 mut). K pacrBopy no0asisiiiv MmeTokeua HaTpust (28%
METaHOJIbHBIN pacTBop, 0,087 Mi1) U cMech nepemeruBaiu mpu 50°C B TeueHue 3 4acoB.
PeakunoHHy10 cMeCh KOHIEHTPUPOBAJIM MPU MTOHWKEHHOM JIABJIEHUU U OCTATOK OUUIIAJIN
TBepaoda3Hoi sIkcTpaknueit Ha ODS (ITpOMBIBOYHBINM PACTBOPHUTENb: TUCTUIMPOBAHHAS
BOJIa, JIFOCHT: METAHOJ), ITOJIy4yasl yKa3aHHOE B 3ar0JIOBKE COeIMHEHUE (54 MT).

'H-aMP (CD,OD) & m.a.: 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,95-2,05 (2H, m), 2,29 (3H, ¢),
2,39 (2H, 1, J=7,3 T'm), 2,55-2,9 (5H, m), 3,25-3,4 (4H, m), 3,5-3,7 (7TH, m), 3,75-3,85 (1H, m),
3,95 (2H, 1, J=6,0 I'n), 5,0-5,05 (1H, m), 6,61 (1H, o, J=8,4 I'y, 2,3 I'n), 6,71 (1H, 1, J=2,3
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I'm), 6,84 (1H, 1, J=8,4 I'n).

ITpumep 106

3-(3-D-rimtokonupaHo3uIoKcu)-4-[(4-{3-[1-{[4-

(2-TUAPOKCUATUI)TUTIEPA3HH- 1 -Wi1 |JKapOOHMIT } - 1 -(METUI)ITUIIKAPOAMOUI [ITPOITOKCH } -
2-MetrindeHrm)MeTHI | -S-u3onponui- 1 H-nupazon

K pactBopy
4-[(4-{3-[1-kapOoKCcH- 1 -(METUIT)ITUITKAPOAMOMII |TTIPOTIOKCH } -2-METUII(HEHUIT ) METHUI |-
S-uzonponui-3-(2,3,4,6-terpa-O-nuBanoun-f-D-rimokonvpano3unokcu)- | H-nupasomna (40
Mmr) B N,N-mumetundopmamue (2 Mi1) 100aBiastiu 1-(2-TuapokcudTuI)nunepasut (7 mr),
1-runpoxcuben3oTpuasol (7 Mr), THAPOXIOPUL
1-3mun-3-(3-quMmeTunaMuHONponun)kapooauumuaa (13 mr) u rpustriaMuH (0,018 M)
CMECh IepeMeIlIMBaJIv IIPU KOMHATHOM TEMIIEpaType B TEUEHUE HOUU. PEaKIIMOHHYIO CMECh
BBUIMBAJIM B BOJIY Y IOJIYYEHHYIO CMEChH IKCTPArMpOBaJId STMIIALETATOM. DKCTPAKT
MIPOMBIBAJIM BOJOM W HACHIIIICHHBIM PACTBOPOM COJIM M CYIIIMIM HaJ O€3BOIHBIM CyIb(aToM
HaTpus. PactBopuTens yaaisiiim Npy NHOHWKEHHOM JIaBJICHUM M OCTATOK OYMINIATIN
KOJIOHOYHOM XpoMaTorpadueli Ha CUIIMKarese (3JIFOEHT: TUXJIOpMeTaH/MeTaHoI=15/1),
noJtyyas
4-[(4-{3-[1-{[4-(2-TMAPOKCUITHI)TUTIEPA3HH- | -UJT |[KapOOHMIT } -
1-(MeTHIT)3TUIKAPOAMOUII JTPOITOKCH } -2-METHUII(PEHUIT)METHIT | -5-U30TTPOITHII-3-
(2,3,4,6-TeTpa-O-nuBanioun-f3-D-rarokonupano3unokcn)-1 H-nupaszon (27 mr). 9to
BEIIIECTBO pacTBOPsiM B MeTaHoie (2 mut). K pacrBopy noGasisiiii MmeTokeua HaTpust (28%
METaHOJIbHBIN pacTBop, 0,015 Mi1) U cMech nepemeruBay mpu 50°C B TeueHHUEe HOYH.
PeakimoHHy10 cMeCh KOHIEHTPUPOBAJIU ITPH MTIOHUKEHHOM JABJIEHUW U OCTATOK OYMIIAIU
TBepaoda3Hoii sxkcTpaknyedt Ha ODS (ITIPOMBIBOYHBIN PACTBOPUTEIh: TUCTUIIMPOBAHHAS
BOJIa, JIFOCHT: METAHOJ), ITOJIy4yasl yKa3aHHOE B 3ar0JIOBKE coelMHeHue (12 mr).

'"H-aMP (CD3OD) o m.a.: 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,95-2,05 (2H, m), 2,29 (3H, c¢),
2,35-2,5 (8H, m), 2,75-2,85 (1H, m), 3,25-3.,4 (4H, m), 3,55-3,75 (9H, m), 3,75-3,85 (1H, m),
3,94 (2H, T, J=6,1 I'n), 5,0-5,05 (1H, m), 6,61 (1H, on, J=8,4 I'n, 2,4 I'n), 6,7 (1H, 1, J=2,4 I'n),
6,85 (1H, 1, J=8,4 I'n).

IIpumep 107

3-(3-D-raroxonupaHo3uinoKeu)-S-uzonponun-4-{[4-(3-{1-

[(4-MeTunnunepasuH- 1-uia)kapOoHm]-1-(MEeTUII)3 TUIKApOAMOWIL } IPOIIOKCH)-
2-metwindenwa|mern }-1H-mupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClTIOCOOOM, OTTMCAHHBIM B
CpaBHUTEIBbHOM Iipumepe 106, ¢ UCITOTB30BAHUEM |-METUIINUIIEPA3UHA BMECTO
1-(2-ruApOKCUATHI ) TTMIIEPA3UHA.

'"H-aMP (CD3OD) o m.a.: 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,95-2,05 (2H, m), 2,22 (3H, ¢),
2,25-2,45 (9H, m), 2,75-2,85 (1H, m), 3,25-3,4 (4H, m), 3,55-3,75 (7TH, m), 3,75-3,85 (1H, m),
3,95 (2H, 1, J=6,0 I'n), 5,03 (1H, 1, J=7,5 I'n), 6,61 (1H, anx, J=8,3 I'y, 2,6 I'n), 6,7 (1H, 1, J=2,6
I'm), 6,85 (1H, 1, J=8,3 I').

ITpumep 108

3-(3-D-raroxonupaHo3unokcu)-4-[(4-{3-[1-(2-ruapoKCUI TUIKApOaAMOuI)-
1-(METHIT)ITUIKAPOAMOWI [TPOTOKCH } -2-MeTUI(EHUT)METHI |-5-u3onponui- 1 H-nmupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTTMCAHHBIM B
CpaBHUTEIBbHOM IipuMepe 106, ¢ UCITOTB30BAHUEM 2-aMUHO3TAHOJIA BMECTO
1-(2-ruApOKCUAITHII ) TTMIIEPA3UHA.

'H-aMP (CD,OD) ¢ m.a.: 1,05-1,15 (6H, m), 1,42 (6H, c), 1,95-2,05 (2H, m), 2,28 (3H, ¢),
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2,39 (2H, 1, J=7,4 T'n), 2,75-2,85 (1H, m), 3,2-3,4 (6H, m), 3,56 (2H, 1, J=5,9 I'n), 3,6-3,7 (3H,
M), 3,75-3,85 (1H, m), 3,94 (2H, T, J=6,1 I'n), 4,95-5,05 (1H, m), 6,61 (1H, na, J=8,4 I'uy, 2,3
I'm), 6,71 (1H, o, J=2,3 '), 6,85 (1H, 1, J=8,4 I'n).

CpaBHUTEIBHBIN IpuMep 54

1-(3-6€H30MIOKCUITPONINI)- 1,2-TUruAPOo-4-[(4-uoadeHnI)MeTrI |-
S5-n3onponwi-3H-nupas3oi-3-oH

K pactBopy 1,2-muruapo-4-[(4-noadenun)merni]-5-uzonponui-3H-mupazon-3-ona (5 1)
u nmuaazona (1,19 r) 8 N,N-mumerundopmamue (20 Mir) 1 100aBIIsIIH
TPUU3OTTPONMIICUITUIXIOPU (3,1 T) Mpy KOMHATHOM TeMIlepaType U CMeCh IepeMeIIuBajIi B
TeueHue 3 yacoB. PeaKIIMOHHYIO CMECh BBUIMBAJIM B BOJIY U IOJIYYEHHYIO CMECh
SKCTParupoBajv 3TUIANETATOM. DKCTPAKT IPOMBIBAJIM BOJIOW U HACHIIIIEHHBIM PACTBOPOM
COJIM U CYIIMIIA HaJ O€3BOHBIM CyJIb(aTOM HAaTpHs. PacTBopUTeNb yaaIsuM IIpH
MOHWKEHHOM JaBJICHUU W MOJTyYaIn
[(4-nondenun)MeTw |-5-u3omponuit-3-Tpunsonponuicuininokcu- 1 H-mapazon (7,27 ). K
pacTBOpPY MOJYUEHHOTO
4-[(4-noadeHUIT)METHIT|-5-U30TPOITUII-3-TPUHM30TT POITHIICUIMIIOKCH- | H-Ttupasna (3 r) B
N,N-mumerundopmamue (10 mir) modasisimi ruapua HaTpus (55%, 0,33 T) Ipu OXJTaXACHUM
JIbJIOM M cMech TiepeMertiiBain 20 MmuHyT. K peaknroHHOM cMecH 100aBIIsd pacTBOP
1-6en3unokcu-3-xmopnpomnana (3,0 r) B N,N-mumerundopmamuae (10 MiT) 1 MOAMT Kaus
(0,25 r) ipu TOM K€ TEMIIEPATYPE Y MOJTYUYEHHYIO CMECh IEPEMEIIIMBAJIM TP KOMHATHOM
TeMIIepaType B T€YEHHE HOUYM. PEaKIIMOHHYIO CMECh BBUIMBAJIM B BOJY U CMECH
SKCTParupoBajv 3TUWIANETATOM. DKCTPAKT IPOMBIBAJIM BOJIOW U HACHIIIIEHHBIM PACTBOPOM
COJIM U CYIIMIIM HaJ O€3BOIHBIM CyJIb(aTOM HAaTpHsl. PacTBOpUTENb YA ITPH
MMOHW)XEHHOM JIaBJIEHUM U OCTATOK OYMILAJIM KOJIOHOYHOM XpomaTorpadueii Ha CUIMKaresie
(ammtoeHT: H-rekcaH/atunanerar=20/1-10/1), nomyyas
1-(3-6en3ounmokcuIrponui)-4-[ (4-noadeHua)MeTw |-
S5-U30mpPONUI-3-TPUU30TTPONTUIICHIHIIOKCH- | H-Ttupazor (2,55 1). DTo BelecTBO pacTBOPSUIU
B TeTparuapodypane (3 mu). K pactBopy m1006aBisiiii 4 MOJIb/T XJTIOPUCTOBOIOPOTHOM
KHUCIIOTHI (pacTBOp B 1,4-mrokcane, 10 MiT) ¥ CMECh epeEMEIINBAIIA TPY KOMHATHOMN
TeMIiepaType B TeUeHHe HOuM. PeakiMOHHYI0 CMeCh pa30aBIIsIv TUJIALIETATOM U
MOJIYYEHHYIO CMECh BBUIMBAJIM B BOIy. OpraHuyecKuil CIIOM OTIENSIIN, 3aTeM ITPOMbIBAJIU
HACBIIIIEHHBIM PACTBOPOM COJIM U CYIIMJIM HaJl O€3BOIHBIM CYJIb(AaTOM HATPHS.
PactBopuTens yaassiv npu noHW xXeHHOM aaBiieHnd. K octaTky 100aBiisiyiv cMelaHHbIN
pacTBOpUTENb U3 H-TeKcaHa U aTuianerarta (20/1)(10 M) u cmech nepeMemBaiv npu
KOMHATHOM TeMIiepaType B TeueHue 1 yaca. OcaxaeHHbIe KPUCTAJIIbI COOMpau
(GUIBTpOBaHKEM, TPOMBIBAJIM CMEIIAHHBIM PACTBOPUTENIEM U3 H-TeKcaHa U
srwinanerata (20/1) v cylmvim npy MOHWKEHHOM JABJIEHUH, IMOJIydas YKa3aHHOE B
3arojioBke coeaunernue (0,85 r).

'H-s1MP (I[MCO-d6) ¢ m.a.: 1,06 (6H, o, J=7,3 T'm), 2,1-2,2 (2H, m), 2,95-3,1 (1H, M), 3,6
(2H, ¢), 4,02 (2H, T, J=6,9 '), 4,27 (2H, 1, J=6,1 '), 6,94 (2H, 1, J=8,3 I'm), 7,5-7,7 (5H, m),
7,9-8,0 (2H, m), 9,51 (1H, c¢).

CpaBHUTEIBbHBIN TpUMED 55

beH3un-2-aMUHO-2-METUINTPONUOHAT

I'inpoxnopua 6eH3uI-2-aMuHO-2-MeTuipornonata (1,48 r) pacTBopsiiv B
stunanerate (60 MT) MU HACBIIIIEHHOM BOJIHOM pacTBOpe OukapboHaTta HaTpus (20 MIT) 1
OpraHuyecKkuit cinoi otaensuii. OpraHuyecKuil CIIOM MPOMBbIBAJIM HACBIIIIEHHBIM PACTBOPOM
COJIA W CYIIMJIM HaJl O€3BOIHBIM CyJIb(haTOM Maruus. PacTBopurens yaansim npu
MOHMKEHHOM JABJIEHUU U MOJIy4asid YKa3aHHOE B 3ar0JIOBKe coeuHeHue (1,2 r).
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'H-s1MP (CDCl,) ¢ m.a.: 1,37 (6H, ¢), 5,14 (2H,, ¢), 7,3-7,45 (5H, m).

