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M3006peTeHne OTHOCMTCA K HOBbIM MUPUMUAMHCOOEPXALWMM MNpOM3BOAHbIM, obnagatowmm Gronormyeckomn
aKTMBHOCTbO, 60Nee KOHKPETHO K MpoM3BoAHbLIM 6eH3MMmaasona u dapmaueBTMYecko KOMMNO3MLUMN Ha UX OCHOBE,
obnapatollen aHTaroHMCTUYECKON B OTHOLLEHMM @HIMOTEH3MHA aKTUBHOCTb L.

M3BeCTHbl MPOM3BOAHbLIE MMCTapAuHa, B TOM 4Mcne u npousBodHble GeHavmmaasona, kotopble Onarogaps
aHTaroHUCTMYECKOWM B OTHOLUEHUM aHMMOTEH3MHA aKTUBHOCTM MOXHO MPUMEHSITb B KQYECTBE aHTUMUNEPTEHCMBHOIO
cpenctea (cm. 3aseky EP Ne 0175180, C07D233/64, A61K31/415, 1986 r.).

3agaven un3obpeTeHns ABMSETCA paclUMpEHUME apceHana HOBbIX MPOM3BOAHbLIX GeH3Mmuaasona, KoTopble
MOXHO MPUMEHATb B KayeCTBe aKTMBHOMO KOMMOHEHTa dapMaleBTMyYeckon KkKomnosuuuu, obnagatowen
aHTaroHNUCTUYECKOW B OTHOLLUEHUMN aHMMOTEH3NHA aKTUBHOCTbL 0.

MocTaBneHHas 3agava peluaeTcst npeararaembiMy NPOM3BOAHbIMK GeH3mngasona ooLen dopmynbl
(1

R,
N
R; S>—R, R.
N

(1)

roe:

R1=C+-Cz-ankun unu ClI;

Ro= B nonoxeHun 6: OeH3ummugason-2-un, TeTpampapodeHsumugason-1-un, 1-metmnbeHsmmmnaason-2-un,
pranumungobeHsmmungason-1-un, 1okcoummnaa-3on-2-n, 1-0OKCON30MHOON-2-Un, 2okconunepuanH-1-un,
6yraHcynsTam-1-un, N6eH3oncynboHUN-MeTUNaMmuHo, umungaso[1,2ajnupmuanH-2-un, 5,6,7,8-
TeTpamgpoummnaaso[1,2-ajnimpnamu-2-4n, ummaaso[2,1blrmason-6-un, nupnguH-2-un, 1#3onponunn-uMmmaason-4-un,
n3onponunkapboHMnammHo, 2,3an-MeTMnv anenHuMmnao, MopdonMHKapBoHMNIaMUHO,
LUKorekcunaMmmnHkapboHMNaMmnHo, aMmuamHO UM, B NONOXeHWN 7, rpynna ¢opmyrnbl

N ]
\=N

—O—(CH,)-

roe: n=2-5;
Rs= atun, H-nponun, H-6yTn;
R4=CO.H nnun 1H-tetpason-5-un, B BUae cMecu M3oMepoB, OTAESbHbLIX NU30OMEPOB, MApPaToOB U CONEN.

MpeanoyTMTENBbHLIMM NPOU3BOAHBLIMU ABASIOTCA NPpom3BoAHbIe GeH3mmugasona dopmynsl (1) 4'-[[2-H-nponun-4-
MeTun-6-(1-meTmnbeHsnmungason-2-1n)-6e-H3mmmagason-1-un)-vetun]-budeHnn-2-kapboHOBYIO KACMOTY U ee conu
C HEOpPraHM4eCKUMM NN OPraHNYEeCKMMM KUCIOTaMu UM OCHOBaHUAMMU.

MpowussoAHble 6eH3ummaasona BbiwenpuseaeHHon dopmynsl (1) Mnn nx MU3NONOMYecKn NnpuemnemMsle comm ¢
HEOpraHMYeCKMM WM OPraHNYEeCcKMMM KUCIOTaMM MMM OCHOBaHMAMMW MOTYT NPEeACTaBnsaTb COOOW aKTUBHbLIN
KOMMOHEHT dhapmaLeBTUYeckor Komnosvuum, obnapatolet aHTaroHMCTUYECKOW B OTHOLLEHUM aHIMOTEH3UHa
aKTMBHOCTK, KOTOPasi COAEPXUT eLle dhapMaLieBTUYECKN NpruemneMbli HocuTenb.

HaHHas dpapmaueBTMyeckad KOMNO3MLUMS, KOTOpas COAEPKUT aKTUBHBIM KOMMOHEHT B 3 (eKTMBHOM
Konu4yecTse, SBNSETCA AONOMHATENBHBIM OO BEKTOM M306pEeTEHNS.

HoBble coeguHeHVWss MOXHO MomydaTb  W3BECTHbIMM  cnocobamu, Hampumep, MO  CreAylowmUM
peakumam.

a) Ana nonydeHusa coeanHeHnsa obuen dopmynel |, rae B, os3HavaeT kapbokeun.

Mmapomms, TepMonus nnu rmaporeHonNn3 coeanHeHus obien gopmynesi (1)

R,

N
R; \>—R3 R,
N
CH;
(1)

rie Ri1-R3 uvMewT BblleykasaHHble 3HayeHusi, a pagvkan Ras, o03HayaeT rpynny, nNepeBOAUMMYIO B
kapbokcun.

Tak, HanpuMmep, yHKLMOHarbHbIE NPOM3BOAHbIE KAPOOKCUIBLHON MPYNMbI, Kak, HanpuMep, He3amMeLLeHHbIe Unx
3aMelleHHble aMnibl, CNoXHble 3dMpbl, CIOXHbIE TMOMbHbIE 3dMPbI, CIIOXHBIA OPTO3dMpP, NPOCTON MMUHOICMP,
aMWIMHbI, aHIMAPUApl, HATPUIbHAA WK TeTpasormibHas rpynna, MOXHO MepeBecTu NMOoCpPeACTBOM rMaponmsa B
KapbOKCUMbHYIO pyMny, CroXHble 3dMpbl C TPETUYHBIM CMUPTOM, HamnpuMep, CIOXHbIN TPeTOyTUNOBbLIN 3dmp —
nocpeacTt BOM TepMomnuda B KapOOKCUIbHYIO rpyrny, a CroXHbl 3dup C apankaHonoM, Hanpumep, CNOXHbIN
6eH31noBbIN adMp - NTOCPEACTBOM MMAPOreHonM3a B KapboKeusbHyto rpynny.
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Mmapomms uenecoobpasHo NPOBOAAT UMW B NMPUCYTCTBUMU KUCOTHLI, KaK, Hanpumep, CONSHOW KUCMOTbl, CEPHON
Kncnotbl, (ocopHOW KMCNOTbI, TPUXITIOPYKCYCHOW KUCIOThl MM TPUPTOPYKCYCHOW KUCMOTbI, UM B NPUCYTCTBUM
OCHOBaHWS, KaK, Hanpumep, NMAPOOKNCA HATPWST UM TMAPOOKWUCK Kanwvsi, B Cpeae NPMrogHoro pacteopuTens, Takoro,
KaKk, Hanpumep, BOAAa, CMeCb BOAbl U MeTaHona, 3TaHoM, CMeCb BOAbl U 3TaHOrNa, CMeCb BOAbl M U3onponaHona nnm
CMecb BOAbl U AuoKkcaHa, npu Temnepatype ot -10 go 120°C, Hanpumep, Npu TemnepaType OT KOMHaTHOW [0
TeMnepaTypbl KUNeHUs peakunoHHon cmecu. Npu rmaponuse B NPUCYTCTBUN OPraHUYeCckon KMCMOTbI, Kak, Hanpumep,
TPUXIIOPYKCYCHOW KWUCNOThbI UM TPUPTOPYKCYCHOM KWUCMOThI, UMelLWwmMecs B crnydyae HeobxooMmocTu crmpToBble
TMAPOKCUIBHBIE  TPYNMbI  MOMYT OOHOBPEMEHHO NEPEeBOMTLCA B COOTBETCTBYIOLLYIO  auMMOKCUrpynny, Kak
TpudTopaLeToKCUrpynmny.

Ecnn R4 B coeanHeHun popmynel || 03HayaeT yumaHorpynny nnnm ammHoKapGoHum, TO 3TV P yMbl MOXKHO Takke
nepeBoMTb B KapbokCcumbHyO rpynny o6paboTKon HUTPUTOM, HanpuMmep, HUTPUTOM HaTpWUs, B MPUCYTCTBUU
KMCNOTbI, KaK, HanpuMmep, CEPHOM KUCIOTbl, KOTOPYIO LenecoobpasHo OAHOBPEMEHHO MCMOMb3YIT B KayecTse
pacTtBopuTens, npu TemnepaTtype 0-50°C.

Ecnn Rs B coeagnHeHmn dopmynel |l o3HavaeT, Hanpumep, TpeToyTnnokcmkapboHun, To TpeTOYTUMbHYIO rpynny
MOXHO TaKKe CHUMaTb NyTem TepMosm3a, B criydae Heob6xoanmocTu, B cpeae MHePTHOrO pacTBOpUTENS, TAaKOro, Kak,
HanpuMmep, MeTuneHxnopua, xnopodopm, 6eHson, Tonyon, TetparmapodypaH MU OMOKCaH, NPeanoYTMTENbHO B
MPUCYTCTBUWN KaTanMTUYECKOro KONMYecTBa KMCMOTbI, Kak, Hanpumep, n-TonyoncyrnbdOKNCOTbl, CEPHON KUCMOTHI,
¢oCOPHOW KMCNOTbI MM NONMAOCHOPHOIM KNCMOTbI, NPEANOYTUTENBHO NPK TeMnepaType KUNeHUs UCnonb3yemMoro
pacTtBopuTens, Hanpumep, npu TemnepaTtype 40°C-100°C.

Ecnn Rs B coeanHenun popmynel |l o3HavaeT, Hanpuvep, 6eH3nnokcukapboHm, To 6eHUbHYI0 PNy MOXHO
Takke OTWennAT> MAPOreHONU3oM B NPUCYTCTBMU KaTanusatopa rmapvpoBaHns, Takoro, Kak, HanpuMmep, nannaamn
Ha yrme, B cpefe NpWrofHOro pacTBOpPMTENs, Takoro, kak, Hanpumep, MeTaHoM, 3TaHOM, CMeCb 3TaHoNna u BOAbI,
nepsHasi yKCycHasi KUCroOTa, CIOXHbIA 3TUIMOBbLIA 3P YKCYCHOW KMUCMOTbI, AMOKCAH MM AumeTundopmamug,
npeanoyTuTensHo npu Temnepatype 0-50°C, Hanpumep, Npyu KOMHaTHOW TemnepaTtype, U AaBneHuu Bogopoaa 1-5
6ap. Mpn rmgporeHonmse MOryT 0AHOBPEMEHHO BOCCTaHABNMBAaTLCA M ApYIVe paavkarkl, HanpuMmep, HATporpynna
0O amMuHorpynnbl, unu 6GeH3unokcurpynna A0 TMMAPOKCUMBHOW MPYNMnbl, UMW BUHUMAMAEHOBYO [pynny Ao
COOTBETCTBYIOLLEA  ankWMMAEHOBOW  [PYNMbl, WNW  TPYNNYy KOPUYHOW KUCIOTbl OO  COOTBETCTBYKOLLEN
PEeHNMNPONMOHOBOKMCIION TPYMMNbl, UNW 3aMeHATCA atomMaMu BOAOpPOAa, Hanpumep, aTtoM rarforeHa aToMoMm
Bogopogaa.

