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s1. 1O. SIxynun, B. /I. {suenxo, B.IL JlnrBunos

CHUHTE3, CTPYKTYPA 1 PEAKIIMU AJIKMJINPOBAHMSA
5-TEHOWJI- 1 S-BEH30OMJI-
6-TPUOTOPMETWI-3-LIMAHOIIMPU/INH-2-THOJIATOB
N-METAJIMOP®OJINHWSA

Peakuuelf 3TOKCUMETMIEHNPOU3BOAHBIX TpUdTOpTEHOMN- U TpUdTOp-
OEH30WIALETOHA ¢ LMAHOTHOALETAMUIOM B TIPUCYTCTBHM M30BITKa N-METHII-
MOp(ONIMHA TONYYeHbl COOTBETCTBYIOIIME 5-al-6-TpU(TOPMETHII-3-1IMaHO~
MUPUIUH-2-THONATE N-MeTHIMOPGOIMHNS K H3YUEHO UX alKUIMPOBaHHE.

KnioyeBnle ciaoBa: N-MeTWIMOP(ONMH, THPHUAMH, THEHO[2,3-b]nupunuH,
LIMaHOTHOALIETAMUL, STOKCHITHIIEH, ATKMIMPOBAHMUE.

B nwurteparype omucanbl TpUPTOPMETHI3AMEIIEHHBIE NHUPUIWHTHOHBI,
MOJlydeHHblEe  peakiuedl  MaHOTHOALETaMUAOB C  AKTHBMPOBAHHBIMM
onepunamu Wi 1,3-1uKkapOOHUNBHBIMU  coefivHeHuamu [1-4]. H3pectna
OMONIOruYUecKas aKTHBHOCTH TPUGDTOPMETUI3aMELICHHBIX apOMAaTHUECKUX H
reTePOLMKIMIECKHX COequHeHnH [5], a Takke 4-He3aMelIeHHbIX THPUIWH-
2(1H)-tuoHoB [6-8]. B mpomomkeHHe HCCIENOBAHMI B 3TOM HampaB/IeHUU
HaMu pa3paboTaH METOJ CHHTe3a 5-TeHOWT- U 5-6eH30un-6-TpudropmMeTni-3-
[IHAHOTIMPUINH-2-THOATOB.

BraumogpeiicTBHe 3TOKCUMETWIEHIPOH3BOOHBIX TpudTopreHomn- (1) umu
TpudropbensomnaneTona (2) ¢ uUMaHOTHoaueTaMuaoM (3) B TPHCYTCTBHH
ABYKpaTHOro H30biTka N-MeTHIMOPGONMHA IPM KOMHATHOW — TeMmrepaType
TIPUBOAUT K 5-TeHOWN- (4) Wik 5-6eH30u-6-TpudTOpMETHII-3-UAHOTIMPUIH-
2-tronaty N-metunmopdonunust (5) ¢ Beixogamu 85 u 51 % COOTBETCTBEHHO.
BeposTHo, peakuus mpoTekaer ¢ -~ oOpa3oBaHMeM aanykToB 6, 7,
LMKTH3YIOLUXCSA B COTH 4 U 5 COOTBETCTBEHHO.
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CrpoeHue ToOCNENHMX IOATBEpXKAAETCA pE3YIbTATAMH  SJIEMEHTHOFO
aHallM3a W CIEKTPOCKONMYECKHMH HMCcnefoBaHusIMU (Tabn. 1, 2), a Takke
corjacyercs C  JIMTEPaTypHbBIMH  JOaHHBIMM O  KOHAeHcauuu 1,1,1-
TpudTOpaleTUNaNeToHa ¢ LuanotHoauetamuaoM [2]. Tak, B UK CHEKTpax
comei 4, 5 NpPUCYTCTBYIOT MNOJOCHI MOMJIOWIEHHS BaleHTHBIX KOneOaHHi
KapOoHWIbHOH Tpynmsl B o6nacti 1600-1630 u compspkeHHOM HUTPHUIIBHOR
rpymrsl B o61acty 2190 em ™' '

B cnekrpax SMP g coenuHeHuit 4, 5 mabimonarorcs XapaKTepHbie s
npoToHOB N-MeTHAMOP(OIUHHEBOro KaTHOHA TPHILIETHI B obnacty 3.17-3.80,
a TaK)Ke CHHIVIETHBIN CUrHaJI poToHa 4-H rmpuanHoBoro sapa B obnactu 7.27-7.74
M. . CurHamel NpPOTOHOB TEHOMJIBHOrO (bparMeHTa comv 4 HMEIOT BUA
TPpMIUIeTa U ABYX Ay0i1eToB B 06nacTsax 7.16 u 7.70, 7.89 M. . COOTBETCTBEHHO.
bensonnbHblil dparmenT THONMaTa 5 mposBnseTcs B BHAE MyJbTHILIETA npu
7.34-8.04 m. n.

