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B. T1. JintBunHOB

2,N-IUIVAHOATIETAMUANH B PEIMOCEJIEKTUBHOM
CHUHTE3E HNHWPUIO{2,3-dJYPAHWNJICB

IIpemiosKeH HOBbIN PETMOCEIEKTUBHBIN METOI CHHTE22 (DYHKIIMOHAIBHO 3aMEIIEeH-
Hbix MupuE0[2,3-d] ypauunos na ocxHose 2,N-muuuanoaueramunmua. B xauectse npo-
MEXYTOUHBIX COETMHEHMIT TOIYUYEeHb! 3-IHMAHOTMPHAMHIIMAHMMIHBI H THMIPOOGPOMIIB
4-amro-2-6pommipiao [2,3-d] nupsmyrtos. CTpoeHie oy YeHHDIX COSRMHEH I yC-
TAHOBJEHO T10 JAHHLIM JEMEHTHOro asanamaa, AMP, HK u Macc-CnexTpos.

OYyHKIMOHATRHO 3aMemeHasie mupuRo[2,3-d InnpuMAINHSEL HPERCTABISIOT
Oonpluoit  MATEPEC KAK COSMMHECHMS, IPOSBJISIONTNE IMUPOKHH  CACKTD
OMOTOrMUECKO® AKTHBHOCTH, TAKOW, KaXK AaHTHBHPYCHAd, IHypeTHuecxas,
agrubaxrepuuyaHas ¥ T. A., OXHAKC W3BECTHBIE METOXBI ITOJIYUCHUS TaK#uxX
COERWMHEHWH, OCHOBARHBIE HA 3aMBIKAHUM THDUAXHOBOTO IUIM IHPNMMIWHOBOTO
IEKI4, XAPAKTepPu3yIOTCd HU3KAMM BHXOHAME U TPEOYIOT XECTKHX YCIOBHM
{1-—7]. Hamu npennoxeH HOBBIH, yROOHBI METOR PETHOCETCKTHBHOIG CHHTC3a
GYHKIMOHANBHO 3aMCIIEHHBIX T pHEo [2,3-d InuprMAIrHOB Ha OCHOBE IIOJIYy4ECH~
Horo paree [8—10] 2,N-grmuanoaueramunnaa (I).

Aneramunua 1 BcTynaer B peaknmio ¢ S-IukapOOHWIBHBIMI COSXUHCHUSIMM
(IIa—s) B COMpTE B NPUCYTCTBUE OCHOBAHMS, UTO IPHEBONNT X 3-IHaHONAPUIHH-
nrasumuHam-2 (I1la—s) ¢ seixomamu 42...93% (cm. Tabmnny).

OGpasopanue nupnmponuMunor I mpomcxomur, wmo-BmaMMOMYy, NyTeM
kounencamuy no Kaepewareso ¢ yuactiem kucoit rpynnsi CH2 coennmenns [ u
kapOOHMIBHON Tpynnsl aukerona 11 ¢ mocnexyomuM 3aMEKaareM THPUEUHOBOIC
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BpiXOmbl M Xapakrepuctuky coeaumenmit I, 1V, V