6) Ana nonydeHns coegmHeHns obwen dpopmynel |, rae Rs o3HavaeT 1H-TeTpasonunbHyto rpynny:

A

CHATVE 3aWMTHOIO pagukana ¢ coeanHenmnst obwen dopmynei (1)

R,

N
Rs \>—R3 R
h
CH,
, (1)

rae Ri, Rz, 1 Rs umeloT BbllleykasaHHble 3HauveHus U R4" o3HavaeT 1H-TeTpasonurbHylo rpynny, MMeEOLyo
3aLMTHBIN pagvkan B nonoxeHua 1 unm 3.

B kauecTBe 3awWwmTHOrO pajukana WCMOMb3YIOT, HanpuMep, TpudeHUnmeTun, TpuBYTMNONoBO UNn
TPUEHUNOMNOBO.

CHATMe ncnonb3yemoro 3almMTHOMO pagvkana npoBOAAT NpeanoyvTuTeNbHO B MPUCYTCTBUM rafioreHMpoBaHHOIO
yrneBofopoaa, NPeanoYTUTENbHO B NPUCYTCTBUMU XIMOPUCTO-BOAOPOAA, B MPUCYTCTBUM OCHOBaHWS, Kak, HanpuMmep,
TMOPOOKWCKM HATpWs WM CIMPTOBOMO aMMuaka, B cpede MNpUrogHoro pacTBopuTens, Kak, Hanpumep,
MeTuneHxnopuaa, MeTaHona, cMecu MeTaHoma ¥ amMuaka, aTaHona UM usonponaHona, npu Temnepatype ot 0 Ao
100°C, ogHako NpeAnoyTUTENBHO MPW KOMHaTHON TemnepaType WM Xe, eClin peakuuio NpoBOAAT B NMPUCYTCTBUK
CNMPTOBOrO ammuaka, TO TMpu MOBbIWEHHON TemnepaType, Hanpumep, npu Temnepatype 100-150°C,
npeanoyTMTensHO Npu Temnepatype 120-140°C.

B.

B3saumopevictBne coeauHeHms oben gopmynsi (IV)

R,

N
R; N—R, CN
N|
CH,
,(IV)
roe R1'R3 nMerT BbllJJeyKa3aHHble 3HA4YeHuda C a30TVICTOB0ﬂOpO,CI,HOl7| KUCIOTOW UM ee CoNaMI.

Peakunio npeanoytMTensHO NPOBOAAT B Cpefde WMHEpPTHOro pacTBOpUTENd, Takoro, Kak, Hampumep, GeHson,
Tonyon wunu pgumetundopmamung, npu Temnepatype 80°C-150°C, npeanoymwmTensHo npu 125°C. lpu 3TOM
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uenecoobpasHo noctynalwT cnegylowmm obpasom. Bo Bpemsi peakumu  a30TUCTOBOAOPOOHYO  KUCMOTY
BbICBOOOX AT M3 a3uja LUENOoYHOro MeTanna, Hanpumep, asuaa Hatpus, B NpuUcyTCTBUM criabol KMCnoTkl, Kak
Xopyga amMMOHus, UMM Xe TeTpasonuZHYl CONb, MOMydaeMyl0 B peakLMOHHOW CMecu B pesynbraTe
B3aMMOLEWNCTBMS C COMbl  a30TUCTOBOOOPOOHOM  KUCMOTbI, MNPeanoyTUTENbHO  as3vaoM  anioMWHUS  Unn
TpnbyTunonosa, KOTopbI Lenecoobpas3Ho obGpasyeT B peakLMOHHON CMecn NyTEM peakuun xnopuaa anioMUHUS Unm
TpnbyTunonoea ¢ asuaoMm LUEMOYHOro MeTanna, Kak, asugoM HaTpusi, 3aTeM BbICBOOOXAAT NyTeM MOAKUCIIEHUS
pa3baBreHHoM KNCIOTOW, Kak, Hanpumep, 2N conaHom kncrnoton nim 2N cepHOM KUCNOTON.

Monyyaemyto BbileONUCaHHLIM 06pPa3oM CMecs U3OMEPOB coeanHeHns obLen copmynsl (1) MOXHO pasgensat
npeanoYTMTeNbLHO XpoMaTtorpaduen Npy UCNonb30BaHUM HOCUTENS, KaK CUMMKarens Uiy oKMcy anioMUHKS.

Kpome TOro, nonydaemble coegMHeHns obLen dopmMyrnbl | MOXHO NEpeBOANTb B KUCNOTHO-aAaMTUBHbIE CONN, B
YaCTHOCTK, B (DM3MONOMMYECKN NMEPEHOCUMbIE COMNN C HEOPTraHWYECKUMIW UITN OPraHUYeCKMMUN KUCITOTaMU, NPUroaHbIe
Onst hapmMaueBTUYECKOro MpUMEHeHUsi. B kayecTBe KWCNOT MOXHO, Hanpumep, HasBaTb CONSIHYI0 KWUCIOTY,
6pPOMUCTO-BOJOPOAHYIO KUCIOTY, CEPHYIO KUCMOTY, (POCHOPHYIO KUCIOTY, SHTAPHYO KUCIMOTY, MOJIOYHYIO KUCIOTY,
NMMOHHYIO KMUCIOTY, BAHHYIO KUCIOTY UM ManeunHoBYHO KACOTY.

CoegumHenus cdopmynsl (I) MOKHO NepeBoaTb B afANTUBHbLIE CONU C HEOPraHWYECKUMU UIM OpraHN4eCKUMm
OCHOBaHWsIMW, B YacTHOCTW, B (M3MONOMMYecKM MEepeHoCUMMble aaaWTUBHbIE COMM, NpPUrodHble  Ans
hapmMaLeBTU4ECKOro NpuMeHeHus. NMpn aToM B Ka4eCcTBE OCHOBaHMWIA MOXHO, HanpyvMep, UCNoNb30BaTh MAPOOKUCH
HaTPUS, NMMAPOOKNCh Kanwvsl, LMKIIOreKeMnammH, AM3TaHONaM1MH U TPU3TaHONIAMMH.

Mcnonb3yemble B Ka4eCcTBE NCXOAHbIX Be LWecTB coeanHenus dopmyn lI-1V nnbo nasectHbl n3 nutepaTtypsbl, 6o
Nony4atoT N3BECTHLIMUW U3 NNUTEPATYPbI crocobamu.

Kak yxe ykasbiBanocb Bblille, HOBble coeauHeHnss copmynbl (1) 1 nx dm3nMonorMyecku nNepeHocMMbie COMu
npeacraensoT cCoO60N aHTaroHMCTbl aHMIMOTEH3MHA, B YACTHOCTU, aHTaroHMCTbl aHMIMOTeH3MHa .

Tak, Hanpumep, Ha BGUONOrMYecKky0 akTMBHOCTb MCCIEAOBaMCh CreayloLme COeANHEHNS:

A=4'-[[2-H-6yTUn-7-[3-umungason-1 -un)-nponuno-«kcul-4-vetnn-6eHammuaason-1-unl-memmnl-6udeHun-nnn-2-
kapboHoBas KucrnoTa,

B=4'-[[2-H-nponnn-4-veTun-6-(1-MeTundeH3nmun-gason-2-mn)-6eHsmmmaason-1-unl-budeHnn]-2«ap-6oHosas
KucrnoTa,

B=4'-[[2-H-nponun-4-veTun-6-(1-MeTundeH3umn-gason-2-un)-6eHammmaason-1-un]-metwmnl-2-(1H-tet-pazon-5-
un)-udeHun,

M=4'-[[2-H-nponunn-4-meTnn-6-(1-0KCo-U30MHA0-NNH-2-1N)-6eH3Mmnaason-1-un]-metwmn]-2-(1H-tetpa-zon-5-un)-
6udeHun,

0=4'-[[2-H-nponun-4-veTnn-6-(byraHcynbTam-1-un)-6eH3umnaason-1 -unj]-metn]-2-(1 H-tetpason-5-un)-
OudeHunn,

E=cemummgpar 4'-[[2-H-6yTMN-6-(2,3-AuMeTnn-vanemHuMmunHo )-4-vetunbeHsnmugason-1-unjvietunl-buceHmn-2-
KapbOHOBOWM KUCIOThI,

YK=4'-[[2-H-6yTnn-6-(n3onponunkapboHIammHo )-4-vetnn-6eHammmaason-1-unjmvetmn]-6udeHnn-2-«apboHoBas
KucroTa,

3=4'-[[2-H-6yTNN-4-MeTUN-6-(MopdonnHokapbo-HMnamuHo )-6eH3aumungason-1-unl-metmnl-6udeHumn-2-
kapboHoBas KUCroTa,

N=cemntpudropaueTtart4'-[[2-H-6yTnn-6-(LUmkno-rekennammnHokapboHMnammHo )4-metmnéeHsmmmaa-3on-1-unj-
meTnnl-6ueHmnn-2-kapboHOBOM KNCMOTHI,

K=4'-[[2-H-6yTnn-7-[3-(MMmungason-1-un)-nponuno-kcvl-4-metmnbeHsnmmungason-1-unj-vetmnl-2-(1H-tret-pason-5-
un)-6udeHunn,

I1=4"-[(2-H-nponun-4-veTnn-6-(5,6,7,8-teTparma-po-nmmnaaso[1,2-alnnpnanH-2-nn)-6eHsvmmaason-1-nn)-meTun]-
6udeHnn-2«apboHoBas kucnoTa,

M=4"-4[(2-H-nponun-4-metun-(5,6,7,8-teTparma-po-mmuaaso-[1,2-apnupunamu-2-#1n)-6eH3vnmumagason-1-mn)-meTun]-
2-(1H-TeTpason-5-un)-6udeHun,

H=rnapoxnopua 4'[(2-H-nponun-4-xnop-6-(1-ve-tmnbeHanmnaaszon-2-nn)-6eHsnmugason-1-un)-metmnl-2-(1H-
TeTpason-5-un)-budeHuna,

0=4'-[[2-H-npormmn-4-vieTnn-6-(vmnaaso[2,1b] Tnason-6-un)-6eHsvmumaason-1-n}-meTnn]-bugerHnn-2-
kapboHoBas KucroTa.

OnwncaHve MmeToda No onpeaerneHnto CBA3bIBaHUS peLienTopa C aHMIMOTEH3NHOM.

TkaHb (nerkue KpbiC) romoreHn3yoT B Tpuc-bydepe (50 mmornb Tpuc, 150 MMorb XmopucToro HaTpus, 5 MMornb
aTMNeHAnaMmnHOTETPAYKCYCHOM kucnoTbl, pH 7,40) n ueHTpudpyrmpyloT ABa pasa, kaxkabwi pas3 npu 20000xg B
TeyeHne 20 MuHyT. Monydyaembin LeHTpudyrat pecycneHampyloT B UHkybauumoHHom Gydepe (50 mmons Tpuc, 5
MMOTIb Xropuctoro marius, 0,3% anbbymumHa CbIBOPOTKM KpYNHOro poratoro ckota, pH 7,40) B cooTHowweHumn 1:75, B
nepecyeTe Ha BraxHbli Bec TkaHu. Mo 0,1 mn romoreHata u 5 mmornb [125 aHrimoTeHsuHa Il (NpoaykT nHOMpPMBbI
HEH, r. Openenx, AE) NHKYOUPYIOT NpX NOBbLILIAKLMXCA KOHLEHTPaUMsX MCCnefyeMbixX BewwecTs B obwem obbeme
0,25 mn npn Temnepatype 37°C B TeueHne 60 MUHYT.