O6pabotka coneii 4 u 5 OKBHMOJISPHBIM KOJMYECTBOM FajioreHunoB 8a—f B
IM®A B npucyrcreus KOH (merTon A) NPUBOIMT K 0Opa3soBaHMIO
anxunrtionpousoausix 9a—f u 10a—f coorsercrBenno. Ilpu o6paGotke
THONatoB 4 u 5 4-6pombenanmnOpomusom 7g Wi a-xaopaleramuiom Sh o
MeToly A BO Beex ciydasx 06pasyercs CMech JIMHEHHOTo TPOLyKTa 9g,h unu
10g,;h ¢ coorsercTByromUM THeHonupumuHoM 1lgh u 12g,h. Tlpwu
HEeTIPOIOJKUTE/IbHOM HarpeBaHUU YKa3aHHbIX peareHToB B JIM®DA 6ez KOH
(MeTon B) ynanoce mosiyuuTh MHIAMBUAYATIbHbIC THHEHHbIE npoussonHbie 9h n
10g,h. Cremyer oOTMETHTB, YTO OTHOCHTENHEHO BBICOKAS CIIOCOGHOCTD K
UMKIM3alUKM  TIpOAyKTa 9g He TMO3BOJIMIA BBIAEAMT €r0 B KadecTBE
UHIMBHUIYAIBHOTO COCANHEHNS B YCIOBHAX METOLOB A U B. :
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Crpoetive monydenHsix ankunnpousBonueix 9a—f,h u 10a—h, a Tawke
TUCHONHpUAKHOB 11g,h u 12g,h monTBepXEHO pe3ynbTaTaMé 3IE€MEHTHOro
ananusa (tabn. 1), nanseivu UK criextpos u IMP 'H (Ta6in. 2).

Tabnuna 1
Xapawrepncrmm CHHTE3HPOBAHHbIX COeXHHEeHM

Coe- Haiineno, %

IMHE- ;S T?x; Briuncneno, % T.omn., °C B"f;on’

HHE PR C H N & (]

4 Ci7H16F3N30,S; 49.03 37 10.32 15.54 128-130 85
49.15 3.88 10.11 15.44

5 CisHisFaN30:8 55.90 4.21 10.11 799 | 114-116 51
55.74 4.43 1026 | 7.83

9a C13H7F3N;08,; 47.70 231 839 1940 | 145-147 72
47.56 2.15 8.53 19.53

9b C1uHoF3N;08; 49.01 242 8.30 1884 | 124-126 56
49.12 2.65 8.18 18.73

9c CisHuFsN,0S, 50.33 3.00 1.99 17.32 103-105 52
50.55 3.11 7.86 17.19

9d Ci6H13F3N,08; 51.92 3.70 141 17.22 76-78 33
51.88 3.54 7.56 17.31

e Ci5sHoF3N,08, 50.77 233 174 1825 | 107-109 52
50.84 2.56 7.91 18.10

9f CioHF3N,08; 56.55 2.82 6.80 15.71 126-128 58
56.43 2.74 6.93 15.86

9h C14HsF3N3;028, 45.10 234 1L50 | 1712 | 130-132 61
45.28 2.17 11.32 17.27 cy6m.

102 |CisHoFsN;08 55.76 239 8.81 9.85 | 105-107 34
55.90 2.81 8.69 9.95

18b | Ci6H1F3N,08 57.30 3.18 8.12 9.66 | 86-88 55
57.14 330 8.33 9.53

10c  [C7H1sFsN;0S8 58.11 3.55 825 9.06 | 83-85 53

: 58.28 3.74 8.00 915

10d CigHisF3N,08 5941 439 1.54 8.62 74-76 32
59.33 4.15 7.69 8.80

10e  |Ci7HIF3N,0S 58.50 311 833 940 | 97-99 52
58.62 3.18 8.04 9.20

10f  {CyHisF3N;O8 63.14 312 122 813 | 75-77 56
63.31 3.29 7.03 8.05

10g CH1:BrFsN>O,8 52.42 2.1 534 6.60 80-82 : 58
5229 239 5.54 6.35

10h Ci6HioF3N30,8 5243 2.59 1171 8.92 108-110 61
52.60 2.76 11.50 8.78

Mg [CuHuBrFsN0:S, | 46.76 180 3.59 12.61 | 8890 58
46.98 1.97 5.48 12.54

iih C1aHsF3N30;S, 45.51 232 11.14 17.10 73-75 56
4528 217 11.32 17.27

12g Co2H1BrF3N,O5S 52.14 222 5.61 6.49 134-136 54
52.29 2.39 5.54 6.35

2h CisH10F3N;0:8 5271 292 1141 855 | 70-73 37
52.60 2.76 1150 8.78
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SKCHEPUMEHTAJIBHAST YACTH

VIK criexTpsi CHHTE3MPOBAHHBIX COCAMHEHUM 3amucansl Ha npubope MKC-29 uns cycrensuu
8 Base/IHMHOBOM Macyie. Crextps SIMP 'H peructpuposam ua npubope Bruker WP-100 SY (100 MI'n)
ang pactBopos B IMCO-ds, BHyrpenauiit crammapr TMC. Kourpois 3a x0a0M peakiuu u
MHAMBHAYANBHOCTHIO HONYYEHHBIX BeU(ECTB oCyiecTsnsaau MeronoM TCX Ha mracturax Silufol
UV-254 B cucteme aueron—rentas, 3:5, NpOSBUTENb — Naphl HOJA.