Maunbe agemeﬁgnom AHAJTHSA,
BT - 0, HAUJACHO g e MP, ACC~CIIEKTD, X s
iz;lgé &%ﬁ;‘}ld BBIMHCHACHO Ty, °C ”E, 'C;:VCI:(TPY Cm“iﬂ:\mnﬂ‘ m]\};u{:j;{;r g’:) . 'zfm
C H N
llla*2 ColigNyg 03.46 4,51 33.13 | 210...212 | 3440, 3352, | 2,38 (6H, ¢, 2CH3), 6,65 (1H, ¢, 5-H) 172 (100, Mh, 131 56;
62,78 4,68 32,54 (Bo3r.) 3400(NHD), 2213, (15), 130 47 82
2184, 2135 (CN)
1116+2 C4H1oNy 71,65 4.61 24.20 >280 3350, 3180 (NH), | 2,52 (3H, ¢, CHa), 7,54 (3H, m, Hpw), 7,78 | 234 (100, M™), 293 423
71,78 4,30 23,92 2228, 2182, 2120 | (14, c, §-H), 8,13 (2H, m, Hpn) ) (11), 292 (8) 58
(CN)
Ts*? | CrqHyF3N, 9734 | 2.52 | 20.63 | 165..167 | 3380, 3120 (NED, | 7,56 (3, m, Hpn), 7,92 (1H, ¢, 5-1D, 8,25 | 288 (100, M™), 247 | 80,
58,34 2,45 19,44 (B03r.) 2280, 2254, 2230 | (214, M, Hpp), 8,25 2H, m, Hpn) (8), 246 (3) 79
(CN)
Va* | CoHoBrN,«HBr - — - >280 | 3400.. 3200, 2420 | 2,72 GH, ¢, 7-CH3), 2,92 (3H, ¢, 5-CH3), | 252, 254 (24, M¥), 93
(NH), 1710 (C=N) 7,05 (14, ¢, 6-H), 8,45 u 9,61 (21, ¢. ¢, NH2), | 173 (31), 80,82
12,30 AH, ¢, 1-H) (100)
IV6** | Ci4H BrN,*HBr | — - - >280 | 3400..3200, 2440 | 2,83 (3H, ¢, CH3), 7,58 (3H, m, Hen), 7,92 | 316, 314 (18, M™), | 58
(NH), 1705 (C=N) | (1H, ¢, 6-H), 8,20 (2H, m, Hp1), 8,95 u 9,48 | 235  (22), 80,82
(2H, c. ¢, NHo), 12,55 (1H, ¢, 1-1) (100)
Va*2 | CoHgN30, 56.33 | 4.82 | 2240 >280 | 3516, 3076 (NH), | 2,50 GH, c, 7-CH3), 2,82 (3H, ¢, 5-CH3), | 191 (20, M%), 190 67
56,54 4,74 21,98 1636, 1590 (C=0) 7,19 (1H, ¢, 6-F), 11,5 QH, yni. ¢, NH) (100), 148 (81)
V62 | Crally N30, 66,31 | 435 | 16.44 >280 | 3495, 3298, 3207 | 2,87 (I, ¢, CHa), 7,55 3H, M, Hpw), 7,99 | 253 (31, M"), 252 51
66,40 4,38 16,59 (NH), 1630, 1580 | (1H, ¢, 6-H), 8,23 (2H, M, Hen), 11,5 (2H, | (100, 210 (90)
(C=0) yur ¢, NH) .
vp? C14HgF3N30, 54,12 2.48 15.07 >280 3540, 3256 (NH), | 7,55 (3H, M, Hpn), 8,00 (1H, ¢, 6-FD, 8,19 | 307 (27, M"), 306 65
54,73 2,62 13,68 1680, 1592 (C=0) (2H, M, Hpn), 11,5 2, ym. ¢, NH) (100), 264 (92)
T I{J;:coenmxeum“x lle~-B cileBa HAHPaBO NPUBEAEHDI BBINOR IO METONY A! BRIXON 10 MeTogy B.
*2  Ha-3a obmena ¢ D20, copepxauietica 8 JMCO-D6, MHTEHCHBHOCT, CHIHANOB npototos rpyrin NH cHibkeHa,

*3  Buigenuts cocfinHenna [Va,6 B aHaIMTHHCCKH YHCTOM BHAC HE YHanoch,




g HecuMMeTpuUHEX B-ITHKCTOHOB IIPOLECT MPOTEKAET CTPOTO PervGCeeK-
tusHo. Tax, B ciyuyae OEH30MIALETOHA MOMYUAETCS UCKJIIOUMTEABHO HPOXVKT C
METHJIGHOMN Tpynmoil B HOJOXCHEM 4, UYTO OBUTO YCTAHOBAEGHO CPaBHEHHEM
crextpa IIMP coenunenag ITI6 co cmexTpoM 4-MeTwwi-0-¢eHna-3-nuanormpu-
mua-2 (1 H)-Tuona, crpoeHue KOTOPOrC OAHO3HAUHO yeTaHeB/aeHo meromom PCA
{11]. Takymo peruoceeKTUBHOCTh MOXHO O0BACHUTE TEM, UTO NEPBOHAUANBHASL
KCHACHCAIUY TPOTEKAET WabupaTensuo 1o mamboee axTUBHON KapOOHMILHON
rpynne.