MHkyGaumio npekpallaloT nyteMm unbTpaumm Yepes CTEKIIOBONIOKHUCTbIE MaTtbl. PUMbTPbI NPOMbIBAKOT 4 M
xonogHoro kak nep 6ydepa (25 mmornb Tpuc, 2,5 Mmorne xnopuctoro mardusi, 0,1% ans6ymMmuHa CbIBOPOTKU KPYMHOTO
poratoro ckota, pH 7,40). CBA3aHHYI0 paaMOaKTUBHOCTb ONPeAenstoT Npu NomMowm ramma-cyetdmka. Mo kpueon
Oencteusa/go3bl onpeaensitoT KoHUueHTpauuto TopmoxeHusa KTsp uccrnegyembix coeanHeHnn A-Y.

Pe3ynbTaThl OnbiTa cBeAeHbI B Tabnuue.

Tabnuua

Mccnepyemble coeguHeHns

Ne KTso [HMoOnb]
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510,0
3,7
14,0
5,0
1,2
20,0
6,6
3,5
17,0
240,0
1,2
1,7
20,0
7,8

olxT|[Z|a|x|sS|w|[X|mD||w|o]|>

CoegmHenuss b, B, I, [, E pononHWTENbHO WCCNEeoyloT ele Ha [eWCTBUMS MNOoCNie opanbHOW Aayn
00ApCTBYIOLLMM, pPEHAlbHO TMNEepTEHCUBHBLIM KpbicaM. Mpu go3e 10 Mr/kr 9TV coeavHeHus ob6rafaloT CHWKaLWmMm
KpPOBAHOE AaBrneHne OeNCTBUEM.

Kpome TOro, nmpu annnvkauMy BbILENPUBEAEHHbIX coeuHeHMn Ao [o3sl 30 Mr/Kr (BHYTPUBEHHO) He
HabnogaeTcs TOKCUYHbIX NMOBOYHBIX AENCTBUIN, OTPULATENBHOTO MHOTPOMHOTO AEWCTBUSA U HapYLIEHWUIA cepae4Horo
putMa. Takum o6pasom,coeanHEHNS SBMASOTCS XOPOLLO NEPEHOCUMbIMN.

Bnaropgaps vx papmMmakonorm4eckMMm CBOMCTBAM HOBbIE COEAMHEHMUSI U UX (PM3NONOMMYECKM NEPEHOCUMbIE COIM
NPWUroAHbl ANA NeYeHVs] TMNePTOHMM U HEOOCTAaTOYHOCTU cepAua, a Takke ANs NeYEeHUS MMEKLMXCS HapyleHui
KpoBooOpalleHns B nepudepryecknx cocygax MUOKapAHOW WWeMun (aHrvHbl), Ang nNpodumnakTmku nporpeccnn
HeJoCTaTOYHOCTU cepaua nocfe MuokapaHOro uHgapkTa, Ans avabeTndeckon Hedponatuu, rraykombl,
XKenyao4YHO-KULLIEYHbIX 3a60neBaHnM 1 3aboneBaHnn MOYEeBOTO Ny3bIpsi.

Kpome TOro, HoBble COeAMHEHUMS U KX (U3NONOTMYECKN MEPEHOCUMbIE CONM MPUrogHbl ANA  NeYeHus
3aboneBaHui NErkux, Hanpumep, oteka Ierkoro u XpOHUYeCKoro GpoHxMTa, ANS NPOdMNAaKTUKKM apTepuanbHOro
pecTeHo3a Mocrne aHrMonnacTv, YTOmMWeHUN CTEHOK KPOBEHOCHbIX COCYAOB, apTepuockiiepo3a u auabeTnyeckoi
aHmonatuu. bnarogapa BNUSHUIO aHITMOTEH3WHA Ha BblAENEHVEe aueTMoXOoNuHA M [onaMuHa B FONIOBHOM MO3re
HOBbl€ @HTaArOHMCTbl aHMMOTEH3NHa TakKe MPUrOAHbI ANSA JNieYEeHUS HapyWeHWIN LEeHTpanbHOW HEepPBHOW CUCTEMBbI,
Hanpumep, pgucnepcvid, 6onesHn Anbureimepa, CcuHOpPOMa MapPKUHCOHM3MA, OynMMUM U HapyLLeHWiA
nosHaBaTelNbHbIX PYHKLMWNA.

Hwkecneaytowme npuMepbl UIMIOCTPUPYIOT NMOJTY4EHME HOBbIX MPON3BOAHbIX GeH3UMMaa3ona.

Mpumep 1.

Mmppart 4'-[[2-H-6ytun-7-[5-(umngason-1-un)-neHtmnokcul-4-vetmn-6eHammunaason-1-unl-metmmnl-buceHun-2-
KapbOHOBOWM KNCIOThI.

0,7 r (1,15 mmomb) cnoxHoro 6ytmnoeoro adwmpa 4'-[2-H-6yTnn-7-[5-(Mmuaason-1-4n)-neHTMnokcu}-4-meTnn-
6eHavmmnaason-1-unl-memmn]-6udeHnn-2-«ap-oHOBOM KNCNOTLI pacTBopsAoT B 35 M MeTuneHxnopuaa, fobasndaot 5
MI TPUCTOPYKCYCHOW KUCIMOTbI M NEepeMELLMBAlOT NpU KOMHATHON TemnepaType B TeyeHue 12 yacoB. PaszbaBnsioT
METUNEHXTOPUAPOM U BCTPAXMBAIOT BOAOW U HACbILWEHHbIM pacTBOpoM GukapboHaTa HaTpus. OpraHudeckyto gasy
cywaT Haa cynbdaTtom HaTpusa 1 CrylwaloT B Bakyyme. [1onydeHHbIn Takum obpa3om CbIpoW NPOAYKT OuYMLLAOT Ha
cunukarensocogepxallen konoHke (senuunHa sepeH 0,063-0,02 MM, cMeCs CNOXHOIO 3TUMOBOIMO 3dMpa YKCYCHOWN
KUCMNoTbl, 3TaHoMa 1 aMMunaka B 06beMHom cooTHoweHun 90:10:0,1) n KpucTannmayoT u3 aueToHa.

Bbixoa: 0,19 1 (29,9% Teopun).

T.nn.185-187°C.

CaHasN*O3xH20 (550,70)

paccuwmt.. C 71,81 H 7,09 N 985

HaNOeHo: 72,03 7,19 9,71
Macc-cnekTp: m/e=M" 550.
Mpumep 2.

4'-[[2-H-6yTUN-7-[3-(MMunaason-1-un)-nponuno-kenl-4-metmn-6eHsmmmaason-1-unl-metmnl-6udeHnn-2-
kapboHoBas kucrnoTa.

MonyyatoT aHanorMyHo npumepy 1 U3 croxHoro TpeTdytunosoro admpa 4'-[[2-H-6yTnn-7-[3-(Mmnga-3on-1-un)-
nponunokcul-4-vetnn-6eHammuaason-1-unl-memmnl-6ndeHnn-2-kapOoHOBOM KUCTOTbl U TPUTOPYKCYCHOM KUCNOTbI
B MeTUNeHXIIopu1ae.

Bobixog: 69,4% Teopun.

T.nn.:208-210°C.

C32HN40O3 (8522,64)

paccawut.. C 7354 H 6,56 N 10,72

HangeHo: 73,45 6,62 10,60

3HauveHune Ry 0,50 (cunukarens; CMeCk CIOXHOIO 3TUITOBOrO achMpa YKCYCHOW KUCMOTbI, 3TaHOMa 1 ammuaka B
o6bemMHOM cooTHoLweHmn 50:45:5).

Mpumep 3.

Mmppart 4'-[[2-H-6ytun-7-[4-(umngason-1-un)-6y-tmunokcu}-4-metmn-6eHavummaason-1-un]-metmn]-6u-cpeHnn-2-
KapbOHOBOWM KNCIOThI.
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MonyyatoT aHanorMyHo npumepy 1 n3 cnoxHoro TpeT. 6ytmnosoro admpa 4'-[[2-H-6yun-7-[4-(umnaa-son-1-un)-
6ytmnokcul-4-meTun-6eHanmmaason-1-unj-meTmunl-6udeHnn-2-kapboHOBOWM KUCNOThI U TPUGITOPYKCYCHOWM KUCMOThI B
MeTuneHxnopuae.

Bobixog: 68,5% Teopumn.

T.nn.: 126-128°C.

Ca3H3sN103xH20 (554,68)

paccumt.. C 7146 H 6,91 N 10,10

HangeHo: 71,63 7,02 9,98
Macc-cnekTp: m/e=536.
Mpumep 4.

4'-[[2-H-nponnn-4-veTnn-6-(1-mMeTunbeH3nmuga-3on-2-un)-6eHavmmaason-1-unnl-meTun]-ougeHnn-2-
kapboHoBas kKucroTa.

MonyyatoT aHanormyHo npumepy 1 wm3  TpeTbymnoeoro adwmpa 4'-[[2-H-nponun-4-veTun-6(1-vetnn-
6eH3nmmnaason-2-un)-6eH3nmmmnaason-1-unj-metmn]-6ugeHnn-2-kapboHOBON KMCNOTbl U TPUDTOPYKCYCHOM KUCIOThI B
anveTtundopMmamumge.

Bobixoa: 63,9% Teopuu.

T.nn.: 261-263°C.

Ca3H30N402 (514,60)

paccuwut.. C 77,02 H 5,87 N 10,89

HangeHo: 76,90 5,85 10,99

Mpumep 5.

4'-[[2-H-nponnn-4-veTnn-6-(1-meTunbeH3nmunga-3on-2-un)-6eHavmmmagason-1-unl-metun]-2-(1H-tetpa-3on-5-un)-
6ndeHnn.

K pacteopy 1,60 r (3,3 Mmornb) 4'-[[2-H-nponun-4-meTun-6-(1-metmnbeHsumngason-2-un)-6eHsnmumga-3on-1-unj-
MeTun}-2-umaHo-oncernna B 50 mn gumetundopmamuga gobaenaoT 4,3 r (66 mmosb) asmaa Hatpua n 3,5 r (66
MMOMb) Xnopuaa aMMOHMS U cMech nepemelwmBatoT npu TemnepaType 140°C B TeyeHue 24 4yacos. 3atem
CMelmBalT C BOAOW W o0cafok oTcacbiBatoT. [lonydeHHbIn Takum 06pa3oM  ChIpOM  MPOAYKT OouMLaloT
xpomaTtorpadmeii Ha cunuvkarene (300 r cunvkarens, meTuneHxnopua n 6% ataHona).

Bbixoa: 900 mr (51 % Teopun).

T.nn.: 228-230°C.

Ca3H3oNsg (538,70)

paccumt.. C 7358 H 5,61 N 20,80

HangeHo: 73,48 5,55 20,70

Mpumep 6.

4'[(2-H-nponun-4-meTmn-6-(2-oranumunpo6eH3n-vmagason-1-un)-6eHammmaason-1-unl-metmn]-2-(1H-tetpason-5-
un)-6udeHunn.