5-Tenoun-6-rpudpropmeruni-3-unanonupuann-2-tuoaar  N-metunmopoaunus  (4).
K cmecu 12.5 r (45 Mmons) sTokcustinena 1 u 4.5 r (45 MMons) nuanotHoaueramMuaa 3 8 20 ma
a6c. stanona npu 20 °C u nepemenusanny 106asasior 10 ma (0.09 moms) N-metunmopdosinaa.
Ilocne nmonmoro pacTBOpPeHMs MCXOAHBIX COCAUHCHMH DCAKUMOHHYIO CMECh QUIIBTPYIOT Yepes
ckaanyarsii Guastp. @uistpar nepeMemmusaior 4 4. Ofpasosasiumiics 0canok NpOIyKTa
OT(GUILTPOBEIBAIOT, IPOMBIBAIOT alleTOHOM. [lonyyaror 15.9 r coenunenus 4.

5-Bensoun-6-rpudropmern-3-unasHonupuus-2-ruonatr N-merunmopdonuuus (5) no-
AYYAIOT aHATOTMYHO COEMHEHHIO 4 13 aMua 3 1 dToxcHITHICHA 2.

2-AAKAATHO- U 2-GeH3nITHO-5-Tenoua-6-Tpudropmerun-3-unanonupuauusl (9a—f).
K pacreopy 1 r (2.4 mmons) conu 4 B 8 Mut JIM®DA npu nepemeinusanuu 106asnsior 1.3 mn
(24 wmmoms) 10 % KOH. Yepes 10 MUH B peakuuOHHyI0 Maccy BHOCAT 2.4 MMOb
COOTBETCTBYIOWIETO ankuirajorenyuia 8a—f, peakuronHyo cMecs QUILTPYIOT 4epes CKIaqyaThii
Quaetp, Ppunstpar nepememnBaiot 4 4. OBpazoBaBmIMiics 0CANOK IPOAYKTA OT(GHUILTPOBHIBAIOT,
TIPOMBbIBAIOT CITUPTOM.

2-AnkuaTio- u 2-GeHsuatuo-S-Gensoua-6-rpudropmernn-3-unanonupuauust (10a—f)
floNlyqaroT  aHanoru4Ho coexuneHusM 9a—f w3 1 r (2.4 mmons) comr 5 u 2.4 mMoms
COOTBETCTBYIOLIETO ankuiarantoreHyna 8a—f.

2-Kap6amouameruiTno-5-reHona-6-rpudropmerua-3-unanonupuann (9h). K pacreopy
11 (2.4 mmons) conu 4 B 8 mn IM®A npu nepememusanuu  ao6asisior 0.22 r (2.4 MMons)
o-xnopaueramMuia 8h. PeakuuoHHyi0 cMeCh HArpeBaloT A0 KUMeHUs, GUILTPYIOT ropsyeil yepes
cknanyatelii QunsTp. DuisTparT BHISPKHUBAIOT 12 4 OPH  KOMHATHON Temmneparype,
o0pazoBaBiMiics 0CaJ0K OTQUILTPOBIBAIOT, IPOMBIBAIOT CIIMPTOM.

2-(4-bpombpeHuNKADOOHHIMETHATHO)- ¥ 2-KAPOAMOMIMETHIATHO-5-0eH301I-6-Tpu-
ropmerun-3-unanonupuaunst (10g,h) nonyyaror ananorudno coeaumsenuro 9h us comm 5
u 4-6pompenaunndpomusia 8g vnn amuna 8h coorsercrenHo.

3-Amuno-2-(4-6pompenuniapborun)- H 3-amuno-2-kapdamouna-S-renoun-6-rpudrop-
metuiaTueno|2,3-bnupunnunt (11g,h). K pacrsopy 1 r (2.4 mmons) conut 4 8 8 mu IM®A npu
nepeMemusanyun  aobasnsor 1.3 ma (2.4 mmons) 10 % KOH, a uepes 10 mMun — 3xBUMOnSpHOE
KONHYECTBO coenuueHns 8g uam 8h. PeakuuonHywo Maccy nepememusaior 0.5 4, 106aBisioT k
ued 1.3 ma 10 % KOH u nepememuBaior 4 uy. OOpa3soBaBMHCS OCAJOK MPOAYKTA
OT(HIBTPOBLIBAIOT, IPOMBIBAIOT CIIHPTOM.

3-Amuno-2-(4-Gpomenunicapborna) u  3-amuHO-2-KapGamoun-3-GeHzonn-6-rpudrop-
meruaTueHo|2,3-b]nupuaunst (12g,h) nony4aor ananoruyno coeaunenusM 11g.h usz conu 5 u
coeautenus 8g unu 8h coorBeTCTBEHHO.

Paboma swinoanena npu Qurancoeoii noddepsicke Poccuiickozo gonda
@ynoamenmanvuwix uccaedosanuti (npoexm Ne 99-03-32965a).
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