B xauecTtBe OCHOBAHES IUIY TIPOBCHCHWS KOHHCHCAIWH UCIIC/IH30BAJICS
nunepuaArH. [1py Xata uTHYeckoM KONwyecTse mochennero (Meron A) xopoinme
BBIXOTHI OBUTH HOIYUYSHE! TOABKO NIk Gensomwrrpudropanerona [Ie, o0aanaioniers
raubosiee aKTHBHOU KapOOHMIBHOM Tpynmoi. {19 KpyIHX S-AAKETOHOB BEIXOXE
CYIOSCTBEHHO VBEJHMUMBAIOTCA NPH MCIOIB30BAHHUN SKBHMOJASPHOTC KOJHUECTBA
puuepuauaa {(MeTox b).

Coenprenud HHla—8 — XeaToIC KPHCTAIMUCCKAS BSOICCTRA, JJEOMIHECLAPY-
oome B YO ceere. Vix crpoenwe OBUIC TOOTBEPKEEHO HAHHBIMU DIEMEHTHOLO
aranuza, [IMP, VK, macc-cmektpos (eMm. Tabaumy).

B UK cnexrpax coegwmenuit 1] nmposBisSioTCS TPW TOJIOCH TOMIOUICHUI B
obracta 2250...2100 cv . Tlonoca & patiore 2220 cv | 6wvita oteecera k 3-CN
rpynne. Ise monocet s obmactax 2180 m 2140 om ' xapaxrepam ang
muagamMunuuoBoro ¢parmenra [12, 13}, w, caenosarenswo, coemmuenus IIl,
nonobro mx N-purpoananoram [14], cymecTeyoT 3 mmunao-hopMe.

Cunresuposanusic nuanonupuzosunaaumunsi [[la—s oxasamucs yaobasiMu
WCXOOHBIMH COCKUHEHWSIMY /I [OCTpOCHUS nwpuno [2,3-d jnupuMuarusoBoik
cricreMs: nOpu obpaGorke coeauuenwit [Ila,6 cyxum HBr B zemamoit yKCyCHOMR
KucoTe mmogyuenst coim (IVa,5) ¢ seixomamm 93 w 589 COOTBETCTBEHHO.
Peaxnug 3aMskaumg THPUMUGHHOBOTC HMKIA NPOTEKAET PErMIOCENEKTUBHO, UTO
monrrepxract zanpsie YK u [IMP coekrpos (cm. TabGaumuy). Hamuuue B
cmextpax LIMP coenmucuwmit [Va,0 EBYX CUJIBHO pasi¥yaioIAXCs ONHONPOTOH-
HEIX CHPHANO0B aMuHOTpyHus B obaacru 8,4...8,9 1 §,5...9,6 M. 1., a2 Takxe y3KO0ro
cuariera rpymasl NH npw 12,3...12.5 M. z. H03BOMSET DPEANOIOXHATE JIs HEX
VKa23HHYI0 Ha CXeMe CTpyXTypy Opomupos 4-mmuuo-2-Opom-1,4-murui-
poi2,3-d InupnMynuHOB. B AHAJOTMUHBIX YCIOBUSX W3 NHPHIHHIIMAHUMHHA
1IIB, mo-BummmMoMy, Takxe odpasyercd coorsercryromas cosib (IVs). Omuako
BLICIIMTE TOCACHHION HC YXAJ0CH, UTO, BO3MOXHO, CBA3AHO C €€ BHCOKOK
PaCTBODHMOCTBIO {CM. HEXE).