MonyyatoT aHanormyHo npumepy 5 u3  4'-[(2-H-nponun-4-metun-6-(2-branumunaobeHsnmuaason-1-un)-
6eH3nmmugason-1-unl-mtmnl-2-unaHo-budeHuna n asmaga HaTpus B aumeTundgopmammae.

Bbixoa: 6,8% Teopun.

T.nn.: cnekaet, HaunHasa ¢ 160°C.

Cs3H27N702 (553,60)

paccuut.. C 7159 H 4,92 N 17,71

HanaeHo: 71,39 4,88 17,54

Mpumep 7.

4'-[[2-HByTMN-4-MeTUN-6-(2-pranumungobeHan-mmnaason-1-un)-6eHsnmmaason-1-un]-metnnl-2-(1H-tetpason-5-
un)-udeHun.

MonyyatoT aHanormMyHo npumepy 5 wun3  4-[[2-H-6yTnn-4-meTnn-6-(2-branummnagobeHsumungason-1-un)
6eHavmmmnpaason-1-unl-memmnl-2-umaHo-udeHnna v asmga HaTpusa B AMMeTUNdopMammze.

Bbixoa: 7,1% Teopun.

T.nn.: cnekaeT, Ha4MHasa ¢ 150°C.

CzH2N70 (567,70)

paccaut.. C 7194 H 5,15 N 17,27

HanaeHo: 71,75 5,19 17,22

Mpumep 8.

4'-[[2-H-nponnn-4-veTnn-6-(1-okco-n3oHaoN-2-un)beHsmmmnaason-1-unl-metmnl-2-(1H-tetpazon-5-xn)-6uceHnn.

MonyyatoT aHanorMyHo npumepy 5 n3 4'-[[2-H-nponun-4-meTun-6-(1-okco-n3onHgon-2-un)-6eHsn-vingason-1-unj-
MeTun}-2-umaHo-ondeHnna n aanga HaTpusa B AMMmeTundopmamuae.

Bobixog: 25,0% Teopumn.

T. nn.: cnekaeT, HaumMHasa ¢ 170°C.

Ca3H20N70 (539,60)

paccumt.. C 7345 H 542 N 18,17

HangeHo: 73,20 5,41 18,33

Mpumep 9.

4'-[[2-H-Byrnn-4-meTnn-6-(1-0kCo-M30MHAOM-2-1IT) -6eH3umungason-1-nnl-metmmnl-2-(1H-tetpason-5-un)-
oudeHun.

MonyyatoT aHanormyHo npumepy 5 ua 4'-[[2-H-6yTnn-4-metmn-6-(1-okco-n3onHaon-2-un)-6eHsnmun-gason-1-nnj-
MeTun]-2-umaHo-ondeHnna n aanga HaTpus B AMMmeTundopmamuae.

Bobixog: 21,0% Teopumn.

T. nn.: HauMHaeT cnekam ¢ 165°C.

C34H31N70 (553,70)
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paccuwut.. C 73,76 H 5,64 N 17,71
HanaeHo: 73,58 5,33 17,41
Mpumep 10.
4'-[[2-H-nponnn-4-veTnn-6-(6yraHcynbTam-1-un)-6eH3umungason-1-unl-memmnl-2-(1H-retpason-5-un)-6ucerun.
MonyyatoT aHanorMyHo npumepy 5 us 4'-[[2-H-nponunn-4-metmn-6-(6yraHcynbTam-1-nn)-6eHs3nmmaga-3on-1-u1nj-2-
unaHo-HmdeHnna n aanga HaTpusa B guMeTundopmammae.
Bobixog: 49,0% Tteopun.
T. nn.: HaunHaeT cnekat ¢ 186°C.
C29H31N702S (541,70)
paccunt.. C6430 H 577 N1810 S 5,92
HangeHo: 64,10 5,39 18,01 5,98
Mpumep 11
4'-[[2-an-4-meTun-6-(0yraHcynbTam-1-un)-6eH-aumuaason-1-unl-memmnl-2-(1H-tetpason-5-un)-6u-ceHun.
MonyyatoT aHanormMyHo npumepy 5 u3 4'-[[2-3TMn-4-metnn-6-(bytaHcynbTam-1-un)-6eHsnmngason-1-unj-2-
unaHo-buceHnna n asuga HatTpus B gumetundopmamnge.
Bobixoa: 60,0% Teopuu.
T. nn.: amopdHO cnekaeT, HaunHasa ¢ 194°C.
Ca8H20N702S (527,70)
paccumt.. C63,74 H 554 N1858 S 6,08
HangeHo: 63,83 5,66 18,41 5,82
Mpumep 12.
4'-[[2-H-6yTnn-4-meTnn-6-(6yraHcynbTam-1-un)-6eH3mmugason-1-unmetmnl-2-(1H-retpason-5-un)-6uceHun.
MonyyatoT aHanormuyHo npumepy 5 u3 4'-[[2-H-6yTnn-4-meTun-6-(0yraHcynbtam-1-un)-6eHanmumaa-3on-1-unj-
MeTun-2-umaHo-budeHunna n asvga HaTpus B gumeTun-copmammge.
Bobixog: 48,0% Teopun.
T. nn.: amopdHo, HaumHaeT cnekatb ¢ 183°C.

C30H33N702S (555,70)
paccunt.. C6484 H 599 N1764 S 577
HangeHo: 64,53 5,66 17,63 5,55
Mpumep 13.

4'-[[2-H-nponnn-4-3mn-6-(6ytaHcynsTam-1-4n)-6eH3umuaason-1-un]-metmn]-2-(1H-teTpazon-5-4n)-6udeHnn.

MonyyatoT aHanormyHo npumepy 5 u3  4'-[[2-H-nponun-4-31Mn-6-(6yraHcynbTam-1-4n)-6eH3ummga-3on-1-
unjmeTunl-2-uMaHo-udeHnna v asnga HaTpus B aumeTtundopMmammnge.

Bobixoa: 27,0% Teopuun.

T. nn.: amopdHo, HaunHaeT cnekaTb ¢ 189°C.

C30H33N702S (555,70)
paccunt.. C64,84 H 599 N1764 S 577
HangeHo: 64,81 5,68 17,87 5,31
Mpumep 14.

4'-[[2-aTMn-4-3TMN-6-(6yTaHcynbTam-1-mnn)-6eHan-mngason-1-unl-metmn}-2-(1H-tetpason-5-u1n)-oude-Hun.
MonyyatoT aHanormyHo npumepy 5 n3 4'-[[2-atnn-4-atmn-6-(6yraHcynbtam-1-un)-6eHsnmungason-1-nnjvetmnl-2-
unaHo-6mdeHnna n aanga HaTpua B guMeTundopmammae.
Bobixog: 39,0 % Teopun.
T. nn.: amopdHo, HauMHaeT cnekatb ¢ 212°C.
C20H31N702S (541,70)
paccunt.. C6430 H 577 N1810 S 592
HanaeHo: 64,30 5,51 17,99 5,59
Mpumep 15.
4'[[2-H-nponun-4-n3onponun-6-(6yraHcynbtam-1-un)-6eHsummnaason-1-nnj-vietmn}-2-(1H-retpazon-5-un)-
oudeHun.
MonyyatoT aHanorMyHo npumepy 5 n3 4'-[[2-H-nponnn-4-usonponun-6-(6yraHcynstam-1-n)-6eH3n-mmngason-1-
unl-metn}-2-unaHo-oudeHuna 1 asmga HaTpus u gumeTundopmamuaa.
Bbixog: 22,0% Teopun.
T.nn.: amopdHo.
C31H3sN702S (569,70)
paccumt.. C€C6535 H 6,19 N1721 S 5,63
HangeHo: 65,13 6,10 17,54 5,40
Mpumep 16.
4'-[[2-3Tnn-4-n3onponun-6-(6yraHcynbTam-1-un)-6eHsumungason-1-unnl-metmn}-2-(1H-retpason-5-un)-buceHun.
MonyyatoT aHanormyHo npumepy 5 uns 4'-[[2-atnn-4-nsonponun-6-(6yraHcynstam-1-un)-6eH3umungason-1-unj-
MeTun}-2-umMaHo-ondeHnna n aanga HaTpusa B aMMmeTundopmammuae.
Boixoa: 24,0% Teopumn.
T.nn.: amopgHo, HaunHaeT cnekaTb ¢ 209°C.

C30Ha3N702S (555,70)
paccunt.. C64,84 H 599 N1764 S 577
HalnaeHo: 64,99 5,71 17,43 5,71
Mpumep 17.

4'-[[2-H-nponun-4-veTnn-6-(N-6eH3oncynbo-HUN-vieTMnaMmmHo )-6eHsmmunaason-1-unl-metmwn]-2-(1H-teTpason-
5-)-6udpeHun.
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MonyyatoT aHanormyHo npumepy 8 un3  4'-[[2-H-nponun-4-meTnn-6-(N-6eH3oncynbgoHnn-MeTnn-aMmmHo )-
6eH3nmugason-1-unl-vetmmn]-2-unaHo-ude-Huna n asnga HaTpus B gumeTandopmMmamuge.

Bobixog: 42,0% Teopumn.

T.nn.: 161-163°C.

Ca2H31N7O2S (577,70)
paccunt.. C6653 H 541 N16,97 S 5,55
HangeHo: 66,32 5,36 16,70 5,31

Mpumep 18.

4'-[[2-H-6yTnn-4-meTnn-6-(N-6eH3oncynbcoHUN-MeTMnaMmuHo )-6eHsmmuaason-1-unl-memmnl-2-(1H-te-tpason-
5-nn)-6udeHnn.

MonyyatoT aHanmorm4yHo npumepy 5 u3  4'-[[2-H-Oyun-4-metmnn-6-(N-6eH3oncynboHnn-veTnnaMmmn-Ho )-
6eHavmupason-1-unl-metmmnl-2-umaHo-udeHunna n asmga HaTpus B AMMETUNGopMaMmze.

Bobixog: 37,0% Teopun.

T.nn.: 150-153°C.

Cs3H33N702S (591,70)

paccuut.. C 66,98 H 5,62 N 16,57

HanaeHo: 66,71 5,38 16,39

Mpumep 19.

4'-[[2-H-6yTUn-4-metTnn-6-(1-meTmnbéeHsmmunaa-3on-2-un)-6eHsvmmagason-1-nnl-meTnn]-buderHnn-2«apboHosas
KucrnoTa

MonyyatoT aHamorMyHo npumepy 1 M3 crnoxHoro TpeT. Gytunosoro adwpa 4'-[[2-H-6yun-4-meTtnn-6-(1-
metunbeHsnmnaason-2-un)-beHsnmumaason-1-Jve-mnl-6udeHunn-2-«kapboHoBoON  KUCMOTbl U TPUPTOPYKCYCHOM
KMCIOTbl B METUNEHXTOPUAE.

Bbixog: 48,0% Teopun.

T.nn.: 233-235°C.

C34H32N402 (528,70)

paccumt.. C 7725 H 6,10 N 10,60

HanaeHo: 77,10 5,98 10,46

Mpumep 20.

4'-[[2-H-6yTUn-4-meTnn-6-(1-meTmnbéeHsmmunaa-son-2-un)-6eHsvummgason-1-unt-metmmnl-2-(1H-retpa-3on-5-4n)-
6udeHun.

MonyyatoT aHanorMyHo npumepy 5 u3 4'-[[2-H-6ytnn-4-metn-6-(1-metmndeH3umMnaason-2-un)-6eH-aMmmaason-
1-un]-memnl]-2-umaHo-budeHuna n asmga HaTpPUA B guMeTUndopmamuge.