CpaBHUTEIBHBIN TIpUMep 56

3-(2.3.4,6-Terpa-O-anetui-B-D-ragakTonMpaHO3UIOKCH)- 1 -(3-6€H30MITOKCUITPOTINIT ) -4-
[(4-{3-[1-kapOoKCcHU-1-(METHI)ITUIKAPOAMOWI | IIPOITIII } (DEHWIT)METHI |-
S-uzonponui-1H-nupazon

K cmecu
1-(3-6eH30mmoKCHITPOTINI)- 1,2-TUruapo-4-[ (4-noaheHUIT)METHIT |-
S-uzonpomui-3H-mupaszon-3-ona (0,85 r), aneroopomM-a-D-ramaktossl (0,91 r) u
OeH3uNTU(H-OyTHI)aMMoHubixitopuaa (0,53 r) B nuxmopmerane (2,55 min) mobaBisum 5
MOJIB/JI BOJHBIN PAacTBOP rugpokcuaa Hatpus (0,85 Mi1) U cMeCh IEpEMEIIMBAIIM ITPU
KOMHATHOH TeMIlepaType B TeueHue 6 yacoB. PeaKIMOHHYIO0 cMech pa30aBJIsiin
JTUXJIOPMETAHOM U CMECh BBUIMBAJIU B BOLy. OpraHUYeCKHil CJIOH OTIENISUIH, 3aTeEM
MIPOMBIBAJIM HACBIIIIEHHBIM PACTBOPOM COJIM U CYIIMJIM HaJ O€3BOIHBIM CyJIb(haTOM HaTpPHSI.
PactBopuTenb yaansav npu NOHWKEHHOM JaaBieHud. K pacTBopy ocraTka B
aneToHurpuire (2,5 mir) nodasisi 3-0yTeHoByro kucioty (0,36 1), TpuatriiamuH (1,71 1),
anerat nautagus (II) (38 mr) u Tpuc(2-metundenun)pochun (0,1 T) U CMECh KUIISTHIIN C
00paTHBIM XOJIOJUILHUKOM B TeueHHUe 3 yacoB. PacTBopuTEIb yAaIsUId IIPU MOHWKEHHOM
JIABJICHUM M OCTATOK PaCTBOPSUIM B aTUaneTate. PacTBop nmpombiBaiu Bo1oi. BoaHbIiH crioi
3KCTparupoBaiu stunamneratoM. O0beAMHEHHBIE OPraHWYECKUE CIIOU ITPOMBIBAJIM BOJION U
HACBIIICHHBIM PACTBOPOM COJIM M CYIIWIM HaJl O€3BOAHBIM CYJIh()AaTOM HATPHSI.
PactBopuTenb yaansav npu NOHWKEHHOM JIABJICHUU U OCTATOK PaCTBOPSJIU B
terparuapodypane (5 mi). K pactBopy m100aBisiii OeH3MIT-2-aMUHO-2-METUIITPOITMOHAT
(1,63 1), 1-rugpokcuben3oTpuasoi (0,46 T) ¥ TUAPOXIOPHU
1-3tun-3-(3-aumeTnnaMuHonponuit)kapooauumuaa (0,65 T) U cMech MepeMelBaIy pu
KOMHATHOM TeMmIlepaType B TeueHue 2 qHel. PeakiiMoHHY10 cMeCh BBIJIMBAJIM B BOJIY U
MOJIYUYEHHYIO CMECh 9KCTPArupOBaIId 3TUIIALETATOM. DKCTPAKT IMPOMBIBAIM BOJAOH U
HACBIIICHHBIM PACTBOPOM COJIM M CYIIWIIM HaJl OE3BOAHBIM CYJIh()aTOM HATPHSI.
PactBopuTenp yaansav npu NOHWKEHHOM JIABJICHUM U OCTATOK OYMINAJIA KOJIOHOYHOM
xpomaTorpadueil Ha CUIMKarene (3II0eHT: H-TekcaH/aTunanerat=1/1), monyyas
3-(2,3,4,6-Terpa-O-auetuin-f-D-ranakTonupaHo3uin0KcH)- 1 -(3-0eH30UIT0KCUIT PO )-4-[ (4-
{(1E)-3-[1-kap6okcu-1-(MeTHIT)3TUIKapOAMOWII [TPOTII- | -eHUIT } )eHUIT)METHIT |-
S-uzonponui-1H-mupazon (0,55 r). ITo BemecTBoO pacTBOpsuiM B MeTaHoje (5 mi). K
pacTBOpy A00aBIsIM opoimkoobpas3ubiit 10% namnamauii Ha yrie (0,15 ) u cMech
TepeMelIrMBajIi Ipu KOMHATHOR TeMIlepaType B aTMocepe Bogopoaa B TEUCHUE 3 YaCOB.
HepacrBopuBiieecs BemecTBO yaasiui (GUIbTPOBAHUEM U PACTBOPUTENH (DUITbTpaTa
yIaJIsTU TPy TIOHW)KEHHOM JIaBJIEHWH, TTOJTydast yKa3aHHOT'O B 3arojioBke coenuuenus (0,48
r).

'H-s1MP (CDCl,) ¢ m.a.: 1,1-1,2 (6H, m), 1,53 (3H, ¢), 1,54 (3H, ¢), 1,85-2,2 (16H, m),
2,25-2,35 (2H, m), 2,61 (2H, 1, J=7,1 T'm), 2,95-3,05 (1H, m), 3,67 (1H, n, J=16,7 I'n), 3,71 (1H,
I, J=16,7 I'n), 3,95-4,05 (1H, m), 4,05-4,2 (4H, m), 4,36 (2H, T, J=5,7 I'), 5,0-5,1 (1H, m), 5,3-
5,45 (2H, m), 5,51 (1H, &, J=8,2 I'm), 6,19 (1H, ¢), 6,95-7,05 (4H, m), 7,4-7,5 (2H, m), 7,5-7,6
(1H, m), 8,0-8,1 (2H, m).

ITpumep 109

3-(B-D-ranakronupano3uaokcn)-1-(3-rugpoxcunponuin)-5S-uzonponui-4-{ [4-(3-{1-
[(muniepa3uH-1-ui)kapOOHWI]-
1-(MeTrn)aTHIIKapOaMou } ipormi)derut | metun } - | H-rmpa3zon

VYkazaHHoOe B 3aTr0JIOBKE COEIMHEHME TTOJTydYalld CIOCOOOM, OTTMCAHHBIM B IipuMepe 99, ¢
HCITOJTb30BAaHUEM
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3-(2,3,4,6-Terpa-O-auetun-f-D-ranakTonupaHo3uinoKcH)- 1 -(3-0eH30UIT0KCUIT PO )-4-[ (4-
{3-[1-kapOoKcH-1-(METHIT)ITUITKAPOAMOWII | ITPOTIUIT } PeHUIT |METHIT |-
S-uzonponui- 1 H-nupazona u 1-(0eH3umokcukapOOHUI)TUIepa3uHa BMECTO
3-(2,3,4,6-Terpa-O-auetui-fB-D-rirokonupaHo3uIokcu)-4-[ (4-{ 2-
[1-kapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHIT(PEHUIT)METHIT |-
S-uzonponui-1H-mupazona u 1-6eH3uInuepasuia, COOTBETCTBEHHO.

'H-9MP (CD,OD) 8 m.u.: 1,1-1,2 (6H, m), 1,42 (6H, ¢), 1,8-2,0 (4H, m), 2,17 2H, 1, J=7,7
I'm), 2,58 2H, 1, J=7,4 T'm), 2,65-2,8 (4H, m), 3,05-3,2 (1H, m), 3,45-3,9 (14H, m), 4,08 (2H, T,
J=7,01I), 5,11 (1H, g, J=7,8 T'), 7,0-7,15 (4H, m).

IMpumep 110

3-(2.3.4,6-Terpa-O-anetun-p-D-ragakTonupaHo3WIOKCH)-4-[(4-{3-[1-

{ [4-(GeH3UITIOKCUKapOOHWIT)TUITEPA3UH- 1 -WIT|[KapOOHHUI } -
1-(MeTum)3TUIKapOaMoui Jnponui } heHuI)MeTun | -5-u3onponui- 1 H-nmupaszon

3-(2,3,4,6-Terpa-O-anetui-f-D-ranakTonupaHo3uIoKcH)-4-[ (4-{ 3-
[1-kapOoKcH-1-(MeTHIT)3TUIIKApOAMOWI [T poTHII } heHUIT ) MeTHI | -5-u3onponui- 1 H-mupazon
(37 r) pactBopsu B N,N-mumetundopmamuze (180 mit). K pactBopy nobasisuiu
1-(6en3unokcukapOoHun)munepasud (28,4 r), 1-ruagpokcubdben3orpuason (10,5 1) u
ruapoxiiopuna 1-3tui-3-(3-auMeTuiaMuHOnIporvi) kapooauumuaa (14,8 r) u cmech
repeMenIMBald Mpyu KOMHATHOM TeMrepaType B TeueHUue Houl. PeakimoHHYy10 cMeCh
BBUIMBAJIM B BOJIy Y IOJIYUEHHYIO CMECH JIBA Pa3a 3KCTPATMPOBAIIM ITUIALETATOM.
DKCTPaKThI TPOMBIBAJIM BOJIOM U HACBIIIICHHBIM PACTBOPOM COJIM M CYIIWIIM HaJl O€3BOHBIM
cynbhaToM HaTpHsl. PacTBOpUTENb YIAISUIM ITPU MOHMKEHHOM JABJICHUM U OCTaTOK
OYMIIIAJIN KOJIOHOYHOM XpoMaTorpadueit Ha cuaukarese (3I10eHT:
H-TeKCaH/3TuianeraT=1/2-3Tuianuerar), rnojydas yKa3aHHOE B 3arojoBKe coenuHenue (40,5
r).

'H-IMP (CDC13) ¢ m.o.: 1,1-1,2 (6H, m), 1,56 (6H, ¢), 1,85-1,95 (5H, m), 1,98 (3H, ¢),
2,02 (3H, ¢), 2,12 2H, T, J=7,5T), 2,16 (3H, ¢), 2,58 (2H, 1, J=7,5 '), 2,85-2,95 (1H, m), 3,4-
3,55 (4H, m), 3,55-3,75 (6H, m), 4,0-4,1 (1H, m), 4,1-4,2 (2H, m), 5,09 (1H, nx, J=10,6 I'u, 3,3
I'll), 5,14 (2H, ¢), 5,35-5,45 (2H, m), 5,56 (1H, x, J=7,8 I'm), 6,39 (1H, ¢), 6,95-7,1 (4H, m), 7,3-
7,4 (5H, m).

IMpumep 111

4-[(4-{3-[1-{[4-(6CeH3UITOKCUKAPOOHMI)TUIIEPA3HH- 1 -1 ]JKapOOHMII } -

1-(MeTun)aTunkapoamoun |nponuit } peHmn)mMeTnn]-3-(-D-rasak ronupaHo3UI0KCH)-
S-nzonponwi-1H-nmpazon

K pactBopy
3-(2,3,4,6-Tterpa-O-auetun-p-D-ranakronupano3unokcu)-4-[(4-{3-[1-
{ [4-(GeH3uITOKCMKapOOHWIT)TUITepa3UH- 1 -1 |[KapOOHUI } -
1-(MeTum)3TUNIKapOaMou Jiporui } peHum)MeTrn | -5-u3onpomui- 1 H-mupazomna (39,5 r) B
MeTtaHoJte (160 Mi1) 106aBIsAIM METOKCHT HATpHs (28 % METaHOJIBHBIN pacTBOp, 8,24 Mi) U
CMECh MepeMeIIUBalid pU KOMHATHOM TeMIiepaType B TeueHue Houu. K peakimoHHON cMecH
JI0OABIISIA YKCYCHYIO KUCIIOTY (2,7 MIT) U MOJIy4YEHHYIO CMECh KOHIIEHTPUPOBAJIU ITPU
TTOHWKEHHOM JaBjieHnd. OCTaTOK OYMINAIA KOJIOHOYHOM XpoMaTorpaduei Ha CUIMKarese
(3mmt0eHT: auxjopMeTan/meranoni=10/1), monay4dasi ykazaHHOE B 3aroJIOBKe coeauHenue (21,3
).

'"H-9MP (CD3OD) ¢ m.a.: 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,8-1,9 (2H, m), 2,16 2H, 1, J=
7,8 I'm), 2,57 2H, T, J=7,6 T'nm), 2,8-2,95 (1H, m), 3,35-3,8 (15H, m), 3,85-3,9 (1H, m), 5,07 (1H,
o, J=7,9I'm), 5,12 (2H, ¢), 7,04 (2H, x, J=8,2 '), 7,11 (2H, n, J=8,2 I'm), 7,25-7,4 (5H, m).
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CpaBHUTENbHBIN TpuMep 57

[4-Gen3unokcn-2-(Terparuapo-4H-nupan-4-unokcu)peHua | MeTaH o

K pactBopy terparuapo-4H-nupan-4-ona (3,62 r) u TpustuiiaMmusa (5,6 Mi1) B
terparuapodypane (35 Mir) 100aBIISIIM METAHCYTH(OOHUIXIOPHUA (2,93 MIT) TPH OXJIaXKICHUN
JIbJIOM M CMECh NIEPEMEIMBAIM TPU KOMHATHOM TEMIIEpAaType B TeueHue 1 Jaca.
HepactBopusieecs BelecTBo ynansiii ¢puibTpoBanueM. K punbTpaty nodasisiiu
N,N-mumetundgopmamu (70 mi), 4-0eH3UI0KCH-2-TUAPOKCHOeH3ambaeru I (5,39 1) u
kapOoHar ne3us (23 r) u cMech nepemermBaiu npu 80°C B Teuenue 12 yacoB. PeakiimoHHY0
CMECh BBUIMBAJIU B BOJIY U MOJYUYEHHYIO CMECh IKCTPATUPOBAIIU IUITUIOBBIM 3(DUPOM.
DKCTPaKT MPOMBIBAIIA BOJIOM U HACHIILIEHHBIM PACTBOPOM COJIA U CYIIWIIM HAJl O€3BOIHBIM
cyabdaTtoM Maruus. PacTBopuTens yaassiiv Ipy MOHWKEHHOM JIaBJIEHUU U OCTATOK
OYMIIAJIA KOJIOHOUHOM XpoMaTorpadueii Ha cuarKarese (31I0eHT: H-reKcan/aTunanerat=4/1-
2/1), momyuas 4-0eH3uIIOKCH-2-(TeTparuapo-4H-nmupan-4-unokcu)oen3anpaerun (4,58 r).
DT0 BelecTBO pacTBOpsuv B 3Tanosie (70 mi). K pactBopy nob6aBisuin 60poruapu
Hatpus (0,28 T) IpU OXJAKICHUM JTHIOM U CMECh MEPEMEITUBAIIN TTPU KOMHATHOMN
TeMIiepaType B TedeHue 3 yacoB. K peakuuoHHO! cMecu 100aBIsSIM METAHO U MOJTyYEHHYIO
CMECh KOHLIEHTPUPOBAJIU MPU MTOHWKEHHOM JaByieHud. K octaTky m100aBIIsIM HACHIIICHHBIM
BOJIHBIN pacTBOp OUKapOOHATA HATPUS U CMECh SIKCTPATUPOBAIUA JUITUIIOBBIM (PUPOM.
DKCTPAKT MOCIAEAOBATEILHO MPOMBIBAJIA HACHIIIIEHHBIM BOJIHBIM pACTBOPOM OMKapOoOHaTa
HATPUs1, BOJOW U HACHIIIIEHHBIM PACTBOPOM COJIM M CYIIWIIN Ha/1 O€3BOTHBIM CyJIb(paToM
MarHus. PactBopuTens yaassiiv npy MOHWKEHHOM JTAaBJIEHUU U OCTATOK OYMILAIIU
KOJIOHOUHOM XpoMaTorpadueli Ha cuiMkarese (3JIFO€HT: H-rekcaH/3Tunanerar=3/1-1/1),
IoJIy4as yKa3aHHOE B 3aroJIOBKe coenuHeHue (4,45 r).

'"H-aMP (CDCl,) ¢ m.u.: 1,75-1,85 (2H, m), 1,95-2,05 (2H, m), 2,11 (1H, 1, J=6,3 '), 3,5-
3,65 (2H, m), 3,9-4,0 (2H, m), 4,45-4,55 (1H, m), 4,63 (2H, 1, J=6,3 I'n), 5,05 (2H, ¢), 6,5-6,6
(2H, m), 7,19 (1H, 0, J=7,7 I'n), 7,3-7,45 (5H, m).

CpaBHUTEIBHBIN TpuMep 58

4-{[4-6eH3unokcu-2-(rerparuapo-4H-nmupan-4-unokcu) heHnT | Me TIII } -
1,2-guruapo-5S-nzonponun-3H-nrpaszon-3-ox

K pactBopy [4-OeH3uokcu-2-(Terparuapo-4H-nmupan-4-unokcn)peru |metanona (4,45
r) B TeTparuapodypane (28 M) 100aBISUM TPUITUIAMUH (2,27 MIT) U
MeTaHcyIb(ponumxiaopu (1,21 MiT) mpu 0XJIaXIEHUM JTbOM U CMECh TIepeMEIINBAIN B
teyeHue 1 yaca. HepactBopuBIleecs BeleCTBO yaausuii GpuibTpoBaHueM. [1omyueHHbIN
pactBop [4-0eH3unokcu-2-(rerparuapo-4H-nupan-4-unokcun)peHunmetTunimesnnaTa B
TeTparuapodypane 100aBIISTM K CyCIIeH3ud ruapuaa HaTpus (55%, 710 mr) u
MeTHUII-4-MeTUII-3-0KcoreHTanoata (2,25 r) B rerparuapodypane (56 Mi1) ¥ CMeCh KUITSITHIIN
C 0OpaTHBIM XOJOIWILHUKOM B TeueHue 8 yacoB. K peakunoHHol cmecu 100aBisu 1
MOJIb/JI XJIOPUCTOBOAOPOIHOM KHUCIIOTHI U MIOJIYUYEHHYIO CMECh KCTPATUPOBAIIU
I TUIOBBIM 3(pupom. OpraHruecKuii CII0i MPOMBIBAJIA BOAOW U CYIIUIIM HaJ O€3BOIHBIM
cynbdaroMm Maruus. PactBopurens yaaisui Ipy MOHWKEHHOM JaBiieHun. K pactBopy
ocTaTKa B TOIyoJie (8 MJ1) JoOABISIIM MOHOTHPpAT ruapasuHa (3,43 mi1) U cMech
nepeMetiBaiu pu 100°C B TeueHue 8 yacoB. PeakMOHHYIO CMECh OUMIIAIN KOJIOHOYHOM
XpomaTtorpadueil Ha CUIMKarese (3TI0eHT: quxiaopMeTan/Metanon=20/1-10/1), moayuas
yKa3aHHOE B 3arojioBke coenuuenue (1,69 r).

