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A. I'. Muxaioscxmit

HCCIHEOOBAHHUE 6-TUAPASUHOOCEHAHTPUIAMHA
B PEAKIIMSIX AITMJIMPOBAHIY 1 AHHEJMPOBAHUYA
OUKJIA 1,2,4-TPUA30JIA

Peaxuum 6-ruppasunodenadrpummna ¢ GTaIoMIXIOPUEOM ¥ U30LUAHATAMU
MPOTEKAIOT HO I'MAPA30TPYyIIe. ATVIITMPOBAHME HTON0 MMAPASHAMEA JUSTHIOKCATATOM
MM OKMCJICHME [IOJIy9E€HBEbIX M3 HETO IUAPA30H0B OPHUBOJST K aHHETMPOBAHAIM 1,2,4-
TPUA30IaAM.

Onuo#t m3 wamboJee WHTEPECHBIX pEAKIMi o-THAPA3HMHO3aMEIICHEBIX
TUPHIMHOB U MX AHAJIOTOB, & TAKXE WX MPOU3BONHBIX (THAPASUAOB ¥ I'MAPA30HOB)
aBageTcs amnenwporanue 1,2,4-tpmasonsHoro sanpa. O0pasyromumecsd mpU 5TOM
1,2,4-Tpuasorsl NEPCHEKTHBEE B KAUECTBE CHHTOHOB ¥ OMOJOIMUECKH aKTUBHBIX
coemauenui [1, 2]. Pamee Hamu Obui monydern O-ruppasmEO(EHAHTPUANH,
H3yYEHH HEKOTOpPHE ero XuMWdecKwe CcBoMcTsa |3, 41 m Omonormueckad
akTHBHOCTh [5—7]. JIpyrMX HAWHBEIX O CBOMCTBAX NPOMSBOMHEIX HAIBAHHOIO
TMApasHA¥HA B JUTEpAType mpakTmuccku Her. [[epio ganHoi paboTh GBASETCS
M3yYCHUE 9TOI0 pearcHTa B PeaknusX aUWIMPOBAHAS ¥ AHHETMPOBAHWS
1,2,4-TprazoasHOro Sapa.

HccnenoBanug TOKA3adH, 9TO COCHUMHEHME | JIErKOC BCTYHAET B PA3TAUHELIE
peakmuy aguMpoBaHmd. Tak, peaknud S5TOrO BEIECTBa ¢ (PTaTOMIXJIOPHAOM
naer nopomssommoe (pramasuHa II. Kunauenmwe rwppasupusa I B m36mTKE
AMITIIOKCATIATA MPUBOAMT X aHHemposaruomy 1,2,4-rpmaszory III. O6paboTka
BEmecTBa | A~TOMMIM30IMWAHATOM WM aJUIHIN30THONMAHATOM TIPHBORHAT
COOTBETCTBEHHO X coegmuermaM IV u V. IlponykraMu peakium rugpasuayaa I ¢
apoOMAaTHYECKUMU agbAerugamMu [3] u m3aTHHOM SBJIAIOTCS IHAPAsOoHsl VIia—i,
VIII. Ilpocroe xmusuenwme rUApazoHOB VIa—r B HETPOOEH3OIE IMPUBONAT K
coorsercTeyomuM 1,2,4-tpuazonam VIila—r.
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MayueHue BO3MOXHOCTH [AJbHEHIIWX TpespameHmit coexmueHus VIII
TOKa3aJ0, YTO Py KATISUECHUH er0 B Kemitone ¢ gobaekoi TsOH wm 8 yxcycHoM
xuenote (koHTposs TCX) HAKAKAX M3MEHEHWH HE MPOUCXOIHT.

Coenunenma [[—V upepcrasnsior coboii GechseTHbie KPUCTALIAUECKHE
TYTOIUIABK¥ME BemecTtsa (cM. Tabimity), TPYAHODPACTBOPMMEHE B OONBIIMHCTBE
OPTaHWYECKHX PACTBOpHTENECH. I'unpasonsl Via—za AMEI0T XapakTEPHYTO XKEATYIO
OKpacky, KOTOpas CTAHOBUTCS MEHEE JPKOM HOCAE OKHUCIACHHUS A0 TPHUA30JIOB.
Imppason VIII coxparser IpKO-KPACHYIO OKPACKY, XapaKTEPHYIO HJIS W3ATHHA.