PermocesiexTuBHOCTS 05pa30BAHYUS DACCMATPHBACMHBIX CONEM OOYCIIOBNEHA,
BEPOATHO, Oosrpimieli OCHOBHOCTRIO atoma aszora rpynns =NCN ne CpasHeHuIo ¢
HUTDUJIBHOY IDYIITION, CBSI3aHHOW C YIVIEPOAOM.

Coenunenvg IVa,6 npeacrasasoT coboi Sesse KpUCTAINYECKHE BEIECTBA,
PacTBOPUMEIC B BOZC ¥ BOTOHSIOIINCCS IpW Harpeparww. [Ipu ux HeXTpaausamun
. BOTHEIM DACTBOPOM COIE! TIPOUCXOEHUT ONHOBPEMEHHRH MHEpou3 ¢ obpazosadueM
nmupuno[2,3-d Joupumunne-2,4-gwonos  (Va,6). TlockonbKy, XKak yKassiBaxoch
BEIIIE, HAM HEC YIaJOCh BHIIEIUTE COJIb 1 VB W3 PEaKi{uOHHON CMECH, IIOCHEqHIs
Osiia ofpaborama pactsopom Na2CO3 HEmOCpEACTBEHHO ¥ OBUIO BEUIEICHO
coenuHeHKE VB. Taxag JIETKOCTE HYKICOMUIIBPHOTO 3AMENICHUS B NHPUMATANO-
BOM SAPE, TIO-BUAUMOMY, OOBICHICTCA AKHENTOPHBM BANSHUEM aHHCNNPOBAHHO-
IO NAPEAMHOBOTO LMK, KOTOpoe euie Oosiee YCWIMBAETCS HpY BBERSHHM B
OUDVIZHOBHII MK SAEKTPOHOAKIEHTOPHBIX FpyIN, Takux, kax CF3. Baixonmsr
nponykros V cocrapagior 51...67%.

Crpoesue coeagwuenuit Va—B HOATBEPXKICHC HAAHHKMHU JJIEMEHTHOTO
amamusa, IIMP, MK u macc-cnextpos (cm. tabmnwny). Tax, 8 VK cmexTpax
OWPUACIHPUMUAMHIVOHOB ¥V a—B MMEIOTCS ABE TIO/IOCH HOTIOMIEHHS KapOCHHAIE-
HBIX rpynm okoxo 1630 u 1580 CM_I, XAaPAKTEPHBIE IS KOHACHCWPOBAHHBIX
ypamuzos [15]. OcHorvoe Hanpasiaenue parMeHTaiwn B MAacC-CHEXTpax —
ormemicHue HNCO — taxke XapaKTepHO 1/id MUPYMUAVHINOHOB ¥ COTTIACY TCS
€ OPEeIOXKEHHOU CTPYKTY PO,
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Taxum obpazom, Hamu Ha ocuoBe 2,N-nuuuanameroamuamsa n S-aukapbo-
HUABHBIX COSAMHEHWH pa3spaboTaH HOBHIM DPErHOCENEKTMBHBIL METON CHUHTE3a
OHPUAOYPAIM/IOS, MOTEHIHAABHO 00AaTA0MKX IWHPOKHM CHEKTPOM Smosoriue-
CKOM axTWBHOCTH. Kpome TOro, JIETKOCTh HYKACOMHIBHOIO 3aMCHICHUS B
OUPUMAAMHEOBOM syipe coieil 1V6, BO3MOXHO, HO3BOMHT NOJYUUTH PA3THUHBIE
OYHKIMOHAIBPHO 3aMEMEHHBE JS-Ae3a3aNTEPUANHE, TAKXKE NPEHCTaB/ISIONIE
HHTEDPEC B KAUECTBE DHOJOTAYECKY AXTUBHBIX BEIECTB.

SKCHEPHMIMEHTAJBHAY Y9ACTb

TeMrepatyphb! ILIaBlICHMS onpenensaiy ga crosmke Koduepa. HK cnextps cHMMaH Ha npuope
Specord M-80 s Tabnerkax KBr, criextpst IIMP — na npubope Bruker WM-250 s pactsopax JIMCO-Ds,
Macc-CrnexTpsl — Ha npubope Varian MAT CH-6 (70 3B). 3nementusiit anams va C, H, N nposomniti
Ha anﬁOpe Perkin-Elmer C, H, N-analyser. Boixopast u xapakTtepuctuxs coequnenyii fila—sz, IVa,6,
Va—s npusenensi B Tabmuue.