Bobixoa: 41,0% Teopuun.

T.nn.: 235-237°C.

CxH3Ng (552,70)

paccuwut.. C 73,89 H 5,84 N 20,28

HangeHo: 73,67 5,81 19,93

Mpumep 21.

4'-[[2-H-nponun-4-veTnn-6-(2-okco-nunepuaH-1-4n)-6eHsumungason-1-nnj-vemwmn]-2-(1H-tetpason-5#n)-
OudeHunn.

q)Ie'lorlyqarOT aHanorMyHo npumepy 5 us 4'-[[2-H-nponun-4-metmn-6-(2-okco-nmnepuamH-1-4n)-6eH3n-mmaason-1-

unjmeTun]-2-umaHobudeHuna n asnga HaTpus B aumeTundopmammae.

Bbixog: 51,0% Tteopumn.

T. nn.: amopdHo, HaumHaeT cnekatb ¢ 140°C.

C30H31N70 (505,60)

paccaut. C 7126 H 6,18 N 19,39
HanaeHo: 71,08 6,22 19,47
Mpumep 22.

4'-[[2-H-ByTUn-4-meTnn-6-(2-okco-nunepuaunH-1-un)-6eHsnmmungason-1-nnj-vietmnl-2-(1H-retpazon-5-un)-
OudeHunn.

Ct)I(ilonyqarm aHanornyHo npumepy 5 u3 4'-[[2-H-6ytun-4-metmn-6-(2-okco-NunepuanH-1-4n)-6eHsmmun-gason-1-unj-

MeTun-2-umaHobudeHnna n asnga HaTpus B aumeTundopmammnge.

Bobixog: 39,0% Teopumn.

T. nn.: amopdHo, HauMHaeT cnekaTb ¢ 128°C.

C31H33N70 (519,70)

paccumt.. C 7165 H 6,40 N 18,87

HanaeHo: 71,44 6,23 18,59

Mpumep 23.

4'-[[2-H-nponnn-4-veTnn-6-(2-okco-nNunepunamH-1-un)-6eHsvmungason-1-nnj-vietmnl}-2-(1H-tetpason-5-un)-
6ndeHnn.

Cb|ei|OJ'Iy‘-IaPOT "3 4'-[[2-H-nponun-4-veTun-6-(2-okco-nmnepunavH-1-nn)-beHsnmmaason-1-nnj-wetmn}-2-(2-
TpudeHunMeTun-teTpason-5-un)-omndeHmna nyrem oTwenneHus TpUEPEHUNMETUNBHON TPyNnbl  NOCPeaCTBOM
MeTaHONbHOW COMSHON KUCHOThI.

Bobixog: 51,0% Teopumn.
T. nn.: amopdHo, HaumHaeT cnekatb ¢ 115°C.

C30H31N70 (505,60)
paccumt.. C 7126 H 6,18 N 19,39
HangeHo: 71,51 6,39 19,09

Mpumep 24.
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4'-[[2-H-nponun-4-veTnn-6-(vmuaaso[1,2-aljninpu-guH-2-un)-6eHsvmmugason-1-unj-vetmn}-bneHnn-2-
kapboHoBas kucroTa.

MonyyatoT aHanorMyHo npumepy 1 W3  CrOXHOro Tpetdoymnosoro adwmpa 4'-[[2-H-nponnn-4-meTnn-6-
(vmmnpaso[1,2-alnmpnanH-2-nn)-6eH3mmmnaason-1-unl-memmn]-2-umaHo-6meHnnN-2-«kapboHoBO M KNCNoThl "
TPUTOP YKCYCHOMN KMCNOTbI B METUNEHXTOPUAE.

Bobixog: 38,0% Teopumn.

T.nn.: 195-197°C (nocne ynapuBaHua pacTBopuTerns).

T.nn.: 299-303°C (cmecb meTuneHxnopuaa v ataHorna B 06beMHoM cooTHoLweHun 20:1).

Ca32H2sN40O- (500,60)

paccut.. C 76,78 H 5,64 N 11,19

HangeHo: 76,55 5,61 10,87

Mpumep 25.

4'-[[2-H-nponun-4-veTun-6-(vmunaaso[1,2-ajnimpu-guH-2-un)-6eHsmmungason-1-unj-vetmnl-2-(1H-retpa-3on-5-4n)-
oudeHun.

MonyyatoT aHanormyHo npumepy 5 n3 4'-[[2-H-nponun-4-metnn-6-(vmuaaso[1,2-alnpnanH-2-un)-6eH3nmmaason-
1-un]-metmn}-2-umaHo-budeHuna 1 asmga HaTpuUs B gUMeTUndopmMmaMmuie.

Bobixog: 21,0% Teopumn.

T. nn.: HaunHaeT cnekats ¢ 181°C.

CaHsNsg (524,60)

paccumt.. C 7326 H 5,38 N 21,36

HanaeHo: 73,10 5,24 21,13

Mpumep 26.

4'[[2-H-6yT"n-4-meTUn-6-(Mmunaaso[1,2-ajnmpu-gnH-2-1n)-6eHanmmaason-1-unj-metmn}-6uceHnn-2«apboHosas
KucrorTa.

MonyyatoT aHanorMyHo npumMepy 1 n3 croXxHoro TpeToyTMnoBoro agumpa 4'-[[2-H-6yTnn-4-metun-6-(ummaaso[1,2-
alnnpnanH-2-1n)-6eHsnmungason-1-unj-metmnl-omdeHnn-2-kapboHOBON KUCMOTbI U TPUPTOPYKCYCHOM KWUCMOTbl B
MeTuneHxnopuae.

Bobixog: 51,0% Teopumn.

T.nn.: 194-197°C.

C33H30N402 (514,60)

paccumt.. C 7702 H 5,88 N 10,89

HanaeHo: 76,81 5,78 10,64

Mpumep 27.

4'-[[2-H-ByTn-4-meTnn-6-(umunaason[1,2-ajnmpun-guH-2-4n)-6eHsmmugason-1-unjmemnl-2-(1H-retpa-3on-5-un)-
6udeHun.

MonyyatoT aHanorm4yHo npumepy 5 ns 4'-[[2-H-6ytmn-4-metmn-6-(ummaaso[1,2-alJnupmanH-2-un)-6e-Hmsmmaason-
1-un]-metn]-2-umaHo-budeHuna n asn-ga HaTpus B AaumeTundopmamumie.

Bbixoa: 26,0% Teopun.

Ca3H3oNs (538,60)

paccumt.. C 7358 H 5,61 N 20,80

HangeHo: 73,39 5,40 20,92

Mpumep 28.

4'[[2-H-nponun-4-meTnn-6(umunaaso[2,1-b]Jmma-son-6-nn)-H6eHsmmumnaason-1-unl-metmnl-oudeHun-2-«apboHosas
KucrorTa.

MonyyatoT aHamorMyHo npumepy 1 M3 crnoxHoro Tpetdymnosoro adwmpa 4'-[[2-H-nponun-4-4neTun-6-
(vmunpaso[2,1-6]maszon-6vn)-6eH3nmmaason-1-unj-veTun]-6udeHnn-2-«apboHoBON KUCNOTbl U TPUAITOPYKCYCHOMN
KUCIOTbl B METUIEHXITOPUAE.

Bbixoa: 43% Teopun.

T.nn.: 192-195°C (nocrne ynapuBaHus pactesopuTens).

T.nn.: >300°C (cmecb MmeTuneHxriopmaa u ataHona B 06bemMHoM cooTHoLeHun 20:1).

C30H26N402S (506,64)
paccunt.: C 71,12 H 517 N 11,06 S 6,33
HangeHo: 70,97 5,19 10,88 6,09

Mpumep 29.

4'-[[2-H-nponnn-4-veTnn-6-(vmunaasol2,1-6]ma-3on-6-un)-6eHsumungason-1-unl-metmmnl-2-(1H-tetpa-3on-5-un)-
6ndeHnn.

d)Ie'lorlyqarOT aHanormyHo npumepy u3 5 4'-[[2-H-nponun-4-meTun-6-(umungasol2,1-6ltmason-6-un)-6e-Hammnaason-
1-un]-memnl]-2-unaHo-budeHuna v asn-ga HaTpus B AaumeTnndopMmamumae.

Bbixoa: 21% Teopun.

T. nn.: amopd. cnekaeT, HauMHasa ¢ 196°C.

C30H2sNsS (530,67)
paccuut.. C 6790 H 494 N 21,12 S 6,04
HanaeHo: 67,77 4,84 21,00 5,87

Mpumep 30.

4'-[[2-H-nponun-4-vieTnn-6-(6eH3mmmnaason-2-un)-6eHanmmnaason-1-nnl-metmn}-2-(1H-tetpason-5-un)-6udeHnn.

MonyyatoT aHanorMyHo npumepy 5 n3 4'-[[2-H-nponun-4-meTnn-6-(6eH3nmunagason-2-un)-6eHsnmu-gason-1-nnj-
MeTun]-2-umaHo-ondeHnna n aanga HaTpus B AMMmeTundopmamuae.

Bobixog: 28% Teopun.

T.nn.: 202-205°C.

CaHosNg (524,64)
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paccuwut.. C 7326 H 5,38 N 21,36

HanaeHo: 73,01 5,22 21,56

Mpumep 31.

4'-[[2-H-nponun-4-veTnn-6-(6eHsnmunaaszon-2-nn)-6eHsnmmaason-1-unl-vetun]-buderHnn-2«apbo-Hosas
KucrorTa.

MonyyatoT aHanormyHo npumepy 1 w3 croxkHoro TpeToymnoeoro adwmpa 4'-[[2-H-nponun-4-meTun-6-
(6eH3nmmpason-2-un)-6eHsmmmnaason-1-nl-meTun]-6udeHnn-2-«apboHOBON KMCMOTbI U TPUDPTOPYKCYCHOW KUCNOTHI
B MeTuneHxnopumae.

Bbixoa: 43% Teopun.

T.nn.: 239-242°C.

C32H2N402 (500,61)

paccuwut.. C 76,78 H 5,64 N 11,19

HanaeHo: 76,55 5,60 11,41

Mpumep 32.

4'-[[2-H-6yTnn-7-[3-(Mmngason-1-nn)-nponuno-«kcul-4-vetmnbeHsnmmaason-1-nnj-vetmni-2-(1H-tet-pason-5-
un)-udeHun.

MonyyatoTr un3  4'-[[2-H-6ynn-7-[3-(Mmnaason-1-un)-nponunokanl-4-meTun6eHsmmu-gason-1-unl-me-mnl-2-(1-
TpudeHnnMmeTun-teTpason-5-un)-6mudeHn-na nyrém otwenneHus 1-TpUEeHUIIMETUNBHON PYNNbl NOCPEACTBOM
3TaHOMBHOWN N CONAHON KMUCIOThI.

Bbixoa: 89,8% Teopun.

T.nn.: 83-87°C.

C32H3NgOx1,5 H20 (573,69)

paccuut.. C 66,99 H 6,50 N 19,53

HanaeHo: 66,83 6,52 19,43

Mpumep 33.

4'-[[6-(N-6eH30CynbOHUN-METUNaMNHO )-2-H-0y-Tnn-4-meTun-6eHanmmaason-1-vnj-meTnnl-budeHnn-2-
kapboHoBas kucroTa.