CroexTpasibHple XapaKTePUCTHKA HOBBIX COSNUHEHMI IPEICTABICHE B Tabma-
ne. B ciektpe TIMP makrama 11 mabmonaercs cunrner rpymmst NH (10,40 M. 1),
as UK CHEKTPE STOTO BEMIECTBA NPUCYTCTBYIOT MOJOCH HOMIOMWCHHS B 06JIaCTE[
1680 oM ! (C=0) m NH (3340 ov ). Crpykrypa tpuazona Il moxassiBaeTcs
HaymumeM B cuextpe [IMP carHasop 9TUIBEON TP, HOJIHGIM HCUS3HOBEHAEM
cursaios opotoHoR rpyma NH (6,10 . 1., [3 1), oTcyrcrBmeM COOTBETCTBYFOIIEX
monoc B WK cmexktpe m xpome Ttoro, mammumeMm B MK cmexTpe mTOMOCH
crioxuosdupeoro xapbomwna (1730 o D). B cnextpe IIMP coemmaenmsa IV
HA0II00AI0TC Bee TpH cuamIera rpynn NH, mprueM omuu n3 mux (6,20 M. 1)
OnwW30K 1O TOJOXEHWIO K aHaJormuHomMy carHany rpymmsi NH mcxomsoro
ragpasmauea 1. DTO0 HaeT OCHOBaHWE TPENIOIOXUTE, UTO IIPH aNWIHPOBAHUU
3aTParuBacTCId WMEHHO KomHuepas rpynma NH2. Aransormyma KapruHa COEXTpa
BemecTBa V, SBRASIOMIErocd IPOM3BOAHEIM THocemmkapbasmna. B UK comektpax
Bemects [V 1 V MMEOTCH MOJ0CKH MOromenrsd Beex Tpex rpymm NH.

CrexTpsl CHHTE3WPOBAHHBIX TUAPAa30HOB Via,B—N AHAJMOTHYHEL CHOEKTPaM
pasee monyueHHHX coemmaeHui sroro pana [3]. Coekrp IIMP semecrsa Vin
comepxumr asa cuaraera rpyna OH (10,73 u 10,78 M. n.). B UK coekrpe 3roro
coeqmuenng mMeercs noxoca momtomenus OH rpymmer (3400 em Y. B CIexTpax
IIMP tpwazomos VIla—r, B OTaWMYme OT CHEKTPOB MCXOHHHX IMXDPA30HOSB,
OTCYTCTBYET CHHIJIET a30METMHOBOrO IporoHa B obmactm 8,38..8,78 M. x.,
YTO GBAFETCS OCHOBHBIM NPU3HAKOM, MO3BOJSIONIMM CHENATh BHBOL 00 #X
TETPATFKIIAUECCKON CTPYKTYPE.

SKCIIEPUMEHTAJIBHAY YACTD

Cnexrpst TIMP samucanst Ha caexrpomeTpe PHI-2310 (60 MI'm) 8 IMCO-Ds, 3a MCKMIOUSHUEM
sewmectsa III, coextp kotoporo cestit B CDCls, suyrpensuit cragnapt IMIC. YK crieKTphl HONy9YeHbI HA -
npubope UR-20 B sasenunosom Macsie. TCX ocymectenena Ha mnacrunkax Silufol UV-254 B cucteme
aueTOR—3TaHon—x10podopm, 1 : 3 : 6, mposerienue mapam SpomMa.

N-(®enanTpuauani-6)-1,2,3,4-rerparumapodranasms-1,4-muos (I). PacTBOpIOT IIpK Kumsye-
wyu 2,09 r (10 mmons) coemumenma I 8 100 mut Genzona, nocuenoBaTensHo nobasmsor 3,38 mu
(24 mmoip) TpusTHnamuHa U 1,44 Mu (10 MMOB) dranmounxmopuna, OPU 3TOM BBMANAET OCANOK.-
PeaxnmoBHYIO cMech HarpesanT eme 30 muu (~100 °C), oxmaxparor mo 20 °C, ocagox oT-
$YIBTPOBLIBAIOT, MPOMBIBAIOT BOMOM € LENBI0 YAAICHMS TMADOXJIOPMAA TPHITWIAMYUHA, CYINAT, OT-
GIUIBTPOBBIBAIOT ¥ TIEPEKPUCTAIUINZOBBIBAIOT .

5-Kap0aroxcu-1,2,4-tprazono [4,3-fl denantpunus (I1I). Pacreop 2,09 r (10 mmoxs)
ruppasuAusa I B 20 M gusTunoxcanara xungrar 40 muH (xorTpons TCX). PacTsop 0xnaXxpatoT A0
20 °C, BbInaBuumit 0CafoK OTGMIBTPOBLIBAIOT, CYIIAT ¥ IEPEKPUCTAIUINZOBBIBAIOT.

1-(®enantpumuHEnt-6)-4- (n-Toawn) cemukapfasug (IV) u 1-(dbesapTpuauani-6)-4-aJmuir-
trocemukapbazuy (V). Pacrsopsior npu xvmstaeruu 2,09 r (10 mmoms) coepumenus I8 100 vt aGeo-
oTHOTO Oensona u nobaeasor 1,21 mu (10 mmonp) n-Tommumsoumanara wim 0,97 mr (10 MMoms)
AJUTHUTM3OTHONMAHATA, XUMIITIT 15 MuH (emiectso IV) wm 1 9 B ciygae coemuuenus V (KOHTPOJB
TCX). Jlanee BuIAEIISEOT aHAJIOTHYHO coeguaeswo I11.