'H-sIMP (CDCL,) ¢ m.u.: 1,16 (6H, 1, J=7,1 IT'w), 1,75-1,9 (2H, m), 1,95-2,1 (2H, m), 2.,9-
3,05 (1H, m), 3,5-3,6 (2H, m), 3,64 (2H, ¢), 3,9-4,05 (2H, m), 4,4-4,5 (1H, m), 5,0 (2H, c), 6,45-
6,55 (2H, m), 7,0 (1H, 1, J=8,4 T'n), 7,25-7,45 (SH, m).

CpaBHUTENbHBIN TpuMep 59
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3-(2.3.4.6-terpa-O-auetna-f-D-ragakTonMpaHO3UIOKCH)-4-
[(4-GeH3unoxcu-2-meTuadeHUI)MeTrI ] -S-u3onponui- 1 H-nupason

VYka3zaHHOE B 3ar0JI0OBKE COEAUHEHUE TTOIyYalld CIIOCOOOM, ONMUCAHHBIM B
CpaBHUTENIBHOM MpuMepe 12, ¢ UCMOTb30BAHUEM
4-[(4-6eH3umokcHu-2-meTundeHun)MeTun |- 1,2- auruapo-S-u3onponui-3H-nmupason-3-oHa u
aneToopom-a-D-ramakTo3bl BMECTO
4-{[4-(2-6eH3UIT0KCUKAaPOOHUI-2-METUIIITPOTTOKCH ) PeHUIT [METHIT } -
1,2-nuruapo-5-uzonponui-3H-nupa3on-3-oHa u aneToOpoM-a-D-TI1r0K 036,
COOTBETCTBEHHO.

'H-sIMP (CDCL,) ¢ m.a.: 1,05-1,2 (6H, m), 1,78 (3H, ¢), 1,98 (3H, ¢), 2,03 (3H, ¢), 2,16 (3H,
), 2,28 (3H, ¢), 2,75-2,85 (1H, m), 3,51 (1H, 1, J=16,4 I'n), 3,62 (1H, 1, J=16,4 '), 4,0-4,1 (1H,
M), 4,1-4,2 (2H, m), 5,02 (2H, ¢), 5,07 (1H, nxn, J=10,4 'y, 3,5 '), 5,35-5,45 (2H, m), 5,51 (1H,
I, J=7,9 I'n), 6,66 (1H, nnx, J=8,3 I'u, 2,8 I'n), 6,75-6,85 (2H, m), 7,2-7,45 (5SH, m).

CpaBHUTENbHBIN puMep 60

4-{[4-GeH3unokcu-2-(rerparuapo-4H-nupan-4-unokcu) heHu |MeTII } -5-U30mponui-3-
(2.3.4.6-teTpa-O-nuBanouna-f-D-rirokonupano3unokcn)-1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHUE TTOIyYalld ClIOCOOOM, OTMMCAHHBIM B
CpaBHUTENIBHOM MpuMepe 12, ¢ UCMOTb30BaHUEM
4-{[4-0eH3unokcu-2-(rerparunpo-4H-nupan-4-unoxcu) peHusn |MeT } -
1,2-nuruapo-5-uzonponui-3H-nupazon-3-ona u
2,3.,4,6-terpa-O-nuBaaoui-o-D-ToKkonupaHo3uI0poMuga BMECTO
4-{[4-(2-6eH3UITOKCUKAaPOOHUI-2-METUIIITPOITOKCH ) (PEHMIT [METHIT } -
1,2-gurunapo-5-uzonponui-3H-nmupa3zon-3-ona u anerodbpom-a-D-TToKko36l,
COOTBETCTBEHHO.

'H-aMmP (CDCL,) ¢ m.a.: 1,0-1,2 (42H, m), 1,7-1,85 (2H, m), 1,95-2,05 (2H, m), 2,85-2,95
(1H, m), 3,5-3,65 (4H, m), 3,8-3,9 (1H, m), 3,9-4,0 (2H, m), 4,12 (1H, an, J=12,4 I'u, 5,1 '),
4,19 (1H, o, J=12,4 T'u, 1,8 I'n), 4,4-4,5 (1H, m), 4,99 (2H, ¢), 5,15-5,3 (2H, m), 5,36 (1H, 1, J=
9,4 I'n), 5,66 (1H, 1, J=8,0 I'n), 6,42 (1H, nnx, J=8,3 I'u, 2,3 I'n), 6,47 (1H, 1, J=2,3 I'n), 6,86
(1H, 1, J=8,3 I'n), 7,25-7,45 (5H, m).

CpaBHUTEIbHBIN TpuMep 61

3-(2.3.4,6-Terpa-O-anetus-B-D-ragakTONUPaHO3UIOKCH)-4-

[(4-runpokcu-2-MeTundeHu )MeTuI|-S-u3zonponui- 1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHUE MTOIyYalid ClIOCOOOM, ONMMCAHHBIM B
CPABHUTEIIBHOM IIpUMEpE 25, ¢ UCTTOJIb30BAHUEM
3-(2,3,4,6-terpa-O-aueTui-B-D-ragakTonupaHo3uI0KCH)-4-
[(4-Oen3umokcu-2-mMeTudeHnT)MeTr | -5-u3onponui- | H-mupasoin-3-oHa BMecTo
4-[(4-0eH3UITOKCH-2-METHUII(PESHIIT)METHIT |- 5-U30TTPOTTHII-3-
(2,3,4,6-TteTpa-O-nuBasious-f3-D-riarokonupaHo3unokcn)- 1 H-nupaszona.

'"H-aMP (CDCl,) ¢ m.o.: 1,1-1,2 (6H, m), 1,83 (3H, ¢), 1,98 (3H, ¢), 2,03 (3H, ¢), 2,16 (3H,
), 2,25 (3H, ¢), 2,75-2,9 (1H, m), 3,5 (1H, g, J=16,6 I'y), 3,6 (1H, 1, J=16,6 I'n), 4,0-4,05 (1H,
M), 4,1-4,2 (2H, m), 4,78 (1H, mwmp.c), 5,06 (1H, ax, J=10,4 I'y, 3,5 I'n), 5,35-5,45 (2H, m), 5,5
(1H, 1, J=8,2 T'n), 6,52 (1H, nx, J=8,1 'y, 2,6 T'w), 6,62 (1H, 1, J=2,6 T'y), 6,76 (1H, 1, J=8,1 I'y).

CpaBHUTENbHBIN pUMep 62

4-{[4-runpoxcu-2-(Terparuapo-4H-nupaH-4-unoxcn)HeHnI | MeTHII } -5-U30IMPOITHI-3-
(2.3.4.,6-Terpa-O-nuBanoui-pB-D-riokonupaHo3unokcu)-1 H-nupazon

VYka3zaHHOE B 3ar0JI0BKE COEAMHEHHE MTOIYYalld ClIOCOOOM, OTMCAHHBIM B
CPABHUTEIIBHOM IIpUMeEpE 25, ¢ UCTTOJIb30BAHUEM
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4-{[4-6en3unokcu-2-(terparuapo-4H-nmupan-4-umoxcu ) eHus |MeTHII } -5-U30porTuI-3-
(2,3,4,6-TteTpa-O-nuBanoun-f3-D-rarokonupano3unoken)- 1 H-nupaszona BMecTo
4-[(4-6eH3UITOKCHU-2-MeTHUI(HEHNUIT)METHI |-5-U30TTPOITHII-3-
(2,3,4,6-TeTpa-O-nuBasious-f3-D-riarokonupaHo3unokcn)- 1 H-nupaszona.

'"H-aMP (CDC13) 8 m.a.: 1,0-1,2 (42H, m), 1,75-1,9 (2H, m), 1,95-2,1 (2H, m), 2,8-2,95 (1H,
M), 3,52 (1H, 1, J=16,5 I'n), 3,55-3,65 (3H, M), 3,8-3,9 (1H, m), 3,9-4,05 (2H, ™M), 4,05-4,2 (2H,
M), 4,4-4,5 (1H, m), 5,14 (1H, mup.c), 5,15-5,3 (2H, m), 5,3-5,4 (1H, m), 5,65 (1H, #, J=8,1 '),
6,22 (1H, o, J=8,2 I'n, 2,3 I'w), 6,37 (1H, 1, J=2,3 '), 6,78 (1H, 1, J=8,2 I'm).

CpaBHUTEIBHBIN IpuMep 63

3-(2.3.4.6-Terpa-O-anetui-pB-D-ragakTonMupaHO3UIOKCH)-4-({4-
[3-(6eH3MITOKCMKAPOOHUI)TPOIIOKCH |-2-MeTUI(hEHNI } METHIT)-S-u3onponui-1 H-nupazon

VYka3aHHoOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CpaBHUTEIIbHOM IIpuMepe 27, ¢ UCITOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-aueTui-p-D-ragakTonupaHo3UI0KCH )-4-
[(4-rugpokcu-2-mMeTrindeHun)MeTr |-5-u3onponui- 1 H-mupasomna BmecTo
4-[(4-TuapOKCU-2-MeTUITI(PEHUIT)METHII |-5-U30ITPOTTHII-3-
(2,3,4,6-TeTpa-O-nuBasious-f3-D-riarokonupanHo3unokcu)- 1 H-nupaszona.

'H-IMP (CDC13) ¢ m.a.: 1,05-1,15 (6H, m), 1,81 (3H, ¢), 1,98 (3H, ¢), 2,02 (3H, ¢), 2,05-
2,15 (2H, m), 2,16 (3H, ¢), 2,26 (3H, ¢), 2,56 (2H, T, J=7,1 '), 2,7-2,85 (1H, m), 3,5 (1H, 1, J=
16,5 I'm), 3,6 (1H, o, J=16,5 I'm), 3,9-4,0 (2H, m), 4,0-4,1 (1H, m), 4,1-4,2 (2H, m), 5,07 (1H, axa,
J=10,6 I', 3,6 I'm), 5,13 (2H, ¢), 5,35-5,45 (2H, m), 5,52 (1H, g, J=8,2 I'), 6,55 (1H, ax, J=8,6
I'm, 2,5 I'n), 6,66 (1H, o, J=2,5T'm), 6,79 (1H, o, J=8,6 I'r), 7,25-7,4 (5SH, m).

CpaBHUTEIBHBIN TpUMep 64

4-({4-[3-(0eH3MIOKCMKAPOOHUIT)ITPOIIOKCH |-

2-(terparuapo-4H-nupaH-4-unokcu)heHns } METUIT)-5-U30TPOIUII-3-
(2.3.4.6-teTpa-O-nuBanouna-f-D-rirokonupano3unokck)-1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHUE TTOIyYalld ClIOCOOOM, OTMMCAHHBIM B
CpaBHUTENILHOM MpuMepe 27, C UCMIOTb30BAHUEM
4-{[4-runpoxcu-2-(TeTparuapo-4H-mupan-4-umokcu)heHun |MeThI } -5-u30Tp oTuiI-3-
(2,3,4,6-TeTpa-O-nuBanoun-f3-D-rarokonupano3unoken)- 1 H-nupaszona BMecTo
4-[(4-TuapOoKCU-2-MeTUIT(PEHUIT)METUIT |-5-U30ITPOTTHII-3-
(2,3,4,6-TeTpa-O-nuBasious-f3-D-rarokonupaHo3unokcn)- 1 H-nupaszona.

'"H-aMP (CDCl,) ¢ m.u.: 1,0-1,2 (42H, m), 1,75-1,85 (2H, m), 1,95-2,15 (4H, m), 2,56 (2H,
T, J=7,3 '), 2,8-2,95 (1H, m), 3,5-3,65 (4H, m), 3,8-3,9 (1H, m), 3,9-4,05 (4H, m), 4,05-4,25
(2H, m), 4,4-4,5 (1H, m), 5,13 (2H, ¢), 5,15-5,3 (2H, m), 5,36 (1H, 1, J=9,5 '), 5,66 (1H, 71, J=
8,1 I'n), 6,3 (1H, ox, J=8,4 'y, 2,5 I'n), 6,38 (1H, 1, J=2,5 I'n), 6,84 (1H, 1, J=8,4 T'n), 7,25-7,4
(5H, m).

CpaBHUTEIbHBIN ITpUMeEp 65

3-(2.3.4,6-Terpa-O-anetui-f-D-ragakTonupaHo3unoKcu)-4-{ [4-(3-kapOOKCUITPOIIOKCH)-
2-metundeHnT)Me T |-5-u3onponui- 1 H-nmupazon

VYka3aHHOE B 3ar0JI0BKE COEAMHEHHE MTOIYYalld ClIOCOOOM, OTMCAHHBIM B
CPaBHUTEIIBHOM IpUMEpE 25, C UCMIOJIb30BaHUEM
2,3,4,6-terpa-O-auerun-f-D-ramakronupaHo3uiokcu)-4-({4-
[3-(OeH3UITOKCUKAPOOHUIT)ITPOITOKCH | -2-MeTUII(EHUIT } METHIT)-5-u3onponi- 1 H-upaszona
BMECTO
4-[(4-0eH3UITOKCH-2-MeTHUII(PESHUIT)METHIT |- 5-U30TTPOTTHII-3-
(2,3,4,6-TteTpa-O-nuBanoun-f3-D-raokonupano3unokcn)-1 H-nupaszona.
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'"H-aMP (CDCL,) é m.a.: 1,05-1,15 (6H, m), 1,78 (3H, ¢), 1,98 (3H, ¢), 2,02 (3H, ¢), 2,05-
2,15 (2H, m), 2,16 (3H, ¢), 2,27 (3H, ¢), 2,45-2,6 (2H, ™M), 2,75-2,85 (1H, m), 3,49 (1H, 1, J=16,8
I'm), 3,6 (1H, m, J=16,8 I'n), 3,98 (2H, T, J=6,3 I'), 4,0-4,1 (1H, M), 4,1-4,25 (2H, M), 5,06 (1H,
on, J=10,3 I'n, 3,4 I'm), 5,3-5,45 (3H, m), 6,58 (1H, om, J=8,6 I'u, 2,4 '), 6,68 (1H, 1, J=2,4
I'm), 6,78 (1H, 1, J=8,6 I').

CpaBHUTEIIBHBIN TpUMEp 66

4-{[4-(3-kapOOKCUIIPOITOKCH)-2-(TeTparuapo-4H-nmupan-4-unoxcn)heHus Jmeru } -
S-uzonponui-3-(2,3.4,6-terpa-O-nuBanoun-f-D-rarokonupaHo3uiokcu)- 1 H-nupason

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTTMCAHHBIM B
CpPaBHUTEJIBHOM IpUMeEpE 25, ¢ UCIIOJIb30BaHUEM
4-({4-[3-(6eH3uITOKCUKapOOHUIT)TPOITOKCH |-
2-(terparuapo-4H-nupan-4-uaokcu)PeHWUIT | METHIT |-5-U30TTPOTIUIT-3-
(2,3,4,6-TeTpa-O-nuBanoun-f-D-rarokonupano3unokcn)- 1 H-nupaszona BMecTo
4-[(4-6eH3UITOKCH-2-MeTUI(HEHNUIT)METHI |-5-U30TTPOITHIT-3-
(2,3,4,6-TeTpa-O-nuBasious-f3-D-riarokonupaHo3unokcn)- 1 H-nupaszona.