MonyyatoT aHanormyHo npumepy 1 w3 cnoxHoro TpeTtbymnosoro adwmpa 4'-[[6-(N-6eH3ocynbdoHumM-
MeTUMNaMUHO)-2-H-0yTnn-4-metmn-6eHammmagason-1-unjmvetun]-ouceHnn-2-«kapboHoBoM KUCIOTbI "
TPUATOP YKCYCHOWN KMCMOTbI B METUNEHXTOpUAE.

Bbixoa: 95,6% Teopun,

T.nn.:211-212°C.

Ca3H33N304S (567,70)
paccunt.: C 69,80 H 5,86 N 740 S 565
HangeHo: 69,52 5,92 7,33 5,84

Mpumep 34.

4'-[[2-H-6yrnn-6-(n3onponunkapoboHnnammHo)-4-metnn-6eHsnmuaason-1-unl-metmn]-udgerHmnn-2«ap-6oHosas
KucrorTa.

MonyyatoT aHamorMyHo npumepy 1 K3 crnoxHoro TpeTOytunoeoro adwpa  4'-[[2-H-6yTnn-6-u3o-
nponurkapoboHUnaMmHo ))-4-metnn-6eHanmuaa-3on-1-unl-memnl-6ndeHunn-2-«kapboHoBowm KUCIOThI "
TPUATOP YKCYCHOM KUCNOTbI B METUMEHXTOpUAE.

Bbixof:86,3% Teopun.

T.nn.:313-315°C.

C30H33N303 (483,61)

paccuut.. C 7451 H 6,88 N 8,69

HanaeHo: 74,37 7,10 8,74

Mpumep 36.

Cemurngpat  4'[[2-H-6yTnn-6-(2,3-gumeTunmMane-mHMMuao )-4-vetun-beHsnmungason-1unj-metmn}-éum-derHmnn-2-
KapbOHOBOWM KNCIOThI.

MonyyatoT aHanorvyHo npumepy 1 M3 crnoxHoro TpeTdytunosoro adwpa 4'-[[2-H-6yTnun-6-(2,3-am-me-
MnManemHumnao )4-metun-6eHsmmungason-1-unl-metmnl-ongeHunn-2-kapboHoBoON  KUCNOTbl M TPUETOPYKCYCHOM
KMCIMOTbl B METUNEHXTOPUAE.

Bbixog: 88,9% Teopun.

T.nn.:321-322°C.

Ca2H31N304x0,5 H20 (530,62)

paccuut.. C 7243 H 6,08 N 792

HanaeHo: 72,89 6,16 7,89

Mpumep 37.

Cemurngpat 4'[6-(2,3-gumeTunManenHnmunao)-2-H-nponun-4-veTtun-beHsnmungason-1unj-metmn}-éum-perHmn-2-
KapbOHOBOWM KNCIOThI.

MonyyatoT aHanorMyHo npumepy 1 13 crnoxHoro TpeTéytmnosoro adwmpa 4'-[[6-(2,3-aMmeTMnMane-MHUMA0)-2-H-
nponun-4-metmn-6eHavmmunaason-1-unl-memwmn]-6uderHnn-2-kapboHoBoOW KUCNOTbl U TPUETOPYKCYCHOM KUCMOTbI B
MeTuneHxnopuae.

Bbixog: 75,4% Teopun.

T.nn.:329-331°C.

C31H20N304x0,5 H20 (516,60)

paccunt.. C 7208 H 585 N 8,13

HanaeHo: 72,04 5,84 7,96

Mpumep 38.
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4'-[[2-H-6yTUn-4-meTnn-6-(MoponmHokapboHmnn-amuHo )-6eH3nmmnaason-1-unj-vietmn}-buceHnn-2-«apboHosas
KucroTa.

MonyyatoT aHanormyHo npumepy 1 K3  CcnoxHoro TpeToytmunoBoro adwmpa  4-[[2-H-6yun-4-meTtnn-6-
(mopdonunHokapboHunamuHo)-6eHsnmungason-1-unj-vetmnl-6ndeHunn-2-kapboHOBON KMUCMOTbl U TPUAITOP YKCYCHON
KUCIMOTbl B METUNEHXTOPUAE.

Bobixog: 80,9% Teopun.

T.nn.:279-281°C.

C31H3aN304 (526,64)

paccuut.. C 70,70 H 6,51 N 10,64

HanaeHo: 70,48 6,50 10,51

Mpumep 39.

Cemutpudpropauetat 4'-[[2-H-ByTNn-6-(LmKnorek-cmnammHokapboHnnaMmHo)-4-vieTun-6eHsnmmaason-1-unj-
MeTun]-6ndeHnn-2-kapboHOBOM KUCOTHI.

MonyyatoT aHanorMyHo npumepy 1  u©3  crnokHoro TpeTOytunoBoro adwmpa  4'-[[2-H-6ytun-6-(unkno-
rekcMnammHokapboHnnammHo )-4-metnn-6eH3nmnga-3on-1-nnj-vetmnl-budeHnn-2-«kapboHosown KUCNOThI "
TPUTOP YKCYCHOWN KMCNOTbI B METUNEHXTOPUAE.

Bobixog: 76,9% Teopun.

T.nn.:288-289°C.

Cs3H3sN403x0,5 CF3COOH (595,70)

paccunt.. C 6855 H 6,51 N 941

HanaeHo: 69,08 7,02 9,65

Mpumep 40.

4'-[[2-H-nponun-4-130nponun-6-(1-okco-n3ouH-gon-2-un)-beHavmmnaason]-1-unl-metnn]-2-(1H-tetpa-30n-5-1n)-
6udeHun.

MonyyatoT aHanorm4yHo npumepy 5 ns 4'-[[2-H-nponun-4-n3onponun-6-(1-okconsomHaon-2-4n)-6eH-3nmngason-1-
unl-metn}-2-unaHo-budeHuna n asnga HaTpus B gumeTundopmamuie.

Bbixoa: 14% Teopun.

T.nn.: amopdHo.

C3sH33N70 (567,71)

paccuut.. C 7405 H 5,86 N 17,27

HangeHo: 73,97 5,82 17,26
Macc-cnekTp: M'=567.
Mpumep 41.

4'-[(2-H-nponun-4-3tmn-6-(1-vetmnbeH3nmunga-3on-2-un)-6eHsmmungason-1-1n)-metmn}-6udeHun-2-«kapboHosas
KucrorTa.

MonyyatoT aHanorMyHo npumepy 1 K3 criokHoro TpeTbytmnoesoro adwmpa 4'-[(2-H-nponun-4-31Mn-6-(1-
metunbeHsnmmnaason-2-un)-beHsnmuaason-1-unj-me-tmnl-6udeHunn-2-kapboHOBON KUCNOTbI U TPUPTOPYKCYCHOMN
KUCIOTbl B METUNEHXTOPUAE.

Bobixog: 64% Teopun.

T.nn.: 217-219°C.

C34H32N402 (528,70)

paccuwmt.. C 7724 H 6,10 N 10,60

HanaeHo: 7712 6,09 10,75

Mpumep 42.

4'-[2-H-nponunn-4-atun-6-(1-meTnn6eH3nmmnaa-3on-2-nn)-6eHsummgason-1-4n)-metmnl-2-(1H-tetpa-30n-5-1n)-
6udeHun.

MonyyatoT aHanorMyHo npumepy 5 u3 4'-[(2-H-nponun-4-31Mn-6-(1-meTMnéeHsummaa-3on-1-un)-me-tumnj-2-
unaHo-bnceHnna n asuga Hatpus B gumetundopmamnge.

Bbixoa: 15% Teopun.

T.nn.: 215-217°C.

CaH32Ns (552,70)

paccuut.. C 73,89 H 5,84 N 20,28

HanaeHo: 73,66 6,02 20,56

Mpumep 43.

4'-[2-H-nponun-4-metmn-6-(umungaso[1,2-ajnupn-mmamH-2-un)-6eHammugason-1-un)-metmmnl-2-(1H-ret-pason-5-
un)-udeHun.

MonyyatoT aHamorMyHo npumepy 5 w3 4-[(2-Hnponun-4-meTun-6-(Mmunaasol1,2-alniMpuMnamH-2-un)-
6eHavmmnpaason-1-un)-metmmnl-2-umaHo-budeHuna n asmga HaTpus B AMMeTundopmammae.

Bbixoa:16,5% Teopun.

T. nn.: HaunHas ¢ 275°C (paan.).

C31H27NexH20 (543,65)

paccumt.. C 6849 H 5,38 N 23,19

HanaeHo: 68,25 5,50 23,37

Mpumep 44.

4'-[(2-H-nponun-4-metnn-6-(5,6.7,8-Ttetpampapo-mmunaaso[1,2-al-nmpuaH-2-un)-6eH3ammmngason-1-un)-vietmn]-
budeHnn-2«kapboHoBas kucnoTa.

MonyyatoT aHanorM4yHo npumepy 1 M3 cnoxHoro TpeTbytmnosoro agwmpa 4'-[(2-H-nponun-4-wetnn-6-(5,6,7,8-
TeTparmapo-mmuaaso[1,2-al-nmpunanH-2-4n)-6eHsnmumgason-1-unl-metmnl-6udeHnn-2-«kapboHo-Bor KNCROThI "
TPMTOP YKCYCHOWN KNCNOTbI B METUNEHXTopuae.

Bbixoa: 67% Teopun.
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T. nn.: HaunHasa ¢ 240°C (cnekaHue).

C32H32N402 (504,64)

paccumt.. C 76,16 H 6,39 N 11,10

HangeHo: 75,94 6,46 11,20

Mpumep 45.

4'-[(2-H-nponun4-meTnn-6-(5,6,7,8-TeTparnapo-nmunaaso[1,2-al-nmpuanH-2-un)-6eHsammungason-1-nn)-vetmnl-2-
(1 H-tetpason-5n)-6udeHun.

MonyyatoT aHanormyHo npumepy 5 us 4'-[(2-H-nponun-4-vietnn-6-(5,6,7,8-tetparmgpommmaaso[1,2-aJ-nupnauH-
2-un)-6eHsnmungason-1-un)-meTnnl-2-un-aHobudeHnna n asuaa HatTpus B gumeTtundopmammnie.

Bobixog: 73,5% Teopun.

T. nn.: HaunHag ¢ 275°C (paan.).

CaH3Nsg (528,67)

paccumt.. C 72,70 H 6,10 N 21,20

HanaeHo: 72,40 6,07 21,48

Mpumep 46.

4'-[(2-H-nponun-4-xnop-6-(1-okco3omHgon-2-un)-6eH3mmmnaason-1-un)-metmnl-6udeHun-2-kap6o-Hosas
KucroTa.

MonyyatoT aHanorMyHo npumepy 1 u3 cnoxHoro TpeToytunosoro adwmpa 4'-[(2-H-nponun-4-xnop-6-(1-okco-
N30UHJONWH-2-1N)6eH3nMmnaason-1-un)-metun] -6udeHnn-2-«kapboHoBOW KMCNOTbl U TPUATOPYKCYCHON KUCMOTbI B
MeTuneHxnopuae.

Bobixog: 75% Teopun.

T.nn.: 209-210°C.

Ca3H26CIN303 (536,04)

Macc-cnekTp: M/e=535/537.

3HaveHue Ry.: 0,25 (cunukarens; cmecb MeTUNEHXop1aa u ataHona B 06beMHOM CooTHoLEHUN 9:1).

Mpumep 47.

4'-[(2-H-nponun-4-xnop-6-(1-MeTun6eH3mmunaa-3on-2-un)-6eHanmmaason-1-4n)-meTun]-udgeHnn-2-«apboHoBas
KucroTa.