6-Apmnanearaapasnsodesarrpuauasl (Via—nx) u N-(denaurprausaui-6) ragpazoHu3aTiHa
(VIID). Pacreop 2,09 r (10 mmons) ruppasumusa I 8 50 M1 nponasona-2 xuogarar 2 u ¢ 10 Mmmons
COOTBETCTBYIONIErO KaPOOHHILHOTO COeRMHEH s, 0XNMaXxnaioT a0 20 °C, pasbasnszor 100 M BoxbI, BHI-
OaBIIMHA 0CAAOK OTMUILTPOBEIBAIOT, CYIIAT U NEPEKPUCTAIUIM3OBLIBAIOT.
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Xapaxrepuctuka coemuHenni II—IX

—Hajigero, % UK coexrp, CM”l
?{23{’;— &%W?T; Brrenero, % Ty °C* Crnextp IIMP, 5, M, I Beixorl, %
C H N C=0, C=N NH, OH

i CyuHpisN3Op | 74,1 3,7 12,2 320 1680 3340 6,83...8,80 M (12H, Ar); 10,40 ¢ (NH) 88
74,3 3,9 12,4 (paan.)

I C17H13N30, 70,0 4,4 14,5 156...157 | 1730 — 1,50 r (CH3CH3); 4,56 x (CH3CHy); 7,45...8,79 m (8H, Ar) 53
70,1 4,5 14,4

v Cy1HpoN4O 73,0 5.8 16,1 315 1650 3220, 2,15 ¢ (3H, CH3); 6,20, 8,40 1 9,83 (3NH); 6,73...8,0 m (12H, 72
73,2 59 16,3 (pasn.) 3310, 3350 | Ar)

V”‘2 Ci7H16N4S 66,1 5,1 18,3 290 - 3280, 4,13 m (CHpN); 5,06 M (HC=); 5,67 M (-HC=); 7,16...9,0 M 57
66,2 5,2 18,2 (pasn.) 3310, 3360 | (12H, Ar u NH); 10,0 (NH)

Via CyoHisN3 80,6 5,0 14,2 146...148 | 1625 3100 7,0...8,33 m (13H, Ar u NH) 61
80,8 5,1 14,1

Vs CyoH14N40, 70,1 4,1 16,3 248...249 | 1625 3100 6,80...8,70 M (12H, Ar u NH); 8,78 ¢ (HC=) 86
70,2 4,1 16,4

VIr CyHisN3O, | 73,7 42 12,1 253...254 | 1625 3090 6,05 ¢ (OCH,0); 6,99...8,43 m (11H, Ar n NH); 8,38 ¢ (HC=) 76
73,9 4,4 12,3

Vin CyoH;5N30, 72,7 4,5 12,9 240 1625 3100, 3400 | 6,70...8,57 m (11H, Ar u NH); 8,70 ¢ (HC=); 10,73 ¢ » 10,78 67
72,9 4,6 12,8 (paan.) ¢ (20H)

Vila CooHi3N3 81,2 4,2 14,3 146...148 - - 7,10...8,63 M (13H, Ar) 71
81,3 4,4 14,2

VIIG CooH3N40, 70,5 3,5 16,6 250 - - 7,0...8,65 M (12H, Ar) 90
70,6 3,6 16,5 (pasn.)

ViIs CooH1aN40, 70,4 3.4 16,4 245...246 - - 7,15...8,70 m (12H, Ar) 87
70,6 3,6 16,5

ViIr Cy1H)3N30, 74,2 3.8 12,5 256 - - 6,05 ¢ (OCH;,0); 6,99...8,43 M (11H, Ar) 92
74,3 3,9 12,4 (pasn.)

Vil Cy1H13N4O 74,7 3,8 16,7 291...292 | 1620, 1610 | 3230, 3310 | 6,70...8,84 m (12}, Ar); 10,52¢ u 11,50 ¢ (2NH) 86

L : 74,8 3,9 16,6 )
:2 Coenunenys NepeKpUCTaJIM30Babl U3 Gensona (VIs, VIIG), muokcana (V), AMDA (11, Vir 1 VIIr), AcOH (IV, VIIB) 1 usonpommiioBoro cnupra (Bce OcTabHBIE),

Halineno, %: S 104, Brumenexo, % S 10,2




5-Apun-1,2,4-tpuazonof4,3-f] besanrpummast (VIIa—r). Pactsop 10 Mvons ruppasona Via—r
xunsratT B 30 Mt HutpoGensoa B rederue 1 4 (korrpoms TCX), oxumaxaaot a0 20 °C, pasbasngor S0Mn
STUJIOBOTO CIMPTA, BHIABIHIA 0CAI0K OTHMIBTPOBBIBAIOT, CYINAT ¥ HEPEKPUCTAILIM30BBIBAIOT.
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