'"H-IMP (CDCl,) 8 m.a.: 1,0-1,2 (42H, m), 1,75-1,9 (2H, M), 1,95-2,15 (4H, M), 2,5-2,6 (2H,
M), 2,8-2,95 (1H, m),, 3,45-3,65 (4H, m), 3,8-3,9 (1H, M), 3,9-4,05 (4H, m), 4,1-4,25 (2H, m),
4,4-4,55 (1H, m), 5,2-5,3 (2H, m), 5,36 (1H, 1, J=9,2 '), 5,52 (1H, 1, J=7,7 I'n), 6,33 (1H, om, J=
8,1 ', 2,1 I'm), 6,41 (1H, 1, J=2,1 '), 6,84 (1H, 1, J=8,1 I').

CpaBHUTEIbHBIN IpuMep 67

3-(2.3.4,6-Terpa-O-anetun-p-D-ragakTonupaHO3UIOKCH)-4-[(4-{ 3-
[1-6eH3mIoKkCuKapOOHMII- 1 -(METHI)3TUIKAPOAMOWI |IIPOITOKCH } -2-MeTUI(DEHUIT )METHI |-
S-nzonponwi-1H-nupazon

VYkazaHHOE B 3ar0JIOBKE COCIMHEHME TITyYaIl ClIOCOOOM, OIMMCAHHBIM B CPABHUTEIIHHOM
npumepe 45, ¢ ucnonb3oBanueM 3-(2,3,4,6-terpa-O-anetun-f-D-rarakTonupaHo3uI0KCH)-4-
{[4-(3-kapOOKCUITPOIIOKCH )-2-METHII(EHUI | METH } -5-u3omponui- 1 H-mupa3ona BMecTo
3-(2,3,4,6-Terpa-O-auetuii-B-D-rirokonupaH03uI0Kcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-metuindeHun | MeTu }-5-uzonponui- 1 H-mupaszona.

'"H-aMmP (CDC13) 8 m.a.: 1,05-1,15 (6H, m), 1,53 (6H, ¢), 1,83 (3H, ¢), 1,95-2,1 (8H, M),
2,15 (3H, ¢), 2,26 (3H, ¢), 2,34 (2H, 1, J=7,2 T'n), 2,7-2,85 (1H, m), 3,5 (1H, 1, J=16,6 '), 3,6
(1H, g, J=16,6 I'y), 3,85-3,95 (2H, m), 4,0-4,1 (1H, m), 4,1-4,2 (2H, m), 5,07 (1H, ox, J=10,4 I'n,
3,5 '), 5,15 (2H, ¢), 5,35-5,45 (2H, m), 5,52 (1H, n, J=8,1 I'y), 6,06 (1H, ¢), 6,55 (1H, ax, J=8.5
I'm, 2,6 I'n), 6,66 (1H, x, J=2,6 I'm), 6,79 (1H, n, J=8,5 I'r), 7,25-7,4 (SH, m).

CpaBHUTEIBbHBIN TpUMep 68

4-{[4-{3-[1-OeH3UTOKCUKAPOOHMII- | -(METUIT)ITUIKAPOAMOWI JHPOMOKCH } -
2-(terparuapo-4H-nupan-4-wiokcu)peHnsI |MeTHI } -5-u30Iponui-3-
(2.3.4.6-teTpa-O-nuBanouna-f-D-rirokonupano3unokcn)-1 H-nupason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalid ClIOCOOOM, OTIMCAHHBIM B
CPABHUTEIIBHOM IIpUMepe 45, ¢ UCTTOJIb30BAHUEM
4-{[4-(3-xapOoKcUTTPOITOKCH)-2-(TeTparuapo-4 H-mupaH-4-unokcu ) peHu |MeTHIT } -
5-uzonponui-3-(2,3,4,6-terpa-O-nuBanoun-f-D-rimokonvpaHo3unokcu)- | H-nupasona
BMECTO
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uokcu)-4- { [4-(2-kapOOKCUITOKCH)-
2-MeTWI(PEeHWUIT |MeTHII }-5-u3onponui- 1 H-mupasomna.

'"H-aMmP (CDC13) o m.a.: 1,0-1,2 (42H, m), 1,54 (6H, ¢), 1,75-1,85 (2H, m), 2,0-2,1 (4H, m),
2,34 (2H, 1, J=7,2 '), 2,8-2,95 (1H, m), 3,5-3,65 (4H, M), 3,8-4,05 (5H, m), 4,05-4,25 (2H, m),
4,4-4,5 (1H, m), 5,1-5,3 (4H, m), 5,36 (1H, T, J=9,5 '), 5,65 (1H, m, J=7,5 '), 6,09 (1H,
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mup.c), 6,29 (1H, nm, J=8,3 I'y, 2,2 I'y), 6,4 (1H, o, J=2,2 I'n), 6,83 (1H, n, J=8,3 '), 7,25-7,4
(5H, m).
CpaBHUTEIIBHBIN IpuMep 69
3-(2.3.4,6-Terpa-O-anetun-pB-D-ragakTonupaHO3UIOKCH)-4-[(4-{ 3-
[1-kapOokcH-1-(MEeTUIT )3 TUIKAPOAMOWI JHPOIIOKCH }-2-MeTUI(DEHNIT )METUI |-

5-n3zonponui-1 H-mmpason

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTIOCOOOM, OTTMCAHHBIM B
CPABHUTEIIBHOM TIpUMepe 48, ¢ UCITOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetui-B-D-ragakTonupaHo3uinokcu)-4-[ (4-{ 3-
[1-6eH3unokcKapOOHUII- 1 -(METHIT )3 TUIIKAPOAMOWII [ ITPOITOKCH } -2-MEeTHII(PEHUIT ) METHIT | -
S5-uzonponui- 1 H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f-D-rioKonupaHo3uIoKCH)-
4-[(4-{2-[1-Oen3unokcukapOOHUI- 1 -(METHIT)ITUIKAPOAMOUI |3 TOKCH } -
2-MeTUIIeHUIT)METHIT |-5-u3onporui- 1 H-mupa3zona.

'H-IMP (CDC13) 8 m.a.: 1,05-1,15 (6H, m), 1,55 (3H, ¢), 1,56 (3H, ¢), 1,79 (3H, ¢), 1,98
(3H, ¢), 2,0-2,2 (8H, m), 2,26 (3H, ¢), 2,4 (2H, T, J=6,9 I'm), 2,7-2,85 (1H, m), 3,49 (1H, 1, J=16,6
I'm), 3,59 (1H, 1, J=16,6 I'y), 3,98 (2H, 1, J=6,1 I'my), 4,0-4,2 (2H, m), 4,22 (1H, ax, J=10,9 I',
5,7 T'm), 5,0-5,1 (1H, m), 5,3-5,45 (3H, m), 6,24 (1H, ¢), 6,59 (1H, ox, J=8,2 I', 2,7 I'ry), 6,69
(1H, #, J=2,7 I'm), 6,75 (1H, 1, J=8,2 I'm).

CpaBHuTenbHbIN TpuMep 70

4-{[4-{3-[1-kapOokcu-1-(METHUI)ITUIKAPOAMOWI ] TPOIIOKCH } -
2-(terparuapo-4H-nupaH-4-wiokcu)peHs |Me T } -5-u30Iporui-3-

(2.3.4.6-teTpa-O-nuBanouna-f-D-rirokonupano3unokcn)- 1 H-nupason

VYka3zaHHOE B 3ar0JI0BKE COEAUHEHUE TTOIyYalid ClIOCOOOM, OTMMMCAHHBIM B
CPABHUTEIIBHOM IIpUMepe 48, ¢ UCITOJIb30BAHUEM
4-{[4-{3-[1-6eH3uoKCUKapOOHMII- | -(METHUIT)ITUIIKAPOAMOWII |TTPOTIOKCH } -
2-(terparuapo-4H-nupan-4-unokcu)heHun | MeTum } -5-U30mponui-3-
(2,3,4,6-TeTpa-O-nuBanous-f-D-rarokonupano3unokcen)- 1 H-nupaszona BMecTo
3-(2,3,4,6-Terpa-O-aueTui-B-D-r1rokonupaHo3uToKcH)-4-[ (4-{ 2-
[1-6eH3unokcuKapOOHUII- 1 -(METHIT)3TUIIKAPOAMOUII | 3TOKCH } -2-METHUII(EHUIT ) METHI |-
S-uzonponui-1 H-nmupazona.

'H-aMP (CDCl,) & m.a.: 1,0-1,2 (42H, m), 1,54 (6H, ¢), 1,7-1,9 (2H, m), 1,95-2,15 (4H, m),
2,35-2,45 (2H, m), 2,8-2,95 (1H, m), 3,45-3,65 (4H, m), 3,8-3,9 (1H, m), 3,9-4,05 (4H, m), 4,05-
4,25 (2H, m), 4,4-4,55 (1H, m), 5,15-5,3 (2H, m), 5,36 (1H, T, J=9,4 I'n), 5,56 (1H, 1, J=8,4 T'n),
6,17 (1H, mup.c), 6,32 (1H, 1, J=8,1 I'n), 6,41 (1H, c), 6,82 (1H, 1, J=8,1 I'w).

IIpumep 112

3-(B-D-raakTonupaHo3uIOKCH)-S-u3onponui-4-{ [4-(3-{ 1-[ (munepasuH- 1 -un)kapOoHuI]-
1-(METUIT)ITUIKAPOAMOWI } ITPOTIOKCH)-2-MeTundeHun |Metun } - | H-nmrpaszon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTTMCAHHBIM B IipuMepe 99, ¢
WCIIOJIb30BAHUEM
3-(2,3,4,6-Terpa-O-auetun-p-D-ranakronupaHo3unokcu)-4-[(4-{ 3-
[1-kapOoKcH-1-(METHIT)ITHITKAPOAMOUII | ITPOTIOKCH } -2-METHUII(SHMIT)METHIT |-
S-uzonponui-1H-nmupazona u 1-(0eH3MI0KCUKapOOHWI)TUTIEpAa3UHa BMECTO
3-(2,3,4,6-Terpa-O-auetuin-p-D-riokonupaHo3uaokcu)-4-[(4-{2-
[1-xkapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT)METHIT |-
S-uzonponui-1H-nmupazona u 1-6eH3unnunepasuia, COOTBETCTBEHHO.

'H-aMP (CD,OD) ¢ m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,95-2,05 (2H, m), 2,29 (3H, ¢),
2,39 (2H, 1, J=7,4 T'w), 2,55-2,9 (5H, m), 3,45-3,8 (11H, m), 3,85 (1H, 1, J=3,2T'w), 3,95 2H, T,
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J=6,11Tn), 5,04 (1H, n, J=7,5Tn), 6,61 (1H, ou, J=8,2 I'u, 2,4 I'n), 6,71 (1H, 1, J=2,4 I'y), 6,84
(1H, m, J=8,2 I'n).

IMpumep 113

3-(3-D-ranakTonupaHo3uIOKCH)-5-u3onponun-4-{[4-(3-{1-{[4-
(2-TUAPOKCUATUI)TUTIEPA3HH- 1 -Wi1 ]JkapOOHMIT } - 1 -(METUI)ITUIIKAPOAMOWI [TPOITOKCH } -
2-MetmndenmnMeTwi]-1H-upason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IipuMepe 78, ¢
HCITOJIb30BaHHUEM
3-(2,3,4,6-Terpa-O-auetui-pB-D-ragakTonupaHo3uinokcu)-4-[ (4-{ 3-
[1-kapOoKcH-1-(MEeTHIT)3TUIIKApOAMOMII |TIPOTIOKCH }-2-MeTHUI(EHUT)METHI |-
S-uzonponui- 1 H-nupazona u 1-(2-ruIpOKCUITUI ) TUTIEPA3UHA BMECTO
3-(2,3,4,6-Terpa-O-auetui-pB-D-riokonupaHo3uaokcu)-4- { [4-(2-kapOOKCUITOKCH) -
2-MeTtundeHu|MeTun }-5-uzonponui- 1 H-nupaszona u 2-aMUHO-2-MeTUIITPONTMOHAMU/IA,
COOTBETCTBEHHO.

'"H-IMP (CD3OD) o m.a.: 1,05-1,15 (6H, m), 1,42 (6H, ¢), 1,95-2,05 (2H, m), 2,28 (3H, ¢),
2,3-2,55 (8H, m), 2,7-2,85 (1H, m), 3,45-3,8 (13H, m), 3,85 (1H, 1, J=2,9 I'n), 3,94 (2H, T, J=6,0
I'm), 5,04 (1H, n, J=7,6 '), 6,6 (1H, 1, J=8,5 I'n), 6,7 (1H, ¢), 6,85 (1H, 1, J=8,5 I'm).

IMpumep 114

(METUIT)ITUIIKAPOAMOWII }IIPOTIOKCH)-
2-(terparuapo-4H-nupan-4-unokcu)enm|mernn } - 1H-nmpaszon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTydalid ClIOCOO0OM, OTIMCAHHBIM B mpuMmepe 105, ¢
WCITOJIb30BAHUEM
4-[(4-{3-[1-kapOboKcH-1-(METUIT)ITUIKAPOAMOUIT | TIPOTIOKCH } -
2-(terparuapo-4H-nupaH-4-uaokcu)peHUT |METHIT }-5-U30TTPOTTHIT-3-
(2,3,4,6-TeTpa-O-nuBanoun-f-D-raokonupano3unokcn)- 1 H-nupaszona BMecTo
4-[(4-{3-[1-kapOoKCcH- 1 -(METHUIT)ITUIKAPOAMOUII |TTIPOTIOKCH } -2-METUI(HEHUIT ) METHUI |-
S-uzonponui-3-(2,3,4,6-terpa-O-anetun-f-D-riokonupano3unokcu)- 1 H-nupaszomna.

'"H-aMP (CD,0D) 4 m.a.: 1,05-1,2 (6H, m), 1,42 (6H, ¢), 1,7-1,85 (2H, m), 1,95-2,1 (4H,
M), 2,38 2H, T, J=7,4 T'n), 2,6-2,8 (4H, m), 2,8-2,95 (1H, m), 3,25-3,45 (4H, m), 3,5-3,75 (9H,
M), 3,83 (1H, o, J=12,1 I'n), 3,9-4,0 (4H, m), 4,5-4,65 (1H, m), 5,07 (1H, 1, J=7,1 I'n), 6,4 (1H,
an, J=8,3 I'u, 2,5 I'n), 6,54 (1H, n, J=2,5 T'n), 6,89 (1H, #, J=8,3 I'n).

CpaBHUTEIbHBIN IpuMep 71

4-[(4-6pom-2-bropdhennmmernn]-1.2-muruapo-5S-uzonponmi-3H-nupazon-3-oH

VYka3aHHOe B 3ar0JIOBKE COEIMHEHME TTOJTyYalid CIOCOOOM, OTTMCAHHBIM B
CPaBHUTEIIBHOM TIpUMeEpE 2, C UCITOJIb30BaHNEM 4-0pOoM-2-PpTOPOSH3UIOPOMUIA BMECTO
4-0pomOeH3uIIOpoMuUIa.

'"H-IMP (CDCI,) ¢ m.a.: 1,17 (6H, m, J=7,1 T'n), 2,85-3,05 (1H, m), 3,67 (2H, ¢), 7,0-7,3
(3H, m).