MonyyatoT aHanorMyHo npumepy 1 w3 crnoxHoro TpeTtoymmnoeoro adwmpa 4'-[(2-H-nponun-4-xnop-6-(1-
meTnbeHsnmmnaason-2-un)-beHsnmuaason-1-un)-me-mnl-6udeHnn-2-«kapboHoBON KUCNOTbl U TPUPTOPYKCYCHOMN
KUCIOTbl B METUNEHXTOPUAE.

Bobixog: 52,7% Teopun.

T.nn.: 292-295°C.

C32H27CN4O2 (535,06)

3HaueHue Ry.: 0,30 (cunukarens; cMecb METUMEHXIOPMAA U 3TaHoNa B 06beMHOM CcooTHOLEHUN 19:1).
paccunt.. C 71,90 H 5,08 N 1045 Cl 6,63
HanaeHo: 71,29 5,21 10,40 6,76

Mpumep 48.

Mmppoxnopug  4'-[(2-H-npommnn-4-xnop-6-(1-ve-tmnbeHsnmnaason-2-un)-beHsnmmaason-1-un)-2-ve-mnl-2-(1H-
TeTpason-5-un)-duceHnna.

MonyyatoT aHanormyHo npumepy 5 n3 4'-[(2-H-nponun-4-xnop-6-(1-meTMn6eHsMmMunaason-2-un)-6eH-summaason-
1-un)-memn]-2-unaHo-budeHuna n asuga HaTpus B AMMeTundopmammae.

Bobixog: 54,8% Teopun.

T. nn.: HauMHaeT cnekam ¢ 204°C.

C32H27CINgxHCI (595,55)

3HauveHue Ry 0,20 (cMnukarerns; cMecb NPOCTOro NETPONENHOo achMpa U CMOXHOIo 3TUMOBOIO 3dmpa YKCYyCHON
KMCroTbl B 06beMHOM cooTHOWweHMn 1:1 n 1% negsaHon yKCyCHOM KUCHOThI).
paccunt.. C 62,55 H 4,71 N 18,85 CI 11,85
HangeHo: 62,34 4,97 18,84 11,57

Mpumep 49.

4'-[(2-H-nponun-4-xnop-6-(1-okconszonHaon-2-un)-6eHanmmuaason-1-un)-metmmnl-2-(1H-tetpason-5-un)-
6ndeHnn.

MonyyatoT aHanormyHo npuMmepy 5 n3 4'-[(2-H-nponun-4-xnop-6-(1-okco-n3onHpon-2-un)-6eHammmn-gason-1-un)-
MeTun}-2-umaHo-ondeHnna n aanga HaTpmusa B AMMeTundopmammue.

Bobixoa: 24,6% Teopumn.

T.nn.: 246-248°C.

C32H26CIN7O (560,08)

3HayeHue Ry 0,15 (cunukarenbs; cMecb MeTUNeHxXnopuaa n aTaHona B 06 beMHOM COOTHOLEHMM 9:1).
paccuut.. C 69,00 H 467 N 1755 Cl 6,40
HangeHo: 68,26 4,75 17,73 6,97

Mpumep 50.

4'-[(2-H-nponun-4-xnop-6-(umknorekcnnammHo-«kapboHunamunHo )-6eHsnmungason-1-nn)-vetmn}-6n-deHunn-2-
kapboHoBas kKucroTa.

MonyyatoT aHanorm4yHo npumepy 1 M3 cnoxHoro TpeTOytunosoro adwmpa 4'-[(2-H-nponun-<4-xnop-6-
(umknorekcnnaMmmnHokapoboHMNamMuHO )-6eH3nmMmnaason-1-un)-metmnl-outeHnn-2-«ap6oHOBON KUCNOTbI "
TPUATOP YKCYCHOM KMUCIOThI B METUIEHXTOPUAE.

Bbixoa: 75% Teopun.

T.nn.: 222-224°C.

C31H33CIN4O3 (545,09)

3HaveHue Rr.: 0,15 (cunukarens; cmecb MeTUNeHxXnopmaa n ataHona B 06beMHOM cooTHOLEHUN 19:1).
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paccuT.. C 6850 H 6,10 N 10,30 Cl 6,48
HangeHo: 68,89 5,98 10,02 7,04

Mpumep 51.

Mmppart 4'-[(2-H-nponun-4-veTun-6-amngnHo-6eH-3nmungason-1-nn)-vetmn}-bmpeHnn-2-kap6oHOBON KMCNOThI.

a) CMNOXHbIA MeTnoBbln admp 4'-[(2-H-nponun-4-veTun-6-amnanHo-6eH3mmnaa-3on-1-un)-vetunl-bu-dbeHnn-2-
KapbOHOBOWM KNCIOThI.

PaavewmBas, 2,1 r (5 MMOIb) CNOXHOMO MeTUNoOBOro agmpa 4'-[(2-H-nponun-4-veTun-6-naHo-6eH3Mmmaason-
1-un-meTnn}-nceHnn-2-«kapboHoBON KNCNOTLI pacTBOpstoT B 250 Mn meTaHona npu KomHaTHoW TemnepaTtype. Npu
Temnepatype 10-20°C B TeuyeHMe 3 4YacoB nNpu oOXnaxgeHun nbOOM MoJalT XNOPUCTBIM Bogopod. 3aTem
nepemMeLLMBalOT B TEYEHME AaNbHENLLINX 3 4AaCOB NPY KOMHATHOM TeMnepaType. PacTBopuTenb OTIOHAIOT B Bakyyme,
OCTaATOK CMELLMBAOT ABa pasa C NpocTeiM acmpom n ynapmeatoT. ObpasoBaBLUMICA UMUHOSGMP nornoLwakT B 250
M meTaHona u cmewwusatT ¢ 10,0 r kapboHaTa aMMOHMSA. PeakLMOHHYI0 CMecb NepemMeLunBaloT B TeyeHue 12
YacoB nNpu KomMHaTHOW TemnepaType. [locne yganeHus pacTBOpuUTens B BakyyMe OCTaTOK OuYMLIAT Ha
cunukarenbcogepkallen KonoHke (BenuumHa 3epeH: 0,063-0,032 mm), npuyemM B Ka4eCTBe 3OEHTA UCNOMb3YIOT
CMecu MeTUneHxnopuaa M MeTaHomna C MOBbIWAKWENcs MNonspHOCTbio (B 06bEMHOM cooTHoweHwn 9:1 n 8:2).
OpHopoaHble hpakum CryliatoT B BaKyymMe.

Boeixoa: 1,5 (58% Teopun).

3HayeHne Ri: 0,15 (cunukarenb; pacTBOpuTeNb: CMECh MeTUrNeHxnopuga M MeTaHora B OObeMHOM
cooTHOLWeHUN 9:1).

6) 4'-[(2-H-nponun-4-wetmn-6-amumanHo-6eH3nmn-gason-1-un)-metmmnl-6udeHunn-2-kapboHOBast KUCHOTa.

0,51 r (1,0 Mmorb) crnoxHoro meTunoBoro agwmpa 4'-[(2-H-nponun-4-veTun-6-aMmnanHo-6eH3mmaason-1-n)-
meTnn]-6neHnn-2-«apboHOBOM KNCNOTLI pacTBOPSAOT B 6 mn TeTparmapodypaHa, cmewmsat ¢ 2,8 mn 1,4 M
BOOHOMO pacTBopa MMAPOOKUCKU NMTUS U ¢ 3 MM BOAbl U NMEPEMELLMBAIOT NPU KOMHATHOW TemnepaType B TeYeHue
OByx gHen. 3atem pobasnsioT pactBop 300 mr xnopuga aMmoHust B 4 M BoAbl. DTy CMeCb MepemMeLuMBaloT B
TeueHne 5 MmHyT, 06pa3oBaBLLMINCA 0CaA0K OTCAChIBAIOT, MPOMbIBAIOT aLleTOHOM U CyllaT Haj, ’MAPOOKUCHI0 Kanus.

Bobixoa: 0,25 r (59% Teopun).

T.nn.: 270-271°C (pasnoxeHue).

C32H26CIN3O3 (426,53)

paccumt.. C 7025 H 6,35 N 12,60

HangeHo: 70,04 6,23 12,50

3HaueHue Ry 0,55 (cunukarens; pacTtBopuTESb: CMECH METUNEHXTOPUAA, METaHONA U aMMuaka B 06 beMHOM
cooTHoweHun 2:1: 0,25).

Mpumep 52.

4'-[(2-H-nponun-4-meTun-6-(4,5,6,7-tetparmgpo-6eH3mmungason-2-un)-6eHammmnaason-1-un)-metmnl-6udeHun-2-
kapboHoBas kucroTa.

MonyyatoT aHanorMyHo npumepy 51 mM3 crnoxHoro metunoeoro adgwmpa 4'-[(2-H-nponun-4-meTun-6-(4,5,6,7-
TeTparnapo-6eHsvmmaason-1-un)-meTmnl-u-peHnn-2-kapboHoBoOM KUCNOTbl U MMOPOOKUCUM NUTUS B BOAHOM
TeTparnapodypaHe.

Bobixoa: 59 % Teopumn.

T.nn.: 310-311°C.

Mpumep 53.

4'-[(2-H-nponun-4-meTnn-6-(2-nupugun)-6eH3n-vmaason-1-un)-metmwmnl-2-(1H-teTpason-5-un)-Gudpe-Hun.

MonyyatoT aHanorMyHo npumepy 5 ua 4'-[(2-H-nponun-4-vetmn-6-(2-nnpnann)-6eHsnmmngason-1-un) -vmetunj-2-
unaHobudeHnna n asauga HaTpmsa B AnMeTundopmammae.

Beixoa: 56% Teopuu.

T. nn.: HauuHas ¢ 136°C (pa3noxeHue).

C30H27N7x0,5 H20 (545,09)

paccuwut.. C 72,85 H 571 N 19,83

HangeHo: 72,45 6,01 19,83

Mpumep 54.

4'-[(2-H-nponun-4-meTnn-6-(1-meTnn-ummagason-4-un)-6eHammmaason-1-4n)-metmn]-2-(1H-tetpason-5-nn)-
6ndeHnn.

MonyyatoT aHanormyHo npumepy 5 us 4'-[(2-H-nponun-4-memwmn-6-(1-metnn-umnaason-4-1n)-6eHsn-mmngason-1-
un)-meTnn}-2-umaHo-budpeHnna n asanga HaTpyusa B AMMETUNGOPMaMmuae.

Bbixoa: 24% Teopun.

T.nn.: 255-257°C.

3HaveHue Ry.: 0,24 (cunukarens; cMecb MeTUNEHXIIOpMAa U MeTaHona B 06bemMHOM cooTHoLweHum 9:1).

C20H28NgxH20 (506,62)

paccuwut.. C 68,75 H 5,97 N 22,12

HangeHo: 68,90 5,97 22,03

Mpumep 55.

4'[(2-aTn-4-metn-6-(5,6,7,8-TeTparmapo-umn-gasol1,2-ajnvpmanH-2-un)-6eHammmaason-1-un)-me-tmn}-2-(1H-
TeTpason-5-un)-6udeHun.

MonyyatoT aHanormyHo npwumepy 5 un3 4'-[(2-atun-4-metun-4-(5,6,7,8-tetparnapo-nmmaaso[1,2-ajnvpn-guH-2-
un)-6eHsumungason-1-un)-metmnl-2-unaHo-mu-cdeHnna n asnga HaTpust B gumeTtundopmammnge.