2,N-JimpanoanetraMiaii [ Guu NoayueH Mo METOAMKE, NPEIIOKCHIOM B pabore [8].

3—HH31[0HHPHZ{HH-4—R—6-R1-2 (1H)-umanumuisr (ITla—.). A. Pacraop 10 MMONL aneraMuiineEa
I v 10 mmoms mukerona ITwm 2.3 xamumr mmepumpma B 10 Mn 3TaHOIA BRIIEPKHMBAIOT 24 U 1Py
KOMHATHO TeMIIepaType. 3aTeM B PEAKIMOHHYIO CMECh 100aBIsOT pasfaBiClHYIO COMIHYIO KHCAOTY
10 pH 7. Bemasunte xpuctaaibl poavkra I orduabTposeIBatoT, IPOMBIBAIOT STAHCIOM ¥ CYINAT HA
BOSIYXE.

B. pogyxre! IHla—B CMHTEZHPVIOT KAK OMNICAHO B, HO B NPUCYTCTBHM 10 MMOJIE MUIEPUAMHA.

VneHTHyHOCTb COEMUHEHI, MOMYYSeHHLIX MeToRamu A 1 B, Obuta yeranosaeHa 0o panusiv VK
CIIEKTPOB. _

TuxpobpoMuant 4-umnno-5-R-7-R-1,4- nuraapo-2-6pomnupugo|2,3-djmapumuaanos
(IVa,6). B cycreusuro 10 Mmons uvarnmvutua 111 B 50 Mt aensoit yKCyCHOM KUCIOTBL IpU NEPEMEIH-
BAHMM H OXJNAXIACHHM NPOIyCKaloT cyxoi FIBr 20 moasor0o pacTBOPEHHS MCXOQHOro COSHMHEHMI M
[OSIBICHNS KPUCTAJUIOB NPoRyKTa. Tocsie 3T0ro peakiMOHHYIO CMeCh OCTABASIOT HA HOUB B XOJIORMIIb-
H¥KE, BBINABIHE KPUCTAILTBI PHApodpoMitaa IV ordunsTpoBLIBAIOT, NPOMBIBAIOT 3MHPOM M CYIIAT HA
BO3TYXE.

5-R'-7 ~R-TTupuno-[2,3-d] unpummunann-2,4-guoust (Va,0). K pacrsopy 10 mmons ruapodpommza
IVa,6 B 10 Mt sonsl nppbaBiagroT BomHsL pacteop NaCOs po crabomesnouHo peakivi. Bomasmive
KPUCTALIL PORYKTA 1V2a,0 0T iasTPOBBIBAIOT, 1IPOMBIBAIOT BOOI, ALIETOHOM M CYIIAT Ha BO3IYXE.

5-Tpudropmetusn-7-benumupuino{2,3-d}napnvmuaun-2,4-1108 Ve, B cycnensuro 10 mMmons
1maauMuaa 1B B 56 M1 nesaro0i YKCyCHOIT KHMCIOTHI ITPH NEPEMEIMBANNH M OXJIAXKRECHHI ITPOITVCKAIOT
cyxott HBr no moJjiHOro pactBopenst MCXOHHoro coequtens. Ilocne 3 1 BbiAep KUBAHMS TPH KOMHAT-
HOM TEMIIEPATYPE PEAKLIMOHHYIO CMECh BLUIMBAIOT B BOAY U HEHTPAIH3VIOT CORO#. Brinaninie kaCTan—
JIBt OTUILTPOBBIBAIOT, HPOMBIBAIOT BOAOH, ALIETOHOM U CYIUAT HA BO3NYXE.

Patoma swoinonmnena 6 pamxax Poccuiickozo ¢onda GyHOGMEHMATbHBLX
uccaedosanuil (epanm Ne 94-03-08823a).
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