CpaBHUTEIBHBIN TpUMep 72

3-(2.3.4,6-Terpa-O-anetui-f-D-ragakToNnMpPaHO3UI0KCH)-4-
[(4-6pom-2-bTopdennn)meTnn]-S-u3onponui- 1 H-nupaszon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClTOCOOOM, OTIMCAHHBIM B
CpPaBHUTEIIBHOM MpuMepe 12, ¢ UCMOIb30BaHUEM
4-[(4-6pom-2-bTopdernmmeTn]-1,2-quruapo-5S-uzonponui-3H-mupa3on-3-oHa u
aneToOpomM-a-D-rajgakTo3bl BMECTO
4-{[4-(2-0eH3UITOKCUKAPOOHMIT-2-METHIIITPOTIOKCH ) (DeHUIT | METHIT } -
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1,2-nuruapo-5-uzonponui-3H-nupa3on-3-oHa U aeToOpoM-a-D-TIII0K03bl,
COOTBETCTBEHHO.

'"H-s1MP (CDCI,) o m.a.: 1,15-1,25 (6H, m), 1,92 (3H, ¢), 1,99 (3H, ¢), 2,02 (3H, ¢), 2,18
(3H, ¢), 2,9-3,0 (1H, m), 3,59 (1H, 1, J=16,1 I'n), 3,67 (1H, 1, J=16,1 '), 4,05-4,25 (3H, m),
5,1 (1H, on, J=10,4 T'y, 3,4 I'n), 5,35-5,45 (2H, m), 5,58 (1H, 1, J=8,1 I'n), 6,95-7,05 (1H, m),
7,1-7,2 (2H, m).

CpaBHUTEIBbHBIN TTpUMep 73

3-(2.3.4,6-Terpa-O-anetun-p-D-ragakTonupaHo3uIoKcH)-4-({4-[(1E)-
3-kapOokcurpon-1-eHnia]-2-propdeHunn }MeTni)-S-uzonponui- 1 H-nupazon

VYka3aHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalld ClIOCOOOM, OTTMCAHHBIM B
CpPaBHUTEJIBHOM IpUMepe 4, C UCITOIb30BaHUEM
3-(2,3,4,6-Terpa-O-auetui-f-D-ragakTonupaHo3wIoKch)-4-[(4-6pom-2-propdenmn)meTun]-
S-uzonponui- 1 H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f3-D-rioKonupaHo3uaoKCH)-
4-[(4-6pompenun)MeTri]-5-uzonponui- 1 H-nmupazona.

'H-s1MP (CDCl,) ¢ m.o.: 1,1-1,2 (6H, m), 1,89 (3H, ¢), 1,99 (3H, ¢), 2,01 (3H, ¢), 2,17 (3H,
), 2,85-3,0 (1H, m), 3,27 (2H, #, J=6,9 I'n), 3,59 (1H, 1, J=16,2 '), 3,7 (1H, 1, J=16,2 I'n),
4,05-4,3 (3H, m), 5,1 (1H, nn, J=10,2 I'u, 3,5 '), 5,3-5,5 (3H, m), 6,2-6,35 (1H, m), 6,43 (1H,
a,J=16,2 I'n), 6,9-7,15 (3H, m).

CpaBHUTEIBHBIN IpuMep 74

1-(2-aMUHO-2-METUINTPONUOHMII)-4-(OEH3UTOKCUKAPOOHWI) TUIIEPA3UH

K pactBopy 2-(TpeT-0yTOKCHMKapOOHUIAMUHO)-2-METUIIITPOITMOHOBOM KUCITOTHI (10 T) B
terparuapodypane (20 mir) gobasssu 1-(0eH3UI0KCHKapOoHUT)uIiepasuH (16,3 1),
1-rugpoxcuben3otTpuasoi (8,02 Mr), TUAPOXIOPUT
1-3Tun-3-(3-numetunamMuHonponwin)kapooauumua (11,4 r) u cMech nepeMernmBaIg mpu
KOMHATHOM TeMIIEpaType B TEUEHUE HOUU. PEaKMOHHYIO CMECh BbUIMBAJIM B BOAY U
MOJIYYEHHYIO CMECh 3KCTPArupoBaJid 3TUIALETATOM. DKCTPAKT MPOMBIBAJIM BOJIOW U
HACBIIIEHHBIM PACTBOPOM COJIM U CYIIMJIU HaJl O€3BOIHBIM CyJibaToM HaTpus. OcTaToK
pacTBOPSUIM B CMEIIAHHOM PACTBOPUTENIE U3 H-TeKcaHa u stunaneraTa (1/1) (40 mn),
Harpesas rnmpu 60°C, 1 pacTBOp NepeMeIIMBaIM TPU KOMHATHOM TeMIIepaType B TEUCHUE
HouM. K cmecu 106aBIIsiiv TOT ke caMblii pacTBopuTelb (30 MII) U CMeCh CHOBA
MepeMellrBaIy B TeueHue Hour. OcaxaeHHbIe KPUCTAILIBI coOUpaiv GUIbTPOBAHUEM,
3aT€M MPOMBIBAJIA TEM K€ CAMBIM PACTBOPUTEIIEM U CYIIWIN MTPU MOHUKEHHOM JIaBJICHUH,
noJryyast
4-0eH3UIT0KCUKapOOHUI- 1-[2-(TpeT-0yTOKCUKapOOHUIIAMUHO)-
2-Metuiponronui Jnurnepasut (13,5 r). K pactBopy moiayuyeHHOTo
4-0eH3UIT0KCUKAapOOHUI- 1-[2-(TpeT-0yTOKCUKapOOHUIIAMUHO)-
2-MeTUIIITponMOoHWIT |TuTiepa3uHa (5 1) B rerparuapodypane (30 mir) nodaBisiiu
XJIOPUCTOBOJOPOAHYIO KUCITOTY (4 MOJIB/JT pacTBOp B 1,4-quokcane, 40 Mi1) ¥ TTOJTy4EHHY IO
CMECh MEePEMEIINBAJIM ITPU KOMHATHON TEMIIEpAType B TeueHUe HOouu. OcakIeHHbIE
KpUCTaJUIbl codupanu ¢punbTpoBanreM. [lomydeHHbIe KPUCTATUTBI PACTBOPSIIH B
STUJIALIETATE U B HACBIIIIEHHOM BOJHOM pacTBope OukapOoHata HaTpus. OpraHu4ecKuit
CIIOW OTIEISUIN, TPOMBIBAJIM HACBIILIEHHBIM PACTBOPOM COJIM U CYIIMIIM HaJl O€3BOIHBIM
cynbdaTtoM HaTpusl. PacTBopuTeNnb yAaIsii pU MTOHM)KEHHOM JABJICHUU U TTOJTYYalIu
yKa3aHHOE B 3ar0JIOBKe coenuHeHue (3,65 r).

'H-aMP (CDC13) ¢ m.a.: 1,41 (6H, ¢), 3,45-3,55 (4H, m), 3,7-3,95 (4H, mwmp.), 5,15 (2H, ¢),
7,25-7,4 (SH, m).
Ipumep 115
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4-{[2-prop-4-(3-{1-[(nmnepas3un-1-ui)KapOOHMI]-
1-(meTun)3tunkapbamounn }iponun)benu |Merun }-3-(B-D-ragakTonupaH 03UI0KCH)-
S-uzonponui-1H-nupazon

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld ClIOCOOOM, OTIMCAHHBIM B IipuMepe 99, ¢
HCIIOJIb30BaHHUEM
3-(2,3,4,6-Terpa-O-auetun-p-D-ragakronupano3unokch)-4-({4-[(1E)-
3-kapOokcurpor- 1-eHun]-2-propderus }metun)-5-uzonponui- | H-nmupazona u
1-(2-aMUHO-2-METUIIITPOTIMOHUIT )-4-(OEH3UITOKCUKAPOOHUI ) TUIIepa3iHa BMECTO
3-(2,3,4,6-Terpa-O-auetuii-B-D-riIroKkonupaH03uI0Kcu)-4-[ (4-{ 2-
[1-xkapOoKcH-1-(MEeTHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT |METHIT |-
S-uzonponui-1H-mupazona u 1-6eH3unnuepasuia, COOTBETCTBEHHO.

'"H-aMP (CDSOD) 4 m.a.: 1,1-1,2 (6H, m), 1,42 (6H, ¢), 1,8-1,95 (2H, m), 2,17 2H, 1, J=7,6
I'm), 2,6 2H, 1, J=7,6 T'n), 2,7-2,85 (4H, ™), 2,85-3,0 (1H, m), 3,45-3,85 (11H, m), 3,85-3,9 (1H,
M), 5,09 (1H, 1, J=7,8 '), 6,8-6,9 (2H, M), 7,0-7,15 (1H, m).

CpaBHUTEIBHBIN IpUMeEp 75

4-0poM-2-XJIOPOEH3UIOBEIN CITUPT

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHHME TTOJTyYalid ClIOCOOOM, OTTMCAHHBIM B
CpaBHUTEJIBHOM MIpuMepe 14, ¢ UCIoab30BaHUeM 4-0poM-2-XIT0POSH30MHON KUCIOTHI
BMECTO 4-O0pOM-2-METUIOCH30MHON KUCIOTHI.

'H-IMP (CDC13) o m.a.: 1,9-2,0 (1H, m), 4,73 (2H, n, J=5,5 '), 7,3-7,45 (2H, m), 7,45-
7,55 (1H, m).

CpaBHUTEIBHBIN IpuMep 76

VYKa3zaHHOE B 3ar0JIOBKE COEIMHEHHE MOJTyYalid ClIOCOOOM, OMMCAHHBIM B
CpaBHUTENIBHOM MpuMepe 15, ¢ ucroab30BaHueM 4-0poM-2-XJI0pOEH3UIOBOTO CITUPTA
BMECTO 4-0pOM-2-MeTUIOEH3UI0BOTO CITUPTA.

'"H-aMP (AMCO-dy) 5 m.x1.: 1,07 (6H, &, J=6,9 I'n), 2,7-2,85 (1H, M), 3,61 (2H, ¢), 6,97
(1H, n, J=8,5 T'n), 7,46 (1H, nx, J=8,5 ', 2,0 '), 7,66 (1H, 1, J=2,0 T'y).

CpaBHUTENbHBIN puMep 77
3-(2.3.4.6-Terpa-O-anetui-f-D-TII0KONUPaH 03UI0KCH)-4-[ (4-6poM-2-X10pheHUIT )METHII |-

S-uzonponui-1H-nupazon

VYka3zaHHOE B 3ar0JIOBKE COEAUHEHUE TTOIyYalid ClIOCOOOM, ONMMUCAHHBIM B
CpPaBHUTEIIBHOM MpuMepe 12, ¢ UCIIOIb30BaHUEM
4-[(4-6pom-2-xntopdenun)meTui |- 1,2-muruapo-S-uzonponui-3H-nmupason-3-oHa BMecTo 4-
{[4-(2-OeH3uI0KCUKapOOHUII-2-METHUIITPOTIOKCH )(DEHMIT ]METHIT } -
1,2-nuruapo-5-uzonponui-3H-nupa3zon-3-oHa.

'H-aMP (CDCI,) ¢ m.a.: 1,17 (6H, 1, J=7,0 T'n), 1,9 (3H, ¢), 2,01 (3H, ¢), 2,03 (3H, ¢),
2,07 (3H, ¢), 2,85-3,0 (1H, m), 3,65 (1H, n, J=16,7 I'n), 3,74 (1H, 1, J=16,7 I'n), 3,8-3,9 (1H,
M), 4,05-4,2 (1H, m), 4,31 (1H, nn, J=12,8 I'u, 4,3 I'm), 5,1-5,35 (3H, m), 5,6 (1H, 7, J=8,1 '),
6,93 (1H, n, J=8,2 I'n), 7,24 (1H, an, J=8,2 I'y, 1,8 I'n), 7,49 (1H, 1, J=1,8 I'm).

CpaBHUTEIBHBIN TpuMep 78

3-(2.3.4,6-Terpa-O-anetui-pB-D-rirokonupaHo3uaokcu)-4-({4-[ (1E)-
3-kapboxcunpon-1-ennn]-2-xaopdenunn Mmerun)-S-u3onponui- 1 H-nupazon

VYka3aHHoOE B 3ar0JIOBKE COEIMHEHME TTOJTydYalid CIOCOOOM, OTTMCAHHBIM B
CpPaBHUTEIIBHOM MpuMepe 4, C UCIIOJIL30BAHUEM
3-(2,3,4,6-Terpa-O-aueTui-pB-D-T1rokonupaHo3uIoKcH)-4-[ (4-6pom-2-x1opheHuT)MeTr | -
S5-uzonponui- 1 H-nupazona Bmecro 3-(2,3,4,6-terpa-O-anetui-f-D-rioKonupaHo3uaoKCH)-
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4-[(4-Opomdenn)meTri]-5-u3zonponui- 1 H-mupa3zona.

'H-IMP (CDCl,) s m.a.: 1,1-1,2 (6H, m), 1,85 (3H, ¢), 2,0 (3H, ¢), 2,02 (3H, ¢), 2,05 (3H,
¢), 2,85-3,0 (1H, m), 3,27 (2H, n, J=6,4 I'ny), 3,68 (1H, 1, J=16,7 I'), 3,78 (1H, 1, J=16,7 I'ny),
3,8-3,9 (1H, m), 4,1-4,2 (1H, m), 4,32 (1H, gg, J=12,6 T'ny, 3,8 I'wm), 5,15-5,3 (3H, m), 5,43 (1H,
o, J=7,8 T'm), 6,2-6,35 (1H, m), 6,42 (1H, 1, J=16,1 I'n), 6,96 (1H, a, J=1,6 I'n), 7,13 (1H, ox, J=
8,21, 1,6 I'n), 7,36 (1H, a, J=1,6 I'm).

IIpumep 116

4-{[2-x10p-4-(3-{1-[(muriepasuH-1-ui)kapOoHUI]-
1-(MeTHIT)3 TUIIKApOAMOWI } TTpoTvIT)(heHUI [Me T } -3-(3-D-IIFOKOIIPaHO3UIOKCH )-
S5-n3onponwi-1H-nmpason

VYkazaHHOE B 3aTr0JIOBKE COEIMHEHME TTOJTyYalld CIIOCOOOM, OTIMCAHHBIM B IipuMepe 99, ¢
HCITOJIb30BaHHUEM
3-(2,3,4,6-Terpa-O-auetui-p-D-riuokonupano3unokcu)-4-({4-[(1E)-
3-kapOokcurpor-1-enun|-2-xopdenun } MeTun)-S-uzonponui- | H-nmupazona u
1-(2-aMHUHO-2-METHIIITPOITMOHMIT )-4-(OCH3UITOKCUKAPOOHUI ) ITUIIepa3iHa BMECTO
3-(2,3,4,6-Terpa-O-auetui-f-D-riokonupaHo3uIokcu)-4-[(4-{ 2-
[1-xkapOoKcH-1-(METHIT)ITUIIKApOAMOMIT |3 TOKCH } -2-MeTHII(PEHUIT)METHIT |-
S-uzonponui-1H-mupazomna u 1-6eH3unnuepasuia, COOTBETCTBEHHO.

'H-IMP (CD3OD) 8 m.a.: 1,1-1,2 (6H, m), 1,43 (6H, ¢), 1,8-1,95 (2H, m), 2,17 2H, 1, J=
7,7 I'm), 2,59 (2H, T, J=7,6 I'n), 2,65-2,95 (5H, m), 3,25-3,45 (4H, m), 3,5-3,9 (8H, m), 5,09 (1H,
o, J=7,1Tu), 6,95-7,1 2H, m), 7,2 (1H, o, J=1,3 I'my).