Bbixoa: 21% Teopun.

T. nn.: amopdHo.

3HaveHue Ry 0,27 (cunukarenb; cMecb MeTUneHxnopuaa 1 ataHona B 06 bemMHoMm cooTHoLueHun 9:1).

C31H30Ns (514,64)

paccuwut.. C 7235 H 5,88 N 21,78
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HanaeHo: 72,01 5,82 21,44

Mpumep 56.

4'[2-aTvn-4-metnn-6-(5,6,7,8-teTparmapo-umun-gaso[1,2-ajnmpnauH-2-un)-6eHammmaason-1-n)-me-tmnj-
budeHnn-2«kapboHoBas kucnorTa.

MonyyatoT aHanorMyHo npumepy 1 u3 crioxHoro TpeTdytunosoro adwmpa 4'-[2-aTun-4-metnn-6-(5,6,7,8-
TeTparnapo-mmuaasol1,2-alninpuaH-2-4n)-6eHsumunaason-1-un)-memmnl-6uceHmn-2+«apooHo-Bon KMUCrOThbI 7
TPMTOP YKCYCHOWN KNCNOTbI B METUINEHXTopuae.

Bbixoa: 50% Teopun.

T.nn.: >300°C.

3HaveHune Ry 0,16 (cunukarens; cMeCcb MeTUeHXopraa 1 3TaHona B 06beMHOM COOTHOLEHUN 9:1).

Mpuvep 57

4'-[(2-H-nponun-4-meTun-6-(1-n3onponun+mmaa-3on-4-un)-6eHsmmngason-1-u1n)-memmn}-oudgeHumn-2-
kapboHoBas kucnoTa

MonyyatoT aHanormyHo npumepy 1 M3 cnoxHoro TpeTdytunoBoro adwmpa 4'-[(2-H-nponun-4-meTnn-6-(1-
sonponnn-umngason-4-un)-6eHsvmugason-1-nn)-vetmn]-omceHnn-2-kapboHoBON KMUCMOTbl U TPUPTOPYKCYCHOM
KMCNOTbl B METUMEHXTOpUIE.

Bobixog: 84% Teopun.

T.nn.: 285-286°C.

3HaveHue Ry, 0,55 (cunukarens; cMecb MeTUneHxnopuaa u metaHona B 06bLeMHOM COOTHOLLEHUN 9:1).

Mpumep 58.

4'-[(2-H-nponun-4-meTnn-6-(1-usonponunvimmaa-zon-4-un)-6eHsumungason-1un)-metnl-2-(1H-tetpa-son-5-un)-
GndeHun.

MonyyatoT aHanorMyHo npumepy 5 us 4'-[(2-H-nponun-4-metmn-6-(1-n3onponunumunaason-4-un)-6eH3mmmnaason-
1-un)-memn]-2-unaHo-budeHuna n asnga HaTpus B AMMeTundopmammae.

Boixog: 18% Teopun.

T. nn.: amopdHo.

3HaueHue Ry 0,29 (cunukarenb; cMecb MeTUNEHXTopuaa U MeTaHona B 06beMHOM COOTHOLLEHUN 9:1).

C31H32Nsg (516,.66)

Macc-cnekTp: M/e=516.

Hwkecneaylowme npumepbl MOACHAIOT BO3MOXHbIE BWAbl FEKAPCTBEHHbIX CPEACTB, KOTOpble B KayecTse
aKTMBHOTO KOMMNOHEHTa MOIyT coepKaTb Noboe npurogHoe coegnHeHue dopmynbl (1).

Mpumep 59
Amnynbl, cogepxawme 50 Mr akTMBHOTO BELLECTBA Ha 5 Mn.
aKTUBHOE BELLECTBO 50 mr
KH2PO4 2 Mr
NazHPO4 x2H20 50 mr
NaCl 12 mr
BOAA AN UHBEKLNOHHBIX
uenen 0o 5wmn
MpuroTtoBneHwue:

B ogHom 4actn BOAbl pacTBOpPAT 6ycbepr|e BelwecTBa M M30TOHU4YecKoe BellecTBO. [1o6aBnsitoT akTMBHOE
BELLECTBO U NOcCse NOMHOMo pacTBOPEHNS BOAOW [06aBnslT 40 HOMUHANBLHOMO o6bema.

Mpumep 60.
Amnynbl, cogepxxawme 100 Mr akTMBHOTO BeLlecTBa Ha 5 M.
aKTUBHOE BeLLECTBO 100 mr
MeTUMryKamunH 35 mr
rmmKkodypon 1000 mr
onoknonumep
NONMATUNEHITIMKOSb U
NONUNPONUIEHITIMKONSA 250 mr
BOAA ANS UHBEKLMOHHBIX
uenen oo 5 wmn
MpuroToBneHwue:
B ogHol yact BoObl pacTBOPSIOT METUMNINYKAaMUH M aKTUBHOE BELLECTBO PacTBOPSIOT MNpU NepemMeLlMBaHnn u
HarpeBaHuu. Mocne gobaBkKu pacTBOPUTENST BOAOW MOMOMHSAT A0 HOMUHAMbHOTO obbema.
Mpumep 61.
TabneTku, coaepxawme 50 Mr akTMBHOTO Be LWecTBa.
aKTUBHOE BELLECTBO 50,0 mr
docdaT kanbuus 70,0 mr
MOJIOUHOW caxap 40,0 mr
KYKYPY3HbIV Kpaxvarn 35,0 mr
TONMBYVMHUITNMPPOSMAOH 3,5mr
cTeapaT MarHud 1.5 mr

200,0 mr
MpurotoBneHue.
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AkTMBHOE BellecTBO, hocdaT KanbLus, MOSMOYHBIA caxap W KYKYPY3HbIV Kpaxmarn paBHOMEPHO YBMaXKHSIOT
BOAHbIM PacTBOPOM MOSMBMHUIMMpponuaoHa. Maccy npomnyckalT yYepe3 CUTO C OTBEPCTUSIMU BENUUYMHON 2 MM,
cyliat B CylwnbHOM Lkady npu temnepaTtype 50°C u cHoBa npocenBsatoT.
Mocne po6aBneHVss cMa3o4yHOro cpeacTBa rpaHynaT nepepabartbiBaloT B Tabnetkm Ha TabnetmpoBOYHOMN
MaluHe.

Mpumep 62.
Opaxe, copepxatlee 50 Mr akTMBHOIO BellecTea.
aKTMBHOE BELLECTBO 50,0 mr
NN3NH 25,0 mr
MOMOYHbIN caxap 60,0 mr
KYKYPY3HbIN Kpaxvan 34,0 mr
XernaTtnHa 10,0 mr
cTeapaT MarHus 1.0 mr
180,0 mr
MpurotosneHue.

AKTMBHOE BeLUEeCTBO CMELMBAKOT C BCOMOraTtenbHbIMU BeLLEeCTBaMN 1 YBNMaXHAKT BOOHLIM PaCTBOPOM XeNaTuHbI.
Mocre npocenBaHA N CYLLKU TPaHYynAT CMeLLUMBAtOT CO CTeapaToOM MarHUA 1 NpeccyroT B AApa.

I'IonyqaeM ble Takum 06pa30M A0pa 3aKknw4akT B 060]10‘4Ky M3BECTHbIMU npuemamn. K COOTBeTCTByIOLIJ,eVI
CyCneH3nn nimm pactsopy MOXXHO nobaensaTb Kpacutersb.

Mpumep 63.

Hpaxe, cogepxawpe 100 MrakTMBHOM BELLECTEA.
aKTMBHOE BELLECTBO 100,0 mr
NU3KWH 50,0 mr
MOJIOUHbIN caxap 86,0 mr
KYKYPY3HbIV Kpaxvarn 50,0 mr
NOMMBUHUITNMPPOSMAOH 2,8 mr
MVKPOKpUCTannmyeckas Lenntonosa 60,0 mr
cTeapaT MarHud 1.2 Mr

350,0 mr

MpurotoeneHue.

AKTMBHOE BeLLeCTBO CMeLLMBalOT CO BCMOMOraTeNnbHbIMU BeLecTBAMW U YBMaXHSOT BOAHLIM PacTBOPOM
NONMBMHUNNMPPOIMAOHA. BnaxHyto maccy nponyckatT Yepes cMTO C OTBEPCTUSIMUM BENMUUHOA 1,5 MM 1 cywaT npu
TemnepaTtype 45°C. [Nocne cywkn onaTe NpoceunsatoT n 4o6aBnA0T cTeapaTt MarHns. 3Ty CMeCb NPEecCcyloT B s4pa.

Mony4aemble Takum oBpasom siApa 3akfoyaT B 0605104y M3BECTHBIMU NpreMamu. K cycneHsaum unm pacteopy
MOXHO [06aBnNsATs KpacuTenw.

Mpumep 64.

Kancynbl, cogepaipe 250 Mr akTMBHOTO BeLLeCTBa.
aKTUBHOE BELLECTBO 250,0 mr
KYKYPY3HbIV Kpaxvarn 68,5 mr
cTeapaT MarHud 1.5 mr

320,0 mr

MpuroTtoBneHwue:

AKTVBHOE BeLLEeCTBO CMELLMBAlOT C KYKYPY3HbIM KpaxmarnoM 1 yBNaXxkHsoT BO4oN. BnaxHyto maccy npocensatoT
n cywat. Cyxon rpaHynatT nNpocenBaloT U CMELLMBAKOT CO cTeapatom marHud. [onydaemyio cmecs nmogawT B
Kancynbl n3 TBepAov XenaTuHbl (BenuyunHon 1).

Mpumep 65.
OpanbHas cycneHans, cogepxatlast 50 Mr akTMBHOrO BelLecTBa Ha 5 M.
aKTMBHOE BeLLEeCTBO 50,0 mr
OKCUITUNLENNosio3a 50,0 mr
copbuHoBas kncnoTa 50wmr
70%-HbIi copouT 600,0 mr
rMULEPUH 200,0 mr
apomar 15,0 mr
BoAa 0o 5,0wmn
MpurotoBneHue.

OucunnupoBaHHylo Body HarpesalT Ao TemnepaTtypbl 70°C v pacTBOpSIOT B Hel Npu nepeMeLuMBaHum
okcuatunuennonody. [lyrem pobaeneHusa pactBopa copbuta © rMuepuHa oOXnaxJawT A0 KOMHATHOW
TemnepaTypbl. [1pn KoMHaTHOW TemnepaType O06aBnsilOT COpOMHOBYIO KUCMOTY, apoMaTt U akTMBHOE BELLECTBO,
nocrie Yero Bo3ayx yaansioT npu nepemelwmsaHun. loza aktmeHoro Bellectea (50 mr) cogepxutest B 5,0 mn.

Cynnosutopuun, cogepxawme 100 Mr akTMBHOIO BeELLECTBA.

aKTMBHOE BELLECTBO 100,0 mr
OTBEPXKAEHHbIN NP 1600,0 mr
1700,0 mr

M3rotoBneHue.
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OtBepxAeHHbIN Xup pacnnasnstoT. [pu TemnepaType 40°C mMaMernbyeHHOEe akTMBHOE BELUECTBO FOMOreHHO
avcneprupytot B pacnnase. OxnaxgatT go TemnepaTypbl 38°C 1 cmecb BbiNMBaloT B crierka npegsapuTensHO
oxraxaeHHble hopMbl Ans MOMYY4EHUS CYNnno3MToOpueB.