ITpumep ucnpiTanuit 1

AHanu3 Ha MHrUOUpYyIolllee ISMCTBUE, HANTPABIEHHOE MPOTUB aKTUBHOCTU SGLT1
JeoBeKa

1) KinoHnpoBaHue U KOHCTPYHPOBAHHE BEKTOPa, 3Kkcnpeccupyromero SGLT1 uenoseka.

kJIHK-6u6moTexy mis INLP-ammmdukanuy rmorydyaan o0paTHOM TPaHCKPUITIUCH
nosiHo PHK, BrIgeIeHHOM N3 TOHKOTIO KUIIEYHWKA vesioBeka (red Ori), ¢
ucnonb3oBaHueM oligo-dT B kauecTBe npaiimepa. C UCHOIL30BAHUEM JAHHOM
k/IHK-6u6morteku B kauectBe MaTpuibl, JIHK-pparment, komupyromuit 1-2005 1.H.
SGLT1 uenoBeka (ACCESSION: M24847), koropslii onucad Hediger et al.,
amigunupoBaau [TL[P-MeTo10M 1 BcTpauBaiu B CAUT MHOXECTBEHHOTO
knoHupoBaHusi pcDNA3.1(-) (Invitrogen). Bcrpoennas JIHK-niocnenoBaTtenbHOCTh TOUHO
COOTBETCTBOBAJIA ONMMCAHHOW paHee MOCIEI0BATEIIbHOCTH.

2) Coznmanue KJIeTOYHOM JIMHUM, CTAOMITBbHO 9KcIpeccupytorieit SGLT1 uenoseka.

Dxkcnpeccupyroinit Bektop s SGLT1 yenoBeka ruapoiau3oBand Sca I ¢ mojyyeHruem
muHerHoM [JHK. Jlannyro muneinyo JIHK Tpanchermmpoanu B kiretku CHO-K1 myTem
munodeknuu (peareHT s Tpanchekuuu Effectene, QITAGEN). Pe3aucteHTHBIC K HEOMUIMHY
KJIETOUYHBIE JIMHUU OTOUPAJIM IyTEM KYJIbTUBUPOBAHUS B cpefie, coaepxarieit G418 (1
mr/mi, LIFE TECHNOLOGIES), u 3aTeM aKTUBHOCTb NPOTUB MOTJIOIICHUS
MeTUII-0-D-TirokonupaHo3u1a U3MEpPSUIM METOJIOM, OIMCAHHBIM HWKe. KileTouHy1o JIMHMIO,
KOTOpas 0OHApy>KMBAJIA CAMYIO BBICOKYIO aKTUBHOCTb IOIJIOILIEHHUS, OTOMpAIU U
o6o3Hauanmu CS1-5-11D. Knetku CS1-5-11D kynbTuBUpOoBaM B TpUcyTcTBUM G418 mipu 200
MKT/MIJL.

3) N3mepenue uHrubupyoiiei akTHBHOCTH ITPOTUB MOTJIOIICHUS
MeTwi-a-D-rmokonmupanosuna (o-MG).

Knerku CS1-5-11D BriceBanu B 96-1yHOUYHBIN IUIAHIIET AJIS1 KyJIbTUBUPOBAHUS ITPU

mwioTHOCTH 3%10* KITeTOK/TyHKA U KYJIbTUBUPOBAIIHN B TeUeHHE 2 [HEl, 3aTeM HCIIOIb30BaIIHI
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B aHaJM3e Ha norioieHue. Cmech HemeueHoro (Sigma) u 4C-meuennoro a-MG (Amersham
Pharmacia Biothech) no6asmsu k 6ydepy mis nornomenus (O0ydep, pH 7,4,

conepxkamui 140 MM xnopuaa HaTpus, 2 MM xiaopuaa kanmus, 1 MM ximopuaa kanbius, 1
MM xjopuna maruaus, 10 MM 2-[4-(2-TUAPOKCUITHIN)- | -TUTIePA3UHIIT |3 TAHCYIH(DOHOBOM
KHUCIIOTBI U 5 MM TpUC(TUIPOKCUMETHI)aMUHOMETAaHA) IPU KOHEUHOM KOHIEHTpauuu 1 MM.
Tectupyemoe coeTMHEHNUE PACTBOPSUTU B TUMETHIICYTH(OKCHIE U 3aTEM COOTBETCTBYIOIINM
00pa30M pacTBOPSUIU B TUCTWIIIMPOBAHHOM Bojie. PacTBOp TecTUpyeMOro coeIMHEHUS
nob6assu B Oydep ais noronieHus, coaepxaiuit 1 MM a-MG, koTopblit naiee OyaeT
Ha3bIBaThCs Oydepom a1t u3MepeHus. JJ1si KOHTPOJIbHOM TPyIIibl Oydep I u3MEepeHUs He
coJiepxKall TECTUPYEMOTro coeuHeHus. st usmepenust poHOBOTO MOTIIOIECHUS
MPUrOTaBIMBAIM Oydep aist u3mepeHus: GOHOBOTO MOTJIOIICHHUS, KOTOPBIM BMECTO XJIOpUIA
HaTpus comepxkan 140 MM xomuuxnopuaa. [locne yaanenust KyJabTypaJlbHOM Cpeibl IS
ki1eTok CS1-5-11D B kaxkayro JIyHKY mo0asisuim 180 Mk Oydepa s mpeaBapUuTeIbHOM
00paboTku (Oydepa a1t GOHOBOTO MOTIIOIICHUS, HE coepxaiiero a-MG) U ”HKyOUpOBaIIk
ripu 37°C B Teuenue 10 munyT. ITocie MOBTOPEHMS TOM e CAMOM MPOoLEeaypbl 00paboTKH
Oydep s mpenBapuTeIbHON 00pa0OTKM yAaIsIM. B KaXayro JIyHKY J0OaBIISUTA 75 MKIT
Oydepa mig usmepenuii wim 0ydepa s GOHOBOrO MOTIOIIEHH U HHKYOupoBaym mpu 37°C
B TeueHue 1 yaca. [locne ynanenus 6ydepa 1as uaMepeHus KJIETKU JIBa pasa

npoMbIBau 180 MKJI Ha JTyHKY TpOMBIBOUHOTO Oydepa (0ydepa st GoHOBOTO
norJomeHus, coaepxkaiiero 10 MM He MmeueHHoTO 0-MG). KiteTku conoOunmsupoBainu 75
MKJI Ha JIyHKY 0,2 MoJib/11 ruapokcuaa HaTpus. Kierounble nmu3atsl nepeHocuu B PicoPlate
(Packard), 3aTem mob6asisumm 150 mxir MicroScint-40 (Packard) u cMemmmBam.
PannoakTMBHOCTB U3MEPSIIM C UCIOJIB30BAHUEM CUMHTWUIALUMOHHOTO cueTurka TopCount
U1 MukporuiaHieToB (Packard). Pa3HOCTh Mex1y NTOTJIOIIEHUEM 1711 KOHTPOJIbHOMN
TpyNmbl U 0a3anbHBIM NorIoleHueM opaiu 3a 100% 1 BBIYUCIISIIN BETMYUHY MOTJIOIICHUS
METUJI-0-D-rimrokonupaHo3uaa npu Kaxa0i KOHUEHTPALUU JIEKAPCTBEHHOT'O CPE/ICTBA.
KonueHnTpanuio iekapcTBEHHOTO CPeACTBa, IIPU KOTOPO MHTuOUpyeTcs 50% MOrIoIeHUs
MeTWI-0-D-rirokonupano3uaa (BeJIMurHa IC5 O), BBIUKCIISIIN C UCIIOJIb30BAHUEM

JorapudmMuuecKkor KpruBoii. Pe3ynbTaThl mpeacTaBieHbl B Ta0muie 1.

Tabauua 1
HUcmbiTyeMoe coeuHeHre Bemiuuna IC5 0 (HM)
ITpumep 15 113
ITpumep 18 181
TIpumep 21 12
ITpumep 24 24
ITpumep 27 237
TIpumep 28 267
ITpumep 29 431
TIpumep 30 52
TIpumep 31 96
ITpumep 32 220
TIpumep 33 174
TIpumep 34 245
ITpumep 35 115
TIpumep 48 31
ITpumep 57 39
ITpumep 61 18

ITpumep ucnpiTanui 2
AHaln3 Ha MHTUMOUPOBAHME VBEIUYEHUS VPDOBHS TIIIOKO36LI B KPOBU YV KPBIC
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1) ITonyueHue KpbICMHON MOJIENM Tuabera

Camuam kpbic Wistar (Japan Charles River) B Bo3pacte 8 Hellelb BHYTPUOPIOITUHHO
MHBbEIUPOBaAIM HUKOTUHAMU (230 mMr/kr). Yepe3 naTHaAUATh MUHYT MOCJIE UHBEKIIUU
KpbICaM B XBOCTOBYIO BEHY BHYTPUBEHHO MHBEUUPOBAIM CTPENTO30TOUUH (85 MI/KT) Ipu
anecte3uu 3pupom. CrycTsi OJIHY HEIETI0, KPBIC BBIIEPKUBAJIU B YCIOBUSX T'OJIOAAHUS B
TEYEHUE HOYM U 3aTEM IIPOBOAWIM TECT HA TOJIEPAHTHOCTD K I1toko3e (2 r/kr). Kpsic, y
KOTOPBIX KOHUEHTPALUS [JIFOKO3bI B IJ1a3Me yepe3 | yac mociie BBEAEHUS TITIOKO3bI
npessbimana 300 Mr/aj1, oTOUpau st MPOBEIEHHUS TECTA HA TOJEPAHTHOCTD K JKMIKOMN
TIULIE.

2) TecT Ha TOJEPAHTHOCTD K KUIKOW IHUILE

[Tocrne BbIAEp)KUBAHUS B YCTIOBUSX TOJIOJAHUS B TEUEHUE HOUU KPBICAM C TUA0ETOM
rpynmbl 06pabOTKH JIEKAPCTBEHHBIM CPEICTBOM MEPOPATLHO BBOJUIA TECTUPYEMOE
coeqrHeHue (1 MI/KT), KOTOpOE pacTBOPSIIM B JUCTUIUIMPOBAHHOW BOJIE, U KpbICAaM
KOHTPOJIbHOM I'PYIIIBI TaBaIM TOJIBKO JUCTUIUIMPOBAHHYIO BOy. Cpa3y mocie BBeIeHUs
COEIMHEHMS KphICaM MEPOPaIbHO BBOAWIM 17,25 KKaJ/KT xuakou ruiiu (Ne 038, kopm 11s
KOHTPOJISI, COJIEPKAIIMI IEKCTPUH U MaibTo3y; Oriental Yeast Co., Ltd.). HenocpencrBeHHO
repe BBEICHUEM U cpa3y MOcyie BBEJEHUS B TE€UEHUE BCETO Mmpolecca 00padoTKU U3
XBOCTOBOM apTepuu Opau KpoBb U cpa3y o0pabaTteiBanmu renapunoMm. [lonyueHHy0 KpOBb
HeHTPUPYTUPOBAIIM U TIA3MY COOUPAITU JJTs1 KOJTMYECTBEHHOM OLEHKH KOHLEHTPALUU
[JII0OKO3bI B IJIa3Me€ METO/IOM, UCTIOJNB3YIOIIUM TII0OKO300KCcH1a3y. B Tabmnuie 2 nmpuBeIeHbl
KOHIICHTpAIMKY TJII0OKO3BI B I1a3Me nepea oopadotkoii (0 1) u uepes 0,5 u 1 yac mocie
BBEJICHUS JIEKAPCTBEHHOI'O CPEJCTBA. BeMuMHbI, TpeACTaBICHHbIE B Ta0JuIIe, TaHBI KaK
CcpelHeetCTaHIaTHAS OIIMOKA.

Tabmuna 2
Vemsiryemoe coe e KounnenTpanus riiroko3sl B I1a3Me (MI/11)

0u 054 1u
Kounrpons 11748 326+46 297+35
ITpumep 21 11849 156£15 178+19
Kontpons 12147 313+33 303+63
TIpumep 30 12146 16348 18749
Kontponb 140+11 280+22 287+23
TTpumep 32 12548 223420 278432
TIpumep 33 127+11 20748 251+21
Kontpons 116+11 24115 23710
TTpumep 48 11245 13944 13244
Konrpons 13349 2369 21011
ITpumep 57 126+6 149+7 158+10
Kounrpons 122+6 277£16 272421
TIpumep 61 116+6 136+6 172437

ITpumep ucnbiranmii 3

TecTt Ha OCTPYIO TOKCUYHOCTD

Cawmuos Mmbiiett ICR (CLEA JAPAN, INC., 32-37 r, n=5) B Bo3pacre 6 Hellelb
BBIJIEPKUBAJIM B YCIIOBUSIX TOJIOJIAHUS B T€UEHUE 4 4acoB. 3aTeM NEPOPATILHO BBOAUIIN
TECTUPYEMOE COEJIMHEHUE, PACTBOPEHHOE B JUCTUIIMPOBAHHOM BOJIE, B J103€ 1 T/KT, TTOCie
4yero Mbllei Habmoaanu B TeueHue 24 yacoB. Pe3yibTaThl MpecTaBaeHbl B CIEAYIOIIEH
Tabuue 3.

Tabmna 3

Tectupyemoe coeiHEeHHE Yucio norudImmx Mplmei
ITpumep 57 0/5
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ITpowmbllieHHAS] TPUMEHUMOCTD
[TpousBoaHbBIE TMpPa30J1a HACTOSAILETO0 U300 PETEHUS, TPEACTABIICHHbIE BbILIEYKA3aHHOM

o6mett hopmyitoii (1), ux GpapmaneBTUUECKU TTPUEMIIEMbIE COJIM M ITPOJIeKapcTBa 00IagaloT
MHTUOUpYIOIeH aKTUBHOCTHIO, HampaBjieHHoOM mpoTuB SGLT1 uenoBeka, U MOTYT
MOJABIISTh YBEIMUEHUE YPOBHS TJIIOKO3bI B KPOBU IMIyTEM MHTMOUPOBAHUS a0COPOLMU
YIJIEBOJIA, TAKOT'O KAaK IJIFOKO3a, B TOHKOM KHUIIEYHUKE, B YACTHOCTH, 3TU COCIMHEHHUS MOTYT
HOPMAJIM30BaTh IMOBBIIIEHHBIE YPOBHU IJIFOKO3bl B KPOBH IIOCIIE ITpUEMa MUILIU
MOCPEACTBOM MeXaHU3Ma 3aMeieHust abcopOuuu yriaeBoaos. [TloaTomy HacTosee
M300peTeHue MO3BOJISET MOIYYUTh ITPEBOCXOIHBIE CPECTBA 15 MPEAYPEXKACHUS UIU
JieueHus1 3a00J1eBaHUs, aCCOLIMMPOBAHHOIO C TUIIEPIIIMKEMUEH, TAKOTO KaK AUa0eT,
HapylIeHHAas! TOJIEPAHTHOCTD K IJTIOKO3€, OCIIOKHEHHUS quadeTa, oxupenue wi T.1. Kpome
TOT0, TOCKOJIbKY ITPOU3BO/IHBIE TUPA30JIa HACTOSIIET0 U300 PETeHMUSI, TPEICTABICHHbBIE
BbIIIIEyKa3aHHOM ob1eit popmyrott (II), u X CoMM UMEIOT BaXKHOE 3HAUEHUE B KAUeCTBE
IIPOMEKYTOUYHBIX COEUHEHUN TSI TTOJIyYEHHUS TPOU3BOAHBIX ITUPA30J1a, IIPEACTABIHHBIX
BbIIIIEyKa3aHHOM 001eit popmyriott (I), To ¢ TOMOIIBIO YKA3aHHBIX COCIUHEHUI MOTYT OBITh
JIETKO TOJIyY€Hbl COEMHEHUS] HACTOSAILEr0 U300 PETEHHUS], IPEACTABIICHHbIE BbIIIEYKa3aHHOM
o6meit popmymoi (1).

dopwmyia n3o0peTeHus
1. [Tpou3BoIHOE MTHpa30J1a, MPeICTaBIeHHOE 00IIel (hopMyJIoit

RS R4
-
R X —7 —Z—1N
R5
R3
RZ
Q 74 ] T
N—N
/

Rl
roe R! MpEeICTaBIIsIET COOOM aTOM BOJOPO/IA, FPI,Z[pOKCI/I(CZ_ 6)aJH<I/UILHy}0 TPYIILY;

onuH w3 Q u T mpencrasisieT coOoM Tpymmy, MpeaCTaBIeHHYI0 (popMyion

OH

B TO BPeMsl KaK JAPYroi MpeAcTaBisier codboi C, anKuWIbHYIO IPYIILY;
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R? mpejcraBisier co6oit aTOM BOAOPO/a, aToM ranorexa, C | ¢IKHIIbHYIO IDYIIITY WK

rpymiy o6meit popmyisl: -A-R®, rie A npencrasmster co6oit aToMm kuciaopoaa u R
IpezCTaBIIsieT coboi C reTepolrKIOaKMIbHYIO TPYIITY, COACPKALLYIO ATOM KUCIOPOJA B
Ka4ecTBE reTepoaToMa;

X mpeacTaBisieT co0oi MPOCTYIO CBSI3b WM ATOM KUCIIOPO/A;

Y mpezcrasisier co6oi C,  ankuieHoByro rpyniy wim C, alKeHUICHOBYIO IPYIIILY;

Z nipeacTaBisieT cooo KapOOHWIBHYIO TPYIITY WIH CYJIb(OHUIBHYIO TPYIIITY;

R* 1 R® SBJISIOTCS OMHAKOBBIMHU HITH Pa3IMYHBIMM, U KaXKIbIN MPEACTABIISIET COOOMN
aTOM BOJOPOJIA WIN C1 _(AIKWIBHYIO I'PYIITY, KOTOPAsk MOXKET MMETh OJIMHAKOBBIC WITH
paznuuHble 1-3 3aMecTUTes, BBIOpaHHBIE U3 HUXKECTIEAYIOIEH TPYMIIIbI 3aMecTuTenei (i);

R3, ROuR’ KaXJIbIH TIpEACTaBIsIeT COOOM aTOM BOAOPOAA; U

rpyIna 3aMeCTUTENEH (1) COCTOUT U3:

TUAPOKCUT PYIIIBL;

AMUHOTPYIIIBI;

MOHO- WUJIH I[I/I(Cl ) 6aJIKI/IJI)aMI/IHOprnan;

MOHO- WJIH ,Z[I/I[FI/II[pOKCI/I—(Cl ) 6anKHn)]aMHHorpynnH;

Cyb(haMUTHOM TPYIIITHI;
C, _,aunIaMUHOT PYIIIIEL,

TPYIIBI 001Iel (GopMYITbI —CON(Rg)RIO, rae R? u RO siBiisirotest oqHAKOBBIME HITH
Pa3IMYHBIMU, U KQXKIBIN MPeACTaBIIseT co0oit aToM Bogopoa umu C | . ¢ATKUIBHYIO IPYIIITY,

KOTOpasad MOXKET UMCTh OJUHAKOBBIC UJIN PA3JIMYHBIC 1-3 3aMECTUTEIIA, Bbl6paHHBIe n3
I'PVYIIIIBI, COCTOSIIIEN U3 TUAPOKCUTPYIIIIBI, aMUHOI'PYIIIIbI, MOHO- UJIN

mi(C,  AIKWT)aMUHOTPYIIIIBL X KapOAMOMIIBHON T PYIIIIEL, MO0 R’ u R'" Bmecte cBs3aHBI CO

CMEXHBIM aTOMOM a30Ta ¢ 00pa30BaHUEM 6-YIEHHOW MOHOLUMKIMYECKON aMUHOT PYIIIIBI C
4-Ms1 aTOMaMHU YIJepojia, KOTopasi COAEPKUT B KOJIbLE OJIUH T€TepPOATOM, HE SIBIISIOIIUNCS
ATOMOM a30Ta B MOJIOKEHUU CBSI3bIBAHUS U BEIOPAHHBINM U3 aTOMa a30Ta, KOTOPask MOXKET

MMETb 3aMECTHTEIIb, BBIOPAHHBII U3 IPYIIIBL, COCTOsIeH 13 C,|  alKMIBHON IPYIIIEL U

FI/IIIpOKCI/I(Cl ] 6)anKHan0171 TPYIIIBL;
ApUIbHOMN TPYIIIbL;
reTepoapuiibHOMN IPyIIIbI;
uuKiaeckoi C, [ aMHUHOTPYIIIBL, 1

LMKJINYIECKOl apomartuyeckoi C,  aMUHOIPYIIIIBL,

WK ero (papMaLeBTHUECKH ITPUEMIIEMAst COJTb.
2. IponssoaHoe nmupasona 1o I.1, rae Y npeacrasisieT coboit C,  alKuICHOBYIO IPYIIITY

nm C, aJIKCHUIICHOBYIO TPYIITY; OJUH U3 R* 1 R’ npezcrasisier co6oit C
rpynmy, KoTopas UMEeT OJIMHAKOBBIE WM pa3iIuuHble 1-3 3aMecTUTeNs, BBIOpaHHbIE U3
HIDKECIIeTyoler TPy bl 3aMecTuTenel (i), Apyrou mpeacrapisieT codoilt aToM Bo1opoaa

i C,| aJIKWIBHYIO TPYIILY, KOTOPast MOXKET MMETh OJAMHAKOBBIC WX PasIndHbIe 1-3

ATKUIIbHYIO

CPYIIIBI, BBIOPAHHBIE U3 HKECIICAYIOIEH TPYIIBI 3aMecTuTeselt (i); u rpymnma
3aMecTuTesiel (1) COCTOUT U3:

TUAPOKCUT PYIIIBL;

AMUHOTPYIIIBI;

MOHO- WJIH I[I/I(Cl ) 6aJIKI/IJI)aMI/IHOprnan;

MOHO- WK au[ruapokcu-(C . 6anKHn)]aMHHorpynnH;
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cynbhamuHon rpymms; C, aluiaMAHOTPYIIIbL;

rpynmsl oomelt (hopMyJIbl -CON(R9)R10, rae R® u R sBisrorest omuaakoBbiMu wim
Pa3IMYHBIMU, U KaXIbIM PEACTABIISICT COOOM aTOM BOJIOPOIa WITH C,. (ATKUIBHYIO IPYIIITY,

KOTOpPas MOKET UMETh OJMHAKOBbIE WIIM Pa3IUuHble 1-3 3amecTuTensi, BLIOpaHHbIE U3
CPYIIIbI, COCTOSIIIEN U3 TUAPOKCUT PYIIIIbI, AMUHOT PYIIIbI, MOHO- WU

mi(C,  aIKNUT)aMUHOT PYIIIbI X KapOaMOHMIIBHOMN T PYIIIIBL, JTHOO R’ u R!Y Bmecte cBs3anbI co

CMEXHBIM aTOMOM a30Ta ¢ 0Opa30BaHUEM 6-YIEHHOW MOHOLUMKIMYECKON aMUHOTPYIIIIBI C
4-M51 aTOMaMU yTJIEpO/Id, KOTOPAsi COJIEPKUT B KOJIbLIE OJIMH F€TEPOATOM, HE SBIISIOLIUIACS
ATOMOM a30Ta B IOJIOKEHMH CBSI3bIBAHMWS U BBIOPAHHBIN U3 aTOMa a30Ta, KOTOPAsk MOXKET

MMETb 3aMECTHTEIIb, BBIOPAHHBII U3 IPYIIIbI, COCTOsIMEH 13 C,|  aIKHIBHON IPYIIIBI U

FI/IIIpOKCI/I(Cl _¢)AJIKMIIBHOM I'PYIIITBI;
APWIBLHOM IPYIIIGL;
FeTEPOAPUIILHON I'PYIIIBL; LUKIAYECKON C2_ (AMUHOT DYIIIIBL; ¥
LUKIIMYECKON apOMaATUIECKON C1 _4AMUHOIPYIIIIBI,
WK ero (papMaLeBTHUECKHU ITPUEMIIEMAst COJTb.

3. IIpousBogHOE nupa3oiia Mo 1.2, rae OJ1H U3 R*uR’ MpeICTaBIsIeT COOOoM
C1 6aJII(I/IJIbHy}O CpYIILY, KOTOPasi UMEET 3aMeCTUTE b, BBIOPAHHBIN U3 HUXKECIIEyIoIen

CpyINIIbI 3aMecTuTenel (1A), Apyrou mpeactapisieT codoi aTOM BOJIOPO/Ia; U TPyIINa
3aMmectuTeNel (1A) sBIsieTcs rpymmoit obmiet gpopmyist: -CONRMR A rre R%A n R10A
BMECTE CBSI3aHBI CO CMEXHBIM aTOMOM a30Ta ¢ 00pa30BaHUEM O-UJIEHHON MOHOLMKIMYECKON
AMMUHOTPYIIIBI € 4-MsI aTOMAaMHU YIJIEpOa, KOTOpas COAEPKUT B KOJIbLIE OUH FETEPOATOM,
HE SIBJIIONIMIACS aTOMOM a30Ta B MOJI0KEHUU CBSI3bIBAHUS U BEIOPAHHBINM U3 aTOMA a30Ta,
KOTOPAsi MOXKET UMETb 3aMECTHTEIb, BBIOPAHHBIN U3 TPYIIIBL, cocTosiuIer u3 C,  aIKUIbHOH

rpymsl ¥ THAPOKCH(C,  )alIKMIbHOM IPYIIIIbL, WK ero (hapMaleBTHICCKH IpHeMieMast

COJIb.

4. T1pousBoIHOE MUpa3oia 1o JrdoMy U3 mil.1-3, rae X npeacTaBiIsieT cOO0H MPOCTYIO
CBSI3b, U Y NPEACTABIAET COOOM TPUMETHUIIEHOBYIO I'PYIIIY WX |-ITPONEHUIEHOBYIO TPYIIY,
WM ero hapManeBTUIECKH ITpUeMiIeMasi Colb.

5. Ilpou3BogHOE NUpa3oa 1o adomy u3 ni.1-3, rae X npeacrapiser coooi aTom
KUCTIOpOAa, U Y TIPECTaBIseT OO0 ITUICHOBYIO TPYIINY WIM TPUMETUICHOBYIO TPYIIIY,
WK ero (apMaleBTUUECKU ITUEMIIEMasi COJTb.

6. IpousBoHOE IMpa30ia 1o moboMy u3 mi.1-3, rae R! npeacrasmnser coGoit atom
Bofoposa 1 ruftpokeu(C, JankuibHyio rpymiy; T o3Ha4aeT rpyriy, IpeAcTaBICHHYIO

dhopmyion

OH

WK TPYTIY, TPEACTaBICHHYIO (popMyoin
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HO

CH

Q npeacraBisieT coO0On C1 _(AIKUTIbHYIO IPYIIILY, U R3 R®uR’ MIPEJCTaBIISIOT COOOM
aTOM BOJOPO/IA; WK €ro (hapMaleBTUIECKU ITpUeMIieMasi COJIb.

7. IIpousBoHOE MMpa3oiIa 1Mo JrooMy u3 1m.1-3, rae oauH u3 Q u T o3Hayaer rpymmy,
MpeACTaBlIeHHYIO (hopMyIIoii

OH

U apyroi npeacrasisier cooou C | qIKMIIBHYIO [PYIIITY, HJIH €ro (hapManeBTUICCKU

npremMiIeMas Cob.
8. [IpousBoaHoOe Mupasoia no .6, rae T o3HayaeT rpymnmy, mpeacTaBIeHHYIO (GOPMYIION

O O
HO

OH

WM ero apMaleBTUUECKU MpuemMiieMast CoJb.
9. IlpousBogHoe nupasona mno 1.7, rae T o3HavyaeT rpynmny, IpeacTaBieHHyo GpopMyion

WM ero apMaleBTUUEeCKU MpruemMiieMast CoJb.

10. ITpousBogHOE NMpa3oia no 1.6, rae Q mpeacTaBiIsieT COO0N U30MPONMWIBLHYIO TPYIITY,
WK ero hapManeBTUIECKH ITpUeMiIeMasi Colb.

11. ITpousBoanoe nupa3zomna 1o 1.9, rae Q npeacrasisieT coOo N30MPONUIBHYIO TPYIIILY,
WY ero papMaleBTUUECKU ITpUemMiieMas CoJib.

12. TIpousBoaHoe nMupa3zoa Mo 1.1, KoTopoe MPeACTABISIET COOOM COeAUHEHMUE,
BBIOpAHHOE U3 CIIEAYIOIIEH T'PYIIIbI, BKIIOUAIOIICH:

4-[(4-{3-[1-kapbamMont- 1-(MeTHIT) I TUIIKAPOAMOMII |TTPOTTHI } -2-MeTHIT(HEHUIT) METHIT |-
3-(B-D-rmaroxonupaHo3uiIoKcu)-S-uzonponui- | H-nupasou;

3-(B-D-ranakronupaHo3unokcu)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUITUIT ) TTUTIEPA3HH- | -UJT JKapOOHMIT } -
1-(meTun)sTuiikapobaMou | mponus } peHun)MeTu|-5-uzonponui- 1 H-nupaszor;

3-(B-D-ranakronupaHo3uioKcH)-5-u3onponui-4-{ [4-(3-{1-
[2-(mumeTHIaMUHO )3 TUIIKAapOaMOUII |-
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1-(meTrm)aTrIIKapOaMout  ipormi)derut |metun §- | H-rmpaszonr;
4-[(4-{3-[1-(2-amuHOSITHIIKapOAMOWIT)- | -(METHIT)I TUITKA POAMOMII | ITPOTIUIT } PSHUIT)METHII |-
3-(B-D-ramakTonupaHo3uiokcH)-5-u3onponui- 1 H-nupaszon;
3-(B-D-ramakronupaHo3uIOKcH)-5-u3onponui-4-{ [4-(3-{ 1-[(nunepa3uH- 1 -un)kapOoHUI]-
1-(meTum)3TUnKapOamMou }mponui]dpenun|metun } -1 H-nmupaszon;
3-(B-D-raroxonupano3unokcu)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUA TUIT ) TTUTIEPA3HH- | -Uj1 |JKapOOHMIT } - 1 -(METHIT) 3 THIIKApOAMOWII | ITPOTINIT } -
2-MeTWI(PeHUT)METHIT|-5-u3omnporui- 1 H-rmupazor;
3-(B-D-ramakronupaHo3uIoKcH)-5-u3onponuin-4-{ [4-(3-{ 1-
[(4-meTunmunepasus- 1-ur)kapooHu |-
1-(meTum)3TUNKapOamMou }ponui)derun | metun } -1 H-nmupaszoo;
3-(B-D-ranmakronupaHo3uioKcH)-5-u3onponuin-4-{ [4-(3-{ 1-
[(4-uzompornummuIiepa3ul- 1-uin)kapOooHUI |-
1-(meTum)aTrIKapoamMoun jripormin)pern |met } - 1 H-iupason; u
uX (papManeBTHUCCKH ITPUEMIIEMBIE COJIH.
13. IIpousBoagHOE MHMpa3oJa 1o I1.1, KOTOpoe MpeICTaBIIsIeT OO0 CoeTUeHHE,
BBIOpAHHOE U3 CIIEAYIOIIEH TPYIIbI, BKIIOUAIOIICH:
3-(B-D-raroxonupano3unokcu)-4-[(4-{3-[(S)-
2-TUapOKCH-1-(MeTHIT)aTUIIKapOaMou [mponun } heHuT)MeTu]-5-uzonponui- 1 H-mupaszoon;
3-(B-D-rmroxonupanosunokcn)-4-[(4-{ (1E)-3-[(S)-
2-TUIPOKCH- | -(METHIT)3THITKapOaMOUI | ITpotI- 1 -eHuI } heHUT ) MeTHIT |-
5-uzonponui-1H-nupazomn;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(2-{ 1-
[(4-meTunmunepasuH- 1-ur)kapOooHu |- 1-(METHIT)3 TUIIKaPOAMOMIT } S TOKCH)-
2-metwidenu |metun }- 1 H-rmupasonr;
3-(B-D-raroxonupaHo3unokcn )-4-[(4-{2-
[2-ruapoxcu-1,1-1u(MeTHIT )3 TUITKapOAMOUIT |3 TOKCH } -2-Me TUII(hEHMIT ) ME THIT |-
S-uzonponui-1 H-mupazomn;
3-(B-D-raroxonupano3unokcu)-4-[(4-{2-[1-{[4-
(2-TUAPOKCUI TUIT)TTUTIEPA3UH- | -UJTJKapOOHMIT } - 1 -(METHIT)ITUIIKAPOAMOUII | 9 TOKCH } -
2-MeTUI(PEeHUT)METHIT|-5-u3onponui- | H-rmupasorr;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponun-4-{ [4-(2-{ 1-[(munepa3us- 1-un)kapdoonun]-1-
(MeTu)3TUIIKapOaMOuI }3TOKCH )-2-MeTuid eI | meTu } - | H-tupaszoi;
3-(3-D-raroxonupaHo3uinokcu)-S-uzonponuin-4-{ [4-(3-{ 1-[(munepas3us- 1-un)kapdonun]-1-
(MeTu)3THIIKapOaMOuI JTIporni)-2-MeTuinderut | metun } - | H-mupazor;
3-(B-D-raroxonupaHo3uinokcu)-S-uzonponun-4-{ [4-(3-{ 1-[(munepas3us- 1-un)kapoonun]-1-
(MeTHIT)3TUIIKapOaMOWIT }TTPOTTOKCH)-2-MeTriTherns |meTwn } - | H-iupaszour;
3-(B-D-rmroxonupano3unokcu)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUITUIT ) TTUTIEPA3HH- | -UJTJKapOOHMIT } - 1 -(METHIT) I TUIIKAPOAMOMII | ITPOTTOKCH } -
2-MeTUI(peHUT)METHIT|-5-u3omnponui- 1 H-mpazor;
3-(B-D-raroxonupaHo3uinokcu)-S-uzonponuin-4-{ [4-(3-{1-
[(4-meTunmunepasus- 1-ur)kapOooHu |- 1-(MeTHIT)3 TUIIKapOaMOMIT } ITPOITOKCH )-
2-metwidenu |metun }- 1 H-nmupasonr;
3-(B-D-ranakronupaHo3uIoKcH)- 1-(3-rugpoxcunponu)-S-uzonponui-4-{ [4-(3-{ 1-
[(muniepazun-1-um)kapOoOHWI]-
1-(meTrm)aTrIIKapObaMout } ipormi)deru |metun § - | H-rmpaszonr;
3-(B-D-ranmakronupaHo3uIoKcH)-5-u3onponui-4-{ [4-(3-{ 1-[(munepazuH- 1 -un)kapOoHUI]-
1-(MeTuIT)3TUIKapOAMOWII } TTPOITOKCH )-2-MeTundenu |metun } - 1 H-mupaszoo;
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4-{[2-prop-4-(3-{ 1-[(mumepa3uH- 1 -w1)kapOOHMI]-
1-(MeTr)3TUIKApOAMOWIT } TTpoTIviT)peHuT [Me T } -3-(3-D-raJak TonupaHO3UIOKCH)-
5-uzonponui-1H-nupazomn;
4-{[2-xmop-4-(3-{ 1-[(urtepasuH- 1-um)kapOoHUNI|-
1-(meTun)sTriikapobaMou } mpornui)eHu |MeT }-3-(B-D-rirokonupaH 03UI0KCH )-
S-uzonponui- 1 H-nupa3zo; u
uX (papManeBTHUECCKH ITPUEMIIEMBIE COJIH.
14. ITpousBoaHOE TIMpa3oJia 1Mo 1.12, KoTopoe MpeACTaBIsIeT COO0N COeTUHEHUE,
BBIOpAHHOE U3 CIIEAYIOIIEH T'PYIIbI, BKIIOUAIOIICH:
3-(B-D-ranakronupaHo3uiokcu)-4-[(4-{3-[1-{[4-
(2-TUIPOKCUITUIT)ITUTIEPA3UH- | -UJT]KapOOHMI } -
1-(meTun)sTuiKapobaMou | mponu } peHu ) MeTu]-5-uzonponui- 1 H-nupaszor;
3-(B-D-ramakronupaHo3uIoOKcH)-5-u3onponui-4-{ [4-(3-{ 1-[(nunepazuH- 1 -un)kapOoHUI]-
1-(meTrm)aTrIIKapObaMou } ipormi)peru |metun § - | H-rmpaszonr;
3-(B-D-raroxonupano3unokcu)-4-[(4-{3-[1-{[4-
(2-TUAPOKCUA TUIT ) TTUTIEPA3HH- | -Uj1 |JKapOOHMIT } - 1 -(METHIT) 3 TUIIKapOaAMOWII | ITPOTII } -
2-metundeHun)MeTun|-S-uzonponui- 1 H-nmupaszor;
3-(B-D-ranmakronupaHo3uioKch)-5-u3onponmi-4-{ [4-(3-{ 1-
[(4-meTunmunepasuH- 1-ur)kapooHu |- 1-(MeTHIT)3 TUIIKa pOaMOWIT } TP OITHIT)(DEHMIT |METHIT } -
1H-ttmpasoi; u
ux (hapMaleBTUICCKH ITPUEMIIEMBIC COJIH.
15. ITpousBoaHOe NMpa3oJa 1o 11.13, KoTopoe MpeACTaBIseT COOOM COSTMHEHME,
BBIOpAHHOE U3 CIIEAYIOIIEH TPYIIbI, BKIIOYAIOIICH:
3-(B-D-raroxonupaHo3uinokcu)-S-uzonponui-4-{ [4-(2-{ 1-
[(4-meTunmnunepasut- 1-un)kapooHui |- 1-(METHIT)ITUIIKAPOAMOMIT } STOKCH )-
2-metwidenu |metun }- 1 H-nmupasonr;
3-(B-D-rmtoxonupaHo3unokcn)-4-[(4-{2-[1-{[4-
(2-TUAPOKCUA TUIT)TTUTIEPA3HH- | -UJTJKapOOHMIT } - 1-(METHIT) 3 TUIIKAPOAMOMIT | 3TOKCH } -2-METHIT
dhenun)mernn]-5-uzonponui- 1 H-mupasoo;
3-(B-D-rmtoxkonupaHo3uiIoKkcu)-S-uzonponun-4-{ [4-(2-{ 1-[(munepas3us- 1-un)kapoonun]-1-
(MeTHT)3TUIIKapOaMOMIT }3TOKCH )-2-MeTuiIdheHu [MmeTun } - | H-mupaszort;
3-(B-D-rmroxonupaHo3uinokcu)-S-uzonponun-4-{[4-(3-{ 1-[(munepas3un- 1-un)kapdonun]-1-
(MeTu)3TUIIKapOaMOWI JTIpori)-2-MeTuinderut | metun } - | H-mupasonr;
3-(B-D-rmroxonupaHo3uiaokcu)-S-uzonponun-4-{[4-(3-{ 1-[(munepa3un- 1-un)kapdonun]-1-
(MeTHIT)3TUIIKapOaMOWIT JTTPOTTOKCH)-2-MeTriTherns |meTwn } - | H-upaszour;
3-(B-D-ranakTonupaHo3uI0KCH)-5-u3onponui-4-{ [4-(3-{ 1-[(munepasun- 1 -un)kapOoHu]-
1-(MeTHIT)3THITKapOaAMOWIT } TTPOITOKCH)-2-MeTrIIeHwIT |MeTu } - | H-upasoor;
4-{[2-brop-4-(3-{ 1-[(mumepa3uH- 1-uI)KkapOOHMI |-
1-(MeTr)dTUIIKApOAMOWIT  TTpoTIvIT ) peHuT [MeTu } -3-(3-D-raJak TonupaHO3UIOKCH)-
S-uzonponui-1H-iupazon; u
uX papManeBTHUECCKH ITPUEMIIEMBIE COJIH.
16. ®apmaneBTHUYECKast KOMITO3UIMS, 00Iagaromas CnocoOOHOCThI0 HHrMoupoBath SGLT1
YyeJoBeKa, Cofiepkalllasi B KaUecTBE aKTUBHOTO UHT'PEIUEHTA MTPOU3BOTHOE MUpa30J1a 1Mo
1.1 wm ero papMareBTUISCKH ITPUEMIIEMYIO COJTb B 3P (EKTUBHOM KOJIMUYECTBE.
17. Uurudurop SGLT1 uenoBeka, cojepxaiiuii B Ka4ecTBE aKTUBHOTO UHT PEIUEHTA
MIPOW3BOAHOE MMUPa30JIa 1o I1. 1 uin ero apManeBTUIECKH ITPUEMIIEMYIO COJIb B
3 PEKTUBHOM KOJIMUECTBE.
18. CpencTBo 1l MHTHOMPOBAHMS TUIIEPTIIMKEMUN TTOCTIE TTpYUeMa TUIIH, COJIepIKaIlee B
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Ka4eCTBEe aKTUBHOI'O MHI'PEIMEHTA MPOU3BOAHOE MUPA30ia Mo M.1 UM ero
(dhapManeBTUIECKH ITPUEMIIEMYIO COJIb B 3(h()eKTUBHOM KOJIUYECTBE.

19. CpenctBo a1 NpeaynpexaeHUs WU JISYeHUs 3a00JIeBaHMsI, ACCOMUPOBAHHOTO C
TUIIEPTIIMKEMUEN, COAEpKAlllee B KAUeCTBE AKTUBHOI'O UHTPEAUEHTA TPOU3BOIHOE MUPA30Jia
1o 1.1 umm ero ¢papmaleBTUIECKU TPUEMIIEMYIO COJIb B 3(P(HEKTUBHOM KOJIMUYECTBE.

20. CpenctBo ajis NpeaynpexaeHUs UM JieueHus 3a001eBaHus 110 11.19, rae yKa3zaHHbIM
3a00JIeBaHUEM, ACCOLIMMPOBAHHBIM C TUIIEPIIIMKEMUEH, SBIISIETCS 3a00IeBaHNe, BRIOPAHHOE
U3 CPYIIbI, COCTOSALIEH U3 TMabeTa U HapyLIEHHON TOJIEPAHTHOCTHU K IIII0OKO3€.

21. CpenctBo AJisi MHTUOMPOBAHMSI TPOTPECCUPOBAHUS HAPYILIEHHOM TOJIEPAHTHOCTU K
[JII0KO3€ WK JJI1 HOpMAJIU3aUUU AaHOMAJIbHOTO COJEPKAHUS TJIFOKO3bl B KPOBU HATOIIAK,
MIPUBOJIAIIMX K TUAa0eTy y MHAUBUAYyyMa, COJIepkKalllee B Ka4eCTBE aKTUBHOTO UHT PEIUEHTA
MPOU3BOAHOE MUPA30JIa MO I.1 UK ero apMalueBTUYECKU TPUEMIIEMYIO COJIb B
3(PEKTUBHOM KOJIMUECTBE.

22. CpenctBo A NpeaynpexaeHUs WK JIeUeHUs 3a00J1€BaHUs, aCCOLIMMPOBAHHOTO C
YBEJIMUYEHUEM YPOBHS raJIaKTO3bl B KPOBH, COJIEPKAIIEE B KAUECTBE AKTUBHOTO MHI'PEAMEHTA
MPOU3BOAHOE MUPA30JIa MO M. 1 UK ero papMalueBTUYECKU TPUEMIIEMYIO COJIb B
3(PEKTUBHOM KOJIMUECTBE.

23. CpenctBo ajis NpeAaynpexaeHUs UM JieueHus 3a001eBaHus 1Mo .23, TAe yKa3aHHbIM
3a00JIeBAaHUEM, ACCOLMUPOBAHHBIM C YBEIMUEHUEM YPOBHS T'aJIaKTO3bI B KPOBH, SIBIISICTCS
rajlakTO3eMHUsL.

24. dapManeBTHUECKAsT KOMIIO3UIMS IT0 1. 16, T/1e (hapmaneBTHYeCKask KOMITO3HUIIS
SIBJISIETCSI KOMITO3UIIMEl C TPOJIOHTUPOBAHHBIM BBICBOOOXKICHUEM.

25. CpenctBo 1o 1.17, Tie CpeCcTBO SBISETCS CPEACTBOM C MIPOJIOHTUPOBAHHBIM
BBICBOOOKICHUEM.

26. [IpumMeHeHHe TPOU3BOIHOTO TTUpa30Jia 1Mo 1.1 i ero papmManeBTUIECKU
MIPUEMJIEMOM COJIU JIJIS1 U3TOTOBIIEHUS (papMaLEBTUUECKON KOMITO3ZULIUM TSI
MpEeAYNPEXICHUS WIN JIeUeHUs 3a00J1eBaHUs, ACCOLMUPOBAHHOIO C TUIIEPIIIMKEMUEH.

27. TlpuMeHeHHUe ITPOU3BOIHOTO TTUpa30iia 1mo 1.1 i ero papmManeBTUIECKU
MIPUEMIIEMOM COJIU ISl U3TOTOBJIEHUS (hapMaleBTUUECKOM KOMITO3ULUU I UHTUOUPOBAHUS
MIPOTPECCUPOBAHUS Y MHAUBUAYYMAa HAPYLIEHHON TOJIEPAHTHOCTHU K TJIIOKO3€, IPUBOISIIIEN

K TMa0eTy.
28. IIpousBoiHOE NMHUpa30a, MpeacTaBiIeHHOE 00Ier popmyon
Re F14
7
R X—Y—Z—N
R15
I13
I{lz
Q2 74 j T2
n—N
/
R1i1

roe R'! MpeJICTaBIIsIeT COOOM aTOM BOJIOPO/IA, FI/I,[[pOKCI/I(Cz_ 6)aJIKI/IJIbHYIO rpymiy,
KOTOpAasi MOKET UMETH 3AILUTHYIO FPYIIILY;

omuu u3 Q% u T? mpexcrapisier co6oit
2,3,4,6-terpa-O-auetui-f3-D-riaroKonupaHo3uIOKCUT PYIIITY WIIH
2,3.4,6-terpa-O-auerui-f-D-ranakTonupaHo3UIOKCUT PYIITY, B TO BpeMS KaK Ipyroi
IPEACTABIISACT co00M C,  AIKWIBHYIO IPYIILY;
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R'"? MpeacTaBiIsIeT coOoM aTOM BOJOpO1a, aToM rajgoreHa, C | ¢AIKWIBHYIO TPYIITY;

X mpeacTaBiseT coOOM MPOCTYIO CBI3b WM aTOM KHCIIOPO/Ia;

Y mpezcrasisier coboit C,  aIKWICHOBYIO IPYIILY;

Z mpeacTaBisieT coOor KapOOHUITBLHYIO TPYIIITY WM CYJIb(OHUIBHYIO TPYIITY;

R u R' aisrorcst oiMHAKOBBIMU WIIH PA3TMYHBIMU, U KaXIbIM MPEICTABIISIET COOOM
aTOM BOJIOPOJIA WIN C1 _(AIKHIIBHYIO I'PYIIITY, KOTOPAsi MOXET MMETh OJIMHAKOBBIC TN
pasnuuHble 1-3 3aMecTUTes, BBIOpaHHBIE U3 HUXKECIIEAYIOIeH TPy bl 3aMecTutenet (ii);

R3, ROuR’ KaXJIbIN TIpeACTaBIIseT COOOM aTOM BOAOPOAA; U

rpymIa 3aMecTuTes e (ii) COCTOMT U3 TUAPOKCUT PYIIIBI, TPYIIITBI OOIIEH
dhopmyiel -CON (R19)R20, roe R n R? MIPEJCTaBIISIOT COOOM aTOM BOAOPOA, UIH €TO
(hapManeBTHYECKH TTpUeMiIeMas COJb